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(57) m%3: 

Het-X-Z (I) 

(±f3S*x He ttt'i>fc< fcfc lffl©si3R*^tr#S*fcH:-SOSt*^S 
(fljitte'J^s ft*U Xtt*(i) -NH-C ( = 0) - 

NH-Q1- m (ii) -NH-C ( = 0) -Q2- (Q 1 &£VQ 2 ttfif^ 

7;Hr-i/>*£f) ^*£U ZttTK^s ap^x 
=M<D&mm£M * & tt««3IK»* («* tf «** nx ^ T * i n 7 * 



WO 01/56988 A A PCT/JP01/00721 



m m m 

**WttRho^-4fiaiF^ffl**"r*^^»fc«U EfcBlfflfcfck Rh 

nasi 

fcRhol±ROCK/Rho^t-^ MfcttT* b ^>»^bt, ¥tt 

jKJKtts flunk mmm^, mmmmmt iw^M/xh77-f/t- 

¥WB4lU(rai*Jliiffi!k AiW («it«x i&JfiLflF«Ni«J:lFHM 

4MB) s 3fc*8#BiP»s UDSflM* ftrtMU MFtttU «U. IfcliPf*^ 

£tt£ffittlMitttt*s 1HUMU ««<D«JIWfc||!<B-*bT*Dx JNUBtiftl 
^bTl^o 

Tiis ROCK (fe3^fcfcR0CK I) 9 - 1 3 5 6 8 3 ^ T.Ishiz 

aid et al., EMBO J., Vol.15, No.8, ppl 885-1 893 (1996)) 4>R h O ^r±—M 
(iRO CK II) (ftlB¥ 10-113187 -^s T.Matsui et al., EMBO J., Vol.1 
5, No.9,pp2208-2216(1996)) #$8££ftT:fe *K Ztlb Vif Z 
ttfWbfrtte^T^Z (O.Nakagawa et al., FEBS Lett, Vol.392, No.2, ppl89-19 
3(1996)) o 

ROCK/Rho^- mmftmttTZtiAmtLXtiis h:7>*-4- 
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tk; (7)]/*)i) - 1 -£V^#;w^^;i/$/£D^i7-Wb£^ (WO 9 

0/0 5 7 2 3) N hMb^tl (WO 9 5/2 8 3 8 7) N Y - 27632 

(Uehata, M., Ishizaki, T. et al. : Nature, 389 : 990-994, 1997)s nMWI^MM 
£\sXT$M$tlX^%mM7 7ZVMnA-lV77^ Mfcl&Wm? £ft£(Ono-Sait 
o, N., Niki, I., Hidaka, H. : Pharmacol. Ther., 123-131, 1999)o £fcs WO98/0 
6 4 3 3 &R 0 C K/R h o bT V> 2> 0 

£B^£b*: (^SMWJl) o 

*mwm *> & £ fes & £S®^f^bi§rtj# a ifii^^iiw^ffl -r s c t 

fcjil^bfc: (^a^WJ2) 0 

emafc#tf^£^?-££££JtM;£bfc (msM0j3£j;t>*4) 0 
■&%mz&z>i^m±& (i) 0<b^tfe«^©^±fp^^tis^4)b< 

Het-X-Z (I) 
Xfck % (i) ~ (ix) fr&fcS#frfc»R3ftS**&U 
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(i) -NH-C ( = 0) -NH-Q1- 
Q lfct 

£gHh> ) 

(ii) -NH-C ( = 0) -Q2- 

(±13^;^ 

s Ci-4^;i/^;i/*;i/^-;v^^^ (co^i/^i/gP^ttAo^^ii^fcJ: 
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ft**. ) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 
Q 3& N 

j^«2-4©T;i/^-l/> 

Q4lt -0-s -NH- *fctt-S ( = 0) m- (mfci: 0 ~ 2 

f ) ft*U 
Q 5 fck 

i-iWt ^ny^ xm&s - hois Ci-4r;i/*;i/ (cot* 

) 

(iv) -N (-R 1 ) -Q6-Q7- 

r 1 te&mM? £ tz « c i - 4 *)i ij )W=.ju ft s u 
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- (CHO nl-CR 2a R 2b - (CHa) n2- 
n 1 *iVn 2 \±%h?ti 0~3 ©ItliU 

n2*f2*fctt3-C»*»^CD- (CHi) n2-fc S*©-CH 2 -CH 2 - 
*$-CH = CH-tfe»-CsC-^^UTV^T%«fc<N 

- (C = 0) -N (-R 20 ) (-R 2d ) (R 2o ^J;t/R 2d (is H- 
Dgft^nWt* <fcV^ N ^^orPWK *fctt^>^ (C07i-;bgP 

^tiltfeH:2oCi-47 > ;i/3^^K:J:D«ift$n*cv^ , r*«J;v>) £irr) > 
- 4 r;i/n^^ (i(DT;i/*;i/SiJ^t±;ND^ , >JS : ?K:«kl)illjl^ix*cv> , r*>«t^) N 

C i-4 ( Z(D7)V*))/Uft&;\ D >T VlK^fc «fc D ftT 
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- (CHO p-NR 3 - (pttO~2<D«»a&U R'tok&J^N C1-4T 
-NH- (CHO ql-CR 4a R 4b - (CH2) q2- (qlWq2li€ 

n*no~2©g&&£u R 4a #j;iFR 4b fciu ^ti^fts tK^m^ Ci- 4 t;i/ 

- (C = 0) -0-CR 4a R 4b -CH z - (R 4a ^<tt>*R 4b (iBUlB-e^^nfc 

-NH- (CHa) i-NH- (ii±l~4©Mfc*£-f) > Sfcfct 
-S ( = 0) j- (jttOs K £tz&2%mt) 

ft**. ) 

(v) -NH-Q8-Q9-Q10- 
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^»2~5©7 > ;i/^r-l/> 

Q9tiu -O-s -NH- *fctt-S ( = 0) r- (rttO~2©SE*** 

-r) **u 

(ztDTJWmft&HttV^Mtt&bU&ZtiX^-CbJL^) ^ Ci- 

) 

(vi) -O-Ql 1-Q1 2- 
(±13^^ 

Q 1 2 tt N 

- (CHa) s-CHR 5 - (sfcfcO~2CDtt»*au R 5 fcfczMRJI^ d-4 
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- (CHi) t-NR 6 - (ttt0^2(OiEft**U R 6 &7KJStH^ Ci-aT 

>j^£«fcDBife£ftTiv£:4> «fc^) s c i^t;^;!/*;^-;^*^ (cot 

-NH- (CHi) u-CHR 7 - (u«±0*3fcttl©*»**U R 7 &7j< fit 

*mto ) 

(vii) - Q 1 3 - Q 1 4 - 

Q13fck Sfctt5^7ll©i^*fcH:^ISffi0j(K*3»a»*fca:tt* 
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- (CHO v-CHR 8 - (vfctO~20g»&^U R'ttzklBISt^ Ci-4 

. - (CHO w-NR 9 - (wfctO~2©!§PjR£^U R * fcfcikJjtJK^ Ci-47* 

s Ci-4T;i/n^r>>^;i/^-;i/ (C£Dm;WliAD^>I?{:j: K> 
M&£fri-o>T&<fcvO N C i-47;v3r;i/*;i/#-;i/ (£©r;i/*;i/gp#y;;\py 
>Ji^fc«fc!)gife£;h/t^Tfc«U>) s c i-4 7';i/^;i/A;i/^;i/^-^S/ (cot 

-NH- (CHO x-CHR 10 - (xttO£fcttl®*fftfc*U R l0 ii7jc^ 

«vtivc*«fc^) s Ci-4t;)/p^> (£©7;b*;i/$#y:AD7>]i^k:j; dm 
^ftwcfc^vO s Ci-4T;pn^i/*;i/>}?-;i/ (z(DT))/*)i$m±^v J ? 
>JM : ?lz&t)WWk$tix^zb&^) > Ci-4^;p^;i/*;i/^-;i/ (jictj^ji/ 

1®m±^V'f>M : ?kl£y)WWk£tlX^X%&^) s Cx-*T)\/*M))/i$-)ltf 
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zmto ) 

(viii) -C ( = 0) -Q15- (CHi) y- 

<U ytt0^4©«R*«f) 

(ix) -C ( = 0) -NR'-Q 16- (CHi) z- 

(±ib^*n R'&mmxfemzntzftmtmmx&bs Qi6^ 5-7m©is 
MMftMitmmm^s ?m^s ^tz^Ci-4T)\y*j^^\)n^nx^x^x<^ 

Zfciu 

3-7 no j&n £ tz &^mm<D%M l &<D%imm^£tz immm^s 

1 3-1 5J|OH^©^*fci±^l^©K*«^*fc»±l»3lK*N 
d-ATJV^Jl (Z<D7)l*M±^U7>^lZ&\)nWkgnX^X l h& 

i< (Z(D7*-)]/ffifr\±J\nV>J%?lz&t)WWkttnx^Xb&^) 
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X1$m (i) (A+> Qliffi&&&*) **U ^Z^2-x^» 

- - h d -7 £ N H e t #4 - £ U ^;V^^"T £ fcfcfcfc < > 

X#g (iv) R'^JcfltJIW^U Q6^TIB^i 

;w 4-^e;i/*U-;K 3-t:>j^-;K 4-tru^-;w 2-7PP-3-t: 
3-dpyj-;w Sfe^2, l, 3 -^>^;f 7^7^;-;v- 4 - 

5$ (la) ©Yb^tlSfett€©^±^^n§^^U<a:^lOtJ^ 
Het-X-Z (la) 

Hetd 4>&< t& l{@©0*ii^^^-rS 5~7M©#^t4©^^fe 

XfcU S (i) ~ (ix) fre>fc£S¥fr£M$R£n3*£^U 
(i) -NH-C (=0) -NH-Q1- 

Q lfc* 
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) 

(ii) -NH-C ( = 0) -Q2- 
Q2fct 

x-;m s /\d^>i^ zfcgtek -Fo^ r^y^s Ci-4r;i/^;i/ (cot 

*mto ) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 
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Q 3 fcj\ 

Q4il -0-, — N H — N *fctt-S ( = 0) m- (mttO~2<Z)Sft&& 
Q5fc*s 

*str. ) 

(iv) -N (-R 1 ) -Q6-Q7- 
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- (CHO nl-CR 2a R 2b - (CHO n2- 

n i £ «tv n 2 tt^n^en 0-3 Ofiftt^^ U 

n2#2tfett3T?«>S«'&CD- (CHa) n2-&> g#©-CHi-CH2- 
^-CH = CH-£fc&-C = C-£ilbTl>T&«fc<s 
R 2a £<fct>*R 2b fciU H-ifettJlftoWT*J:<s 

c 1 - 4 t;v 3 ^ 1/ tt jv ;w 

- (C = 0) -N (-R 2c ) (-R 20 ) (R 2c £«fct>*R 2d fciU fl-Sfettgfc 

D*ife*iiT^*r%«fcvO s ^>^D7°Dt:;w ^fctt'OSW (£©7x^;i/gp 

- (CHO P-NR 3 - (pttO-2©«Eft**U R'fctzk&liB^ C1-4T 
M;Hfey;7x-;i/ (c®7i-m ad^>i^ zkK^ -FnS, r 
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-NH- (CHO ql-CR 4a R 4b - (CH 2 ) q2- (q 1 :feJ;tf q 2 tt* 
tien0-2O^^U R 4a ££tFR 4b fci\ tK^JE^ d-4T;P 

in) s C.- 4 7;i/a^i/ (^OT^v^iiAny^CJ: bm&gftX^X 
&<Un) s Ci-4^;i/3^r$/>tj;i/^-;i/ (c©T;l/^;^^^i/^Dy>^^J; d 
WWk£ftx^x% £u) n Ci-4T;i/^;i/*;i/^-;v (c©T;i/*;i/^#fcJ:^p^ 

- (C = 0) -0-CR 4a R 4b -CH 2 - (R'^km'^tmrnxfemzfttz 

-NH- (CH 2 ) i-NH- (ifcfcl- 4 (D^Wi^t) s 
-S ( = 0) j- (jfctCK Is Htc\±21tm) 

*m?o ) 

(v) -NH-Q8-Q9-Q1 0- 
Q8fcts 

Q9fc^ -O-s -NH-s £tzl±-S ( = 0) r- ( r 0 ~ 2 ©II2&£^ 
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(d©T;i/^;i/^^AP>!7*>jg^^ct bWWkZtiT^XbM ^ Ci- 

%mto ) 

(vi) -O-Ql 1 -Q 1 2- 

- (CHO s-CHR 6 - (s&0~2£«&£liU R 6 fcJ:7j<mJI?s Ci-« 
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- (CH 2 ) t-NR 6 - (t&0~2©M£ilU RHtymM^ Ci-*T 

WWkZnx^xbk^) , Ci- 4 t;i/^;i/*;i/^-;i/ (z®T)\/*)vffim±^v>? 
^mtt&bmWkZftx^xb*.^) s Ci-4T;i/^;v*;i/^-;v^^^> (cot 

-NH- (CHO u-CHR 7 - (uttO*fcttl©lf***U R T tt**JK 
£ftWTfc<fcl>) > Ci-4^;i/n^i/^;v^-;i/ (^©7/i/«^li^D^> 

*/ (zvrj^jiffimt^vvyBtt&bm&znx^xb m s ttcu.^ 

>V)\s**i'! l z&y)mWk£tix^X ! h <tv>) 

(vii) -Q13-Q14- 
Q 1 4 {is 

- (CHO v-CHR 8 - (vttO-20lftft3iU R 8 ****^ Cx-* 
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TfcJ^K Ci- 4 r;i/3^^*;v^-;i/ (u®7;i/^W}iAD^>j|?fcJ; 

r;l/^;l/g|5^ii>'^D>i7 ^ >M^^3j:^ttm^4 1 ^TV^T^)«tv^) , *fct±^>y;i/* 
- (C'Ha) w-NR 9 - (wttO-2CDSI»^U R 9 &zKfilJI3\ d^T 

>Ji^;:<fcDMi£ftTVN-£&<fcvO s c i-4T;i/*;i/£;v#-;vtf^> (CCDT 

-NH- (CHO x-CHR 10 - (xttO*fcttlCD»»«*U R 10 ^^ 
**fo ) 

(viii) -C (=0) -Q15- (CHO y- 
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w.mm&mmmm^s *ss&x ^tz^Ci^y^Mzx^m^nx^x^x 

(ix) -C ( = 0) -NR'-Q 1 6- (CHO z- 

mm^mmmm^ 7mm, ttzitcr-.r^^x^mm^nx^x^^is 

9-1 2J|CDz:^©IW*fctt^lMDOltt*«^*fttt«U**^ 

znx^xbX^) 

m&td±ft®M(DT))/*)K T)]s-3**/ s T)\s>7-)W T)V^U>, S&VTfr 
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n-^;w i-7^;k s-7^m t -73^frW£ftSo 

Ci- 4 T;i/n^^cD#!)i:bT{d:s xh^ N n-rntf^X i-7° 

P*>X n-7b^X i-7*h*X s-/F^X t-7h^W^ 

#tM*£:fc^T n,z&*)mWk£tiX^X<b£^T)\/*)\/j tits 7)l*)V± 

nuv^m^kiZs y^mm^s imm^s ^mm*. ^tcita^mm^m 
mm& tzit^mo^m^fD 3-7 ^mmm^vrnt iti±s ^>*.p 7p tr 

mmm* & mis n % 1 £ & % n \>x±® gmm? z t &x % % 0 

7-;k fc'^VS^K t:iU^;k -f^^U;W ^x-;k ft7x-;K ^ 

v^-y-y-f;w -rv^T^-r;w 1,2, 3-;t*i^T^;k 7^if-;k 
1, 2, 3-HJT\/^;k 1, 2, 4-l>U7'y^;K ey^X>k trn>;- 

IStItfe(»^lncD-«©9~l 2fl ($?£b<fci:9£fcfcJ:l 0) (DM31 

1 

v-;w -fv^>KU;K ^>#vj;k m-t^\/p[3, 4-d]t:<M^ 
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5$ (I) ££1^ (la) fc:fcMTs Hettts 4>&< fc% lfflx #£b<t± 

a (I) ££1^ (la) \Z^Xs HetWW©WSl^ $? 
*U<I4n 5* (Ha) s 5* (lib) \ Ztzteft (lie) Woil^T^l.c 



5* (I) (la) fcfc^Ts H e t #&?$3f£®ft*9££tts H 

^ (Ha) 3***1, 2, 3-h«J7^ 1, 2, 4 - h U ;K £ 

s (nb) ^-Ts t:u^;K >rv^y>r;w ^v^r^-f;w 

S die) tf^-ri, 2, 3-^-^^^T^^;i/^<t^tr'J^^;K 

55 (I) (la) IZ&^Xs Het^ >Pte<tbims $f£b<& 




(Ha) 




(lib) 




(»c) 
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S (I) fcitfSfc (la) Het#i«©Wm ff 

£b<&, A (ma) s Si (nib) s 5$ (nic) N 5$ (Hid) s 5$ (Hie) s S (ill 

f) N a (mg) s s dim) s a dm) s ^fcfcts (raj) Wu^i!§5o 



o 




>mtt «k d nt v>t «fc vu & fctt 2 fflo&sus^&^r-r seisin© 

-NH-, -O-s ^fett-S-^-fo ) 

5o 
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% (I) #£Tfft (la) fc^^Ts He t#*f-3Wft<0tt*3iS*CDHfc: 

s (ma) &mtiK-5-j >^yy;w N l-^-fe^-iH-s-^^^ 

\Z'J;k lH-t'5yp[3, 4-d]£>M$>>-4->f;K 
5* (Hlb) ^-riH-5-^>^hU^^U;K 

5$ (IIIc) 3-^**/- 2, 3-^fc Kn- lH-5->f V>f> 

KU;K 6-^dd-I, 3-^:*^>-2, 3-^th'D-lH-5-^fV>f 

a (iiw) ifi&?4v*j U-M 
5C (me) #&-rw 
5$ (nif) a^-r^v u-;w 
ft (nig) #&i-**vnj - ;k 
^ (rah) ifi^-r?*?*?-^ 

ft (mi) tf^t^Ti/^-JK 

ft (illj) ^-T^>y^ '^yiJn;K ^>^7^;'J-;K 

■* (I) *Atf3* (la) fcfcvvc* X#*-f£ (i) OffJbt^fcbtttx 
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5* (I) fc*lT5$ (la) fcfc^Ts XiW* 00 ©«P * btlt 

5$ (I) *J:U« (la) fc*l*T* X*s^« (iii) bV^J^ bti±s 

Q4^ -0-s -NH-s tfcfcfc-S (=0) m- (mfc*0~2<D»£^ 

fcmm£:ftTUT&<^:7x-;i/£^-ro ) sgt«^we>ns. 

5$ (I) £<fctf5£ (la) iz$^Ts XitmtM (iv) ©»*bV^i:UTtts 

ck<s Q 7^ - (CHO nl-CR 2ft R 2b - (CHO n2- (nltt 

0*fcttl©SEtt**U n2ttO-e*Ds R ,a Ji2kflS]I : ?&£U R 2b fcfcs zK 
fUJI^ C»-4t;i/^;k £fc&gm2ftTV>T&<U^x-;i>£l!ir) N - (C 

H 2 ) p-NR 3 - (pl±0S;fcl±l©»#&&U R'fcfcdcSfciS^ Cx-aT)^ 

)i£fo&mWkgnx^T i b&^7x--fr%mt) s i^-nh- (ch 2 ) qi 

-CR 4a R 4b - (CHO q2- (q 1 t±0 £fci± 1 T'& !)> q2&0T"fctK R 

R l ^7K^M^*fe{iCi- 4 T;i/^;i/*;v^-;i/§^u Q6fr\ «s^ N 5~7 

<fc<. Q7^ - (CHO nl-CR 2a R 2b - (CHO n2- U*. 

nl^<tVn2tt*n j ?nO-3©lliS*^U R 2a fcfczJc&IC : ?££U R 2b & 
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^>#;i/**-;w ^>7;ls - (C = 0) -N (-R 20 ) (-R 2d ) (R 2c ££ 

ft^-T) s - (CHi) p-NR 3 - (pttO*fettlOl[j»**U R'fcfcMUii 
^ Ci-*7)l*)V£1t&W&£tl"C\ / \Xb&^7 x-fr&&t) \ -NH- (C 
H 2 ) ql-CR 4a R 4b - (CH 2 ) q2- ( q 1 £ «fctfq 2 fct^ft^ftO ~ 2 © 

fift&au R 4a »7j<iNM^^u R 4b &7kmm*, Ci-iT )i*)\s%tzi±mm 

$nt^Tfe<t^7x-Mit) \ - (C = 0) -0-CR 4a R 4b -CH 2 - 
&tzli±mmtlX^X*)£^7 *-)l%mt) s -NH- (CH 2 ) i-NH- 

(itti-4©«f»**-r) > afctt-s (=0) j- u&(K i % *fctt2 

A (I) *«fcV* (la) fc^^T^ Xj&^f* (iv) OlCJ?SU^kb 
©t^jR*JSS*ft*U Q7^s - (CH«) p-NR 3 - (pfc*0*fcfc*l® 

g#&&u R 3 i±7mm^ Ci- t T))/*)i£fctewWk$tix^xb j;^?*- 

)V%mt) s *fctt-NH- (CH») ql-CR 4a R 4b - (CHi) q2- (q 
l&Otfcfcfcl-e&'K q2fc*0T?&tK R 4a &*f^I!^T*& !K R 4b tezkiUg 

*JS : ?*^*'r5 5'-7H©fifta*3i!l^a£*^U Q7fr\ - (CH.) n 1 - 
CR 2a R 2b - (CHO n2- (n lttO£fcl± 1©SE#££U n2&0*£&!K 
R 2a &2kiiifH^ilU R 2b (is zfc^lS^x Ci-4t;i/^;k IcfcfcfcMiSftT^ 



WO 01/56988 ^ PCT/JPOl/00721 

26 

j*?*$*rrs 5-7 *©»w**si^a6**u £©«*sis**«tifli[*ai 

^ttSBW^fc* &Sife£«vnvTfc«J:<> Q7^ - (CH 2 ) nl-CR 2 
a R 2b - (CHa) n2- (n liJ:Vn2tfB-*fettSttoT^t*J:< 0~ 
3<Dlftt*U R" U R 2b ^7K^H^^feM^^ntV>-C 

JB**^** 5~7A©IMDi««a**U 

SaStt»*R : ?fcJ:?)iIft*nTV>T'6J:<N Q7^ - (CHa) nl-CR 2 
a R 2b - (CHa) n2- (nl££t>'n2^0-efcDs R^tf^JS^ft^U 

R 2b ^m^nt^T ; fe^v>Ci-6T;v^;w #;i/#^>;i/^s Ci-4^;i/n^i/ 

*/Hfen, N - (C = 0) -N (-R 20 ) (-R 20 ) (R 2c £J;7JR 

x-;i/^^-r) ^mtm^s 

W**£*rr* 5^7 W©IMMfc*3«*»**U ii©Jtt*a«**J:Vit*a 
^i^m^ : ?^<kbmm^nTV^'C%a:<> Q7^s - (CHa) nl-CR 2 
a R 2b - (CHa) n2- (nltfO-SOlftiau n 2 j&sOTffc b> R 2a £ 

«k^R 2b *SADy>jg^^^i-) 
R'^mm^mvs q6*p\ 5-7«©issi^^^> * fetuses* 

if^ltS 5-7 M©IS*n»^5^£itU <tt>*»^ 
a*«±»*iK : ?K:«fct)SJft*nTV^T*J:<s Q7*p\ -NH- (CHa) ql- 
CR4aR 4b_ ( CH2 ) q 2- (ql:fcJ;tfq2tt*ft*nO~2 0Mft&£U 

R^Jcfcj^&^U Q 6 U Q7^^tl^ 

ipW&na. 

Sfc (I) * (la) tSS^Ts Xtf^f* (v) <D#3;Ll^J£bTfcU 
Q 8 *p\ jft&ft 1 ~ 3 CDT;i/*l/ >*fettjK^fBc2 *fet± 3 
U Q9fr\ -O-s -NH-s ^feii-S ( = 0) r- (rtt0~2©»ftft 
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5* (I) (la) KT^tx Xtf^-TS (vi) O^SbV^hbTttx 

**fcttl«©«JR?ft^*t-*5-7MO<S«I**3i56a6*au Q12^ 
*S£s - (CH 2 ) s-CHR 6 - (sttOSfcttlCDttRMU R»tt**JK^ 
Ci-4^;i/*;i/*fettHlft$nTV>T%J:v^xii;i/*^) N - (CH 2 ) t- 
NR 6 - (tttO*fettl(0«f«**U R'ttzKlRM^ Ci-4T;i/*;t/£fcfcm 
&£nT^Tfcc^:7x^;i/£|!lir) s Sfctt-Nfl- (CHi) U-CHR 7 - 

5$ (I) £<fctf5£ (la) X^-r* (vii) ©$? £ bl^J£ bT 

fctl ISO^^^^-T S 5 ~ 7 M©ISfO^^^^^ U Q14^ *g£\ 
- (CHO v-CHR 8 - (vttOSfettlOSlJR&^U R'ttzk^^s Ci 
-4T;v^;^^fe^d:gm^nTv^T i &<kv^7x-;v^^■r) s - (CH 2 ) w-NR 

nT^*c*«tv>7xn;vfta-r) s s^-nh- (ch 2 ) x-chr 10 - (x 

5$ (I) fcitfsS (I a) lz#^T, Xifim.T& (viii) ©#?£bl^J£bT 

5 - 7 mvm&mmsM b < & s> >^ a & v > 

M) y#i £tz&2%mtmG'tj s m-ft>ti%>o 

& (I) *5«fct>*^ (la) ££^Ts X*»*-r* (ix) (OfiP* b^0Sfc bTttx 
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5£ (I) *«tva (I a) fcfcvVCs £ (iv) OQ6s X (vi) I 
(vii) ©Ql 3^ ^ (viii) ©Ql 5s (i^ ©Q 1 6 #H <r 

KDWii^ij B\ #£U<tt* Ti3©^rnfr©**a*c 



±fB^£S (iv) ©Q6#it?1i£\ *3^ft*nfc|g^J±Q7i:0lS^**U 

±IB*£S (vi) ©Q 1 1 &&t®^ *#tt£ftfcM£r&Q 1 2 £©$£££ 
*U *^^nTV>^VM^m^-0-il©^^^U 
±fS*£S (vii) ©Q 1 3&mt®&s *tftt£tltzm&\ZQ 1 4 J:©^ 

±1336%* (viii) OQ15#lit»&s *#ft$ftfe*fr&fc*- (CH 2 ) y- 
fc©*S^**U *#tt£ftT^&l^£&-C ( = 0) -fc©*g£&3STo 
±IB*£S Ox) OQie^-T®^ *>JjSft^tlfe^(i- (CH 2 ) z- 

t ©«£•** u **s^n*r^3&vMe^i±-N (-r 1 ) -h©^&^i-o 

* (I) fc«fctf£ (la) ti^VNTs Z#**5~7JI©#3ltt<OlS«*;fcti: 
5S (I) 43«fctf5£ (la) fcfcwts ZW7x-;vtts 2&£«fctJ f 6{£s 





N — * 



N— * 
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xt (I) £*tf5S (la) fc£^T N Z#£f-5-7a©*a*D&fctt*«S*D© 
&tz\± lmvW&mttttt* 5 - 7 M©fS*n £ fctt*ISft©1**B|U£"Cfc 

5:iiC"C^ Hfc»*b<l±s 77-;k tru^;K k^U^m tfnV^- 

5$ (I) ££^5*; (la) fcfcVCs Z#&?-5~7M©jS*&£;fctt^*S*&© 

s (i) (ia) k:*5v>Ts z^m"r5-7Moiafn^fe{±^iaincD 

a (I) *iW5* (I a) fc&^Ts 2H©-«ltt©fi«I*fc 
H:^ISfiI©JR*SSS36ttN n £ b < (is 9-10 II©:3W4©*ISftI©Jft*JS5* 

5* (I) £<fctfit (la) fc*5V>"T\ Zfl^H" 9 - 1 2 H©nj»tt©fc*liSfc 

tt^«»D©**asafiH:N $f^b<(^ if@©^M^«fc^/^fea:i*fcii 
2 fi©»*jK-?ft^"r s 9-10 n©*«affl©-jg<f a^ssarcfc * c 
stc»*u<i4s -r>h*u;w 1, 3 — ^^;^v-;k 

5* (I) *3<trjf^ (la) fcSV^Ts Z^fl 3-1 5H©=3M4©«S*D£ 
fett^lS«l©ISt*«l^**fctt**3»iC*H:> #£b<fcJ\ 7;i/^u^;w 7x 
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%.mmfc£5l& (I) (Dfc'&®33&Vte (la) 0fc£®®&£\s\,WbV? 
(1) 

Het#5$ (Ha) N S (lib) s SfcttS (He) (D*W&GttW£&1t** 
frs feSt^Het^ (nia) \ 5$ (Hlb) s ft (nic) N ft (Hid) N 5$ (III 

e) s ft (nif) N ^ (nig) s a (nih) s a dm) > (raj) <D=m& 
otllSi^ibs ei<^ 4-fJ^;K l, 3-^**^-2, 3- 

KP-1H-5-- rv-f>KU;k lH-5-^>*VU;K 6-^pd- 
1, 3-^*^>-2, Kn- lH-5->f V>f > 

;i/-iH-5--r >^vu;k lH-tr^i/Pts, 4-d]b 4— -f 

Xtf* (i) (5$*s Q14*> 
^c2^fe{i3©r;i/>!r-i/> (±fB7';i/^rb>^<}:t>*T;i/^-i/>»s Ct-iTJV 

f ) ft*u 

7 7-;k K^yy^ *f> 

Sfett*;wwu;i/ (£ft£©*y:a&£av£^T&J;i>) ^-Tft-^tK 

(2) 

Het^ (Ha) N ft (lib) s £fett5*; (lie) oMmw&XW&M'***' 
£\ feS^liHet^ (Ilia) N ft (nib) N s£ (nic) > ft (Hid) , 5£ (in 
e) s 5$ (Illf) N 5$ (Illg) s ft (Illh) \ 5$ (nii) s £fcfct5£ (Illj) 
0**ai5fta6**U ff$b<ll 4-K'JS?;K 1, 3-^**}"- 2, 3- 

KP-lH-5-fV'f lH-5-^>#VU;K 
1, 3-^**>-2, 3-^b KD-lH-5->f V>f l-TMz* 
;i/-lH-5-^>#VU;k lH-b-57D[3, 4-d]b'M^>-4— Y 
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to ) *«U 

7 7-;k t:^u^;w j-jz-jw ±7*u-)K 4>x-;k <i> 

(3) 

Hetws (na) s ^ dib) > (no otm&omma&it&t 

£\ fe§^He tj^Si (Ilia) N S (Illb) N Si (Illc) \ Si (Hid) s 5* (HI 
e) N Si (Hlf) s Si (Hlg) N Si (Illh) > S dm) s gfettS; (mj) CD-3Stt 

y-f >ku;w ih-5— r >*v»j;k 

1, 3-^^>-2, 3-^t KD- 1H- 5— fV-f >KU;K 
;i/-lH-5-^>^/U;K lH-tr^^P[3, 4-d]£U ^^>-4--r 

X^S (iii) (Sits Q3l±s jR*«l*fcl±207 , ;i/^i/>s 
2 07;^-l/>4*U Q4!t -O-s -NH- tfcfcfc-S ( = 0) m- 

(mao~2 «au Q5it m&s mmmi&tz&2(D7))/* 

U>s *fettjK**2©T;i/^r-l/> (Q5^-r7;i/^l/>*«fcV7;i/er=l/ 

Z#\ tK^JE^s /M3^>I?s 7i-JK >>^nrD^W ^da^^k 
£0^;k tr^.u^;K j-7?)W ±7#u-)K Ot-^ <f> 

(4) 

Het^ (Ha) \ Si (lib) N ££&Si (He) 0*m&<D*MM&£*&t 
fr> &5^l±He t#5$ (Ilia) N S (Hlb) N Si (Hie) N S (Hid) s S (ill 

e) „ S (nif) s Si (nig) s S dim) s S dm) N iifcfcfcS; (nij) ©-^t4 
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©fc*3»a**&u $f£b<J±s 4-t:yy;K i, 3 2, 3- 
fd-ih-5-^v^>ku;k ih-s-> f>^yy;w 

1, 3-^#^>-2, 3-^bFD-lH-5--fV-f>K'J;K 
;i/-lH-5-^>WJ;K lH-tr^^n[3, 4-d]fc?U $$?>-4->f 

x^g (iv) (5£ck R'tiycjM^ifcttCi^y^^A^-^wu 

~ 7 M©fS*n»3SSi»£^ U C<DJKftB3££ J; tmasl^ttWUKiPfc 
<fc DM!l3ftTVvc*J:<x Q7#s tt^ - (CHO nl-CR 2a R 2b - (C 
HO n2- (nlt±0*fcttl<Ofiftft*U n2tt0t»^ R^fe***]^ 

)l%mt) , - (CHO p-NR 3 - (pi±0 *fettl©»»ft*U R 3 tt7jc^ 

H- (CHO ql-CR 4a R 4b - (CHO q2- (q 1 tt 0 Sfefct 1 tK 

7 7-;k t:yy;K b^y^;w ^-7^;k ^7^i/n;i/ N ^ > >t ; -;k <Y> 

(4' ) 

Het^ (Ha) N 5* (lib) % SfcttS (lie) CD|ig|H£CDWK9RAttftm- 
frs &S^ttHet#3; (Ilia) > Si (Illb) N xt (Illc) , Si (illd) s Si (ill 
e) N Si (Illf) s 5£ (Hlg) N Si (Illh) s S (Iffi) \ £fci±5£ (Illj) ®-3Hx 

^bFn-lH-5-^V^f>F'J;k 1 H- 5 — f >£V 'J ;K 

1, 3 2, 3-i>bFD-lH-5-^V-f>Fy;K 1 

lH-5-^>*Vy;K 1H-1^5^D[3, 4-d]bU ^>-4--l' 
;K lH-5-^W ryTVJM Jfett5-fV^>J;V^^ 
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X#g (iv) (5£cK R'^S^Ifcttd^TM^M-^iU 

Q6^\ 5 - 7 Mommmmm^, 5 

£DE&£nT^Tfc<fc<s Q7#s ^ - (CH 2 ) nl-CR 2a R 2b - (C 
HO n2- (^4>s nl^J:tJ t n2^^n^tiO-3©»^^U U 2a l±7m 

d-47;^ap^*;^-;K */TJ&, - (C = 0) -N (-R 20 ) (- 

T*<fc^7i^l/^t)s - (CH 2 ) p-NR 3 - (p&0£fcfcJ:l©»£ 
-NH- (CHO ql-CR 4a R 4b - (CHO q2- (ql£<fctfq2 

47;i/^;i/*fettsgi^nTv>T*«t^7x-;i/^s-r) s - (c = o) -o-c 

R 4a R 4b -CH 2 - (R^ttjicjM^fcftU R 4b J±**JH?s WftStiWC* 
J^d-eTyl/^W &tz\ZWWk£tlT^X&£^7 ^-Jl*^) s -NH- 
(CHO i-NH- (ittl~40«R**r) s tfcfct-S ( = 0) j- (j 

k'J^;k e^yy;w ^-7^;k ^-7^1/~;k -o^-yw -f> 

(5) 

Het^S (Ha) s 5S (lib) N SfettsS (lie) 0$-gM£®tUR93&&$-r 
ft\ fcM^ttHet^it (Ilia) N S (nib) N 5$ (nic) \ Si (Hid) > * (ill 
e) N & (Hlf) s S (Hlg) s 5$ (Hlh) s 5$ (Illi) s £fct±5S; (Illj) CDH^tt 
©**«5****U #*U<B\ 4-b-U^;K 1, 3-^tf^>-2, 3- 
|*D-lH-5--f V-f >KU;K lH-5->f >*VU;K 
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;i/-lH-5--f >^VU;K 1H-£7\/d[3, 4-d]EV $$>>-4— f 

;i/s iH-5-^>^hur^u;K *fcfci:5 — -f v*j u;i/t!&tK 

(v) <S*n Q8tts ^307^*1/ 2 Ufc 
t±3or;i/^r-l/>^U Q9B\ -0~, — N H — N £fcfc*-S (=0) r 
- (rttO~2<D»ftft«-) **U QlOttx ft£ N ft**l*fctt2©T 

;i/*i/>*fcl±jR*»2©r;i/'!mU'> (Q l 0#«-r;v#i/>:feJ;tJ c 7;Wr 
7 7-;w t:u^;K tr^u^;K ^??-;k ±7*v=.)W -r >x-;k 

(6) 

Het^ (Ha) s ft (lib) s Ztc&ft (He) 0$«tt®*UK&3^&$-f 
fc\ &3V>fci:He t&ft (Ilia) \ (nib) N ft (Hie) % ^ (Hid) . ft (III 

e) s ft (nif) \ 5* (nig) N ft (urn) s ft dm) s SfcttsS (raj) (D~mB 

<D®.mmft&*m\ss *?*u<bu 4-tru^;K 1, 3-^**^-2, 3- 

KD-lH-5->f V-f >H'JiK lH-5-'f>^;U;K 
1, 3-^^-^-2, 3-^t KP-1H-5-- -T V-f >KU;K 

lH-5--f>*VU;W lH-tr7VP[3, 4-d]tru ^>-4-^ 

(vi) Ql ltts M-dn MtJ^fciDWMfftTVVtfcJ:^ 

5 ~ 7 a ©fifiijR*3»s** t* 1 mommm? 3 5 ~ 7 McDfis*D&& 

3»5«*£U Q12ttx - (CH2) s-CHR 5 - (sliOlfeJil© 

J]s*£t) s - (CH2) t-NR 6 - (tttO*fcttlCD»tt**U R'fctzlcjfS 
J1^ N Ci-4T;i/^r;i/tfeH:ll^^nT^T%«J;v>7x-;i/§^l-) s tfctt-N 

H- (CHO u-CHR 7 - (uttOtifett U R'tt**®^ C 
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7 7-jk t:u^;K t:^u^;K <Ot-)W 

(7) 

Hettf* (Ha) N A (lib) N *fcttS (He) ©#J*te©***S*«*1- 
fl\ ££l>fci:H e t ^ (Ilia) % ft (Illb) N 5$ (nic) \ ft (Hid) s ft (ill 
e) s . a (nif) s ft (Illg) x ft (Hlh) s A (UU) s Ztz&ft (Illj) 
©&5f3&5S£&^U #*b<fct> 4-t:U^;K 1, 3-^3^>-2, 3- 

1, 3 2, 3-^tFD-lH-5-fV-f>F'J;K 
;i/-lH-5— <>*VU;k lH-fc'^V*D[3, 4-d]tf'M^>-4->f 

(vii) (5^ Q 1 3B\ ^JH : ?^J;^)E^nTV^•r*)J: 

^5-7 M©iapRijftiK3i^$ i ffloa**^*^*^ s 5-7 mommu 

Q14&, - (CHO v-CHR 8 - (vliOtfdil 

©S&Sc&^U R 8 &7£fHJlH\ Cl-4T;^^;l/^feiig^^i^Tv^T^)J:v^7x 
=;i>ft*T) > - (CHO w-NR 9 - (wl±Oftifettl©«Eft«*U R 9 (^7J< 

NH- (CH 2 ) x-CHR 10 - (xl±0*fcttl©tttt**U R 10 !****^ 

7 5-;k t^u^;k ^7^;k ^7*m;k -o^-m 

KU;k -f^*vy;i\ ?-x-;k 1, 3~^>V^^v-;k yjixu-M 

sfct±*;w^/u;v (cft£>©s&g$£ftT^T*)<fci>) *mt4h<&w, 

(8) 

He (Ha) s 5£ (lib) \ afcfcfc* (He) ©*att©t«9:i££&&-f 

frs fe^WiHet^S (Ilia) N A (Illb) N ft (Hie) n S (Hid) s ft (III 
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e) s S; (nif) s 5$ (Illg) s ^ (Illh) s 5$ (Iffi) s ttzlttf, (Illj) ©z:^ 
©^f^&SlU #3;b<fc3u 4-b''J^;W 1, 3-^;t*:>-2, 3- 
^hKD-lH-5--f V^>KU;K lH-5--f>^U;K 
1, 3-^3^-2, 3-S^t KD-lH-5->TV-Y>KU;K 

;i/-ih-5--t>^u;k iH-b'^n[3, 4-d]tru ^^>-4--r 

X#S (viii) (^4>, Ql 5#s ^JjtJ^$C < fcD*&£ftT^TfcJ;^2f@ 
Sfeti^^tx^i;^) Situ y^l£fcfci:2£^r) 

77-;k bU^;w b^u^;K *7*-;k ^-7^1/-;k <f >x-;k f> 

(9) 

Het<« (Ha) s iS (lib) s £fefci:5£ (lie) 0«m®tt|ta£&ft*-*- 
#\ ftS^ttHeti^ (Ula) s 5$ (Hlb) s 5$ (flic) s 5$ (ma) \ o£ (III 
e) s 5$ (Illf) s 5$ (Illg) \ j£ (Illh) s 5$ (UK) > fifefciaS (fflj) 

©auras**** u #£b<fc*> 4-tfi;^;K i, z-*j***/-2, 3- 

fV^>K';;K 1H-5--C >^U;K 6-7PD- 
1, 3-^^rt/-2 s 3-^hKD-lH-5-^V-C>KU;K 

1H-5--T >^'J;K lH-b*^V"D[3, 4-d]b*y ^>-4->f 

Ox) (^^ Qi6*p\ mmm?te£.t)mwi$tix^T%j:^5~7 

HcDfi»K*3Ba;*S fctt 1 lOttMlfFmtS 5-7 NCDttfDiUKgiraK 
ft«U Z38»l*fctt2ft*-r) **u 

7 7-;k b>;^;K b*^y^;w ±y^-)K j-ypv-jw J >r> 
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*%w££z>£ t (i) <D<b&to]B£.v& (ia) oib^mou^v^mtvx 

Its &tZs 

(10) 

Het^ (na) , & aib) s *ittt (no ©#flH4©aat»5»*&-r 

frs ^§WiHet^ (nia) N 5$ (nib) s aft (nic) s * (ma) N s (m 

e) , ^ (Illf) > 5$ (Hlg) s 5* (Hlh) s i£ (Iffi) s *fetta (raj) ©-«tt 

©«*«sat**u *?£b<fc*s 4-tru^;w 1, 3-i>**3/-2, 3- 

1, 3-^#*$/-2, h*D- 1H-5-W W > KU;K 

;i/-lH-5--f >?VU;K 1H-^7^d[3 s 4-d]bTU $$>>-4->f 

xy* (iv) (£4»s R'^JUJR^ft^U Q6tf> WMC^fcJiDWI* 
nrv>T*J:^5-7l|CDlSWDItt*3«S»ft*U Q7#> - (CHi) p-NR 
3 - (pttO*fcttl©S***U R'fcfckJWrJs Ci-4T^*^*fett«»* 
n*CV^T*J:^7x=;V&*-r) s &fctt-NH- (CHi) ql-CR 4a R 4b - 
(CHO q2- (q 1 tt 0 £fefcfc »K q2ttOT?&Dx R^tt^HC?-?? 

7^-;k tru^;w k^u^;w ±7 9-)W J >^-;k <y> 

$fe«±>b;w^y;i/ (£ft&©£ttB$fe<*Ji*cvvt*«fc^) fc^-ffl^tu 
(ii) 

Het^ (Ila) s A (lib) s *fctta (He) ©J|ira©tttif3&ft*r 
frs fc£W±He t#5* (nia) > Si (nib) N 5$ (Hie) s ^ (Hid) N & (III 
e) N £ (uif) s A (ing) s A (urn) s A dm) s SfettA (Hlj) ©-SW4 
©tW^iU #*b<tts 4-^'J^;K 1, 3-^^>-2, 3- 
5>fc|*P-lH-5— f VF'JM lH-5->f>#VU;k 
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;i/-ih-5-^>^vu;k ih-K7^p[3, 4-d]t:u 

X*«* (iv) R'^Jcilf^iU Q6tfs K*JB^fcJ:D«tft* 

7^ - (CHO nl-CR 2ft R 2b - (CHO n2- (n 1 tt 0 *fctt 1 (D^ 
ftft&U n2ttOT»!)N R 2a {±7K^M^^U R 2b fciu Ci- 4 T 

7-7-;k t*u^;K f^u^;K ±y*)W j-7#v-)W -f>5*— ;w -f> 
f 'J ;k -f ^ *v y ;k f-x-;i/ N l , 3 -^>y*;t*v-^ 7;i/#i/-;k 

(12) 

Hettf55 (Ha) s A (Hb) s *fcfcfciS (He) 0#3»ttCD«*«l5«ft*-r 
#\ fcS^ttHe t#5$ (nia) s 5* (nib) N 5* (Hie) s 5£ (Hid) N 3$ (HI 
e) N A (Illf) s 5* (Hlg) s A (Hlh) s 5$ (Uli) x SfcttA (Hlj) ©-«tt 
Oti^MiU »*b<tts 1, 3-^*^>-2, 3- 

^tFD-lH-5-fVOPJ;K 1H-5 — f>yyy;Vx 
1, 3-^#^>-2, 3-^tFD-lH-5-fV^f>h*'J;K 
;i/-lH-5--f >^y;K lH-fc: 0 ^n[3, 4-d]tr»M^>-4--f 

(iv) (5£»K R^jRJSC^fc&U Q6fr\ 5-7M0ta«IIK*S* 
^fe?il^©^Ji : ?^Wr2)5-7P©^W^^^^U -CD 

- (CHO nl-CR 2fl R 2b - (CHO n2- (n 15J:tFn2jFEI-£fett 

^^fe^±sm^nl:v^T^)«fcv^Cl-4T;l/^;^§^ , r) tut) 

7 7-;k bUi^;K f^u^;K ^-7^;i/> ^7*i/-;k -t>^-;k -y> 
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(13) 

Het^ (Ha) ^ 5$ (lib) s £tz\±£, (He) 0#«©m*^^^^-T 
*\ fcSHttHe t #a (Ilia) s S (Illb) > 5* (Illc) \ S (Hid) > 5$ (ill 
e) s « (Illf) s 5$ (Illg) s A (HHi) s 5£ (UK) s *fctta (nij) <o=3m 
®t**3fS*ft*U *?£b<fci\ 4-KU^;K 1, 3-S>**S>-2, 3- 
^hFn-lH-5-^V^>F'J;k lH-5-J>WV)K 6-7PP- 
1, 3 2, 3 — ^ h K P — 1 H — 5 — -f V > K U M 1-T-tr?- 
;i/-lH-5->f >£VU;i/> lH-t7^D[3, 4-d]£U 3- *?>-4-^ 

(iv) (5^ R'afiJcjWffc&U Q6^s 5-7M©ISM^ 
- (CH2) nl-CR 2a R 2b - (CH 2 ) n2- (n 1 * £?>*n 2#0T?& tK 

R 8a #zk*H : ?£&u R 2t #mm£ftWT&<^c.- 6 :p;i/*;K ^;i/^^-> 
Ci-4T^/3*s/*;i/aK=;i/% $/tv£ n - (c = o) -n (-r 2c ) (- 

R 2d ) (R'^feJitfR"*^ (I) •CJgHSftfcrtgfcWH-C**) > 

7^-;k eu^;w fc^u^;w ^7*-;k ^-7^i/-;w ^> 
KU;k >f$^V';;k l, 3-^>v^tf*v-;K 7;m-1/=;i/n 

(14) 

HettfS (Ha) s 5$ (lib) s SfcfcfcjS (lie) <D*m&<OttM£&&&+ 

2>\ &5v>ttHe ta$5£ (nia) \ S (nib) s ^ (me) s a (nid) \ (in 
e) H a (nif) s a (nig) * A (nih) N a dm) s nfctta (nij) 

U ^Kil 4-lfU^;K 1, 3-$?**$/-2, 3- 
HP- 1 H- 5 ->f V>f > K U;K lH-5--f>^'J;W 6-7PP- 
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1, 3-^**^-2, 3-^tHP-lH-5--fV>f >KU;W 

1H-5 — f >*V>j;i/ s lH-^yD[3, 4-d]eiUi?>-4-i' 

XsWK (iv) (5$#> R'flycJWffc&U Q6fr\ 5 ~ 7 EfcfiftJftJtfB 

- (CH«) nl-CR 2a R 2b - (CHO n2- (n ltf 0-3©*jR&*U 
n2**0-C&Ds R Ia *«kVR ,b ^D^>JWHp%*f) £^IU 

(15) 

Het^S (Ila) s 5$ (lib) s *fctt3* (He) OJMHlOilXl^t 
fr s &£V>t±He t#5C (Ilia) s 55 (Illb) N 5$ (illc) s 5$ (Hid) \ 5$ (ill 
e) s 5$ (Hlf) s 5$ (Hlg) s ^ (IHh) s S (Uli) s SfcttsS (Illj) <DrM& 

oa*3»aa£ft*u »*b<«N 4-tru^;K i, 3-^#**>-2, 3- 

1, Z-*J**i/-2, 3-^b KD-1H-5— fV-f >KU;K 
;i/-lH-5-> OPVVfrs 1H-K5VTDE3, 4 -d]t? >M i»- 4 — f 

X#* (iv) (^* s R»^*JMC^F**U Q6#s 5 ~ 7 A©lMWftJlHI 

*fet±iffl©^j^ : ?s^i"S5'-7^©iaipa3SSiS;a%su £© 

-NH- (CH 2 ) ql-CR 4a R 4b - (CHi) q2- ( q 1 ^ilfq 2 tt*n 
*ftO~2©Sf»££U R^fcfcfcaiS^fc&U R 4b »7K^Jl^ d-^l/* 

7 7-;k truf^;w t^u^;K i-7?)w i-y^u-jw -f >^-;i/ N 

(16) 
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Het^ (Ha) s & (lib) % ttc^ (He) (D%.m&<DW.mm^Z%t 
frs feSNiHet^ (Ilia) s 5$ (nib) s j£ (Illc) N j£ (Hid) s 5$ (ill 
e) \ 5£ (Illf) s 5$ (Hlg) s & (Illh) \ 5$ (Illi) s %tz&£, (fflj) O-flltt 
®*JKft3£ft&U »*U<tt% 4-bU^K 1, 3-y**S/-2, 3- 

^bHD~iH-5-^v^>HU;i/> iH-5--r>^yu;K 

1, 3-^**^-2, 3-^bh*D-lH-5-^V^>KU;K 
;i/-lH-5-^>^V*U;k 1H-K7^D[3, 4-d]b'M^>-4-^ 

XjF* (iv) U4\ R'jFjdcJMrefcfcU Q6W6£**U Q 7 3WH«& 
**U 

7^-;w fj^;K ±y^)W jyf-jw j> 

-y^v*v;k ^x-;k i, 3-^>y^*v~;k 7;i/^-i/-;k 

(20) N- [1- (4-7Dt7x-jV) — N 5 - (1, 

V-2, 3-^bh*D-lH-5-^V-f>b*U;i/) <7UTs 
(2 1) N- (l-^>^-3-t^'J^;i/l-N (1H-5-- f >^VU 

;i/) r^x 

(22) N- [1- (4-^D^>^l/) -4-b^u^;v] -N- (1H- 

(8 0) N- (2, 6-^DD^>^) -N' - (4-KU^;i/) 
(83) N- (2-^DD-6-7MD^>^l/) — N' - (1, 3-^^ 
V-2, 3-^fc KD-lH-6-^V^>h*U;i/) 

(90) N— (2, 6-^7;vt0^>^l/) -N' - (1, Z-Vir*V-2, 
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(9 5) N- (2, 6-^7;i/^P^>^;V) -N 5 - (lH-5-^>#VJ 

(10 2) N- (2-^DD-6-7W<>^) -N 5 - (lH-5--f 

(12 6) n- (i-^>^;i/-4-b'^u^;v) -N- (lH-5-^>^ 

(12 7) N- (l-^>9)V-4-^W)V) -N- (1H-5 — f 

(12 8) N— (lH-5-f>^V'J;i/) ~N- T^X 
(14 6) N— (1 -^>^l/rl>7M KD - 1 H-KP -N— ( 1 H 

-5->f >?vv;v) T^X 

(1 64) N- [1- (4-7;V^-D^>^;i/) — N- (1 

H-5-^>^;y;i/) t^>s 

(2 2 1)^^V 2- [3- (1H-5-- f >*Vy;i/T*y) ^U^7] 
(2 2 7) Nl- (2-7MDxf;V) - 2- [3- (lH-5-^>#V 
(2 4 0) N— (lH-5-^>*VU;i/) -N- [1- (2 I -7 

x-;i/:7Pt:;i/) - 3 - y 

(24 3) Nl- (1H-5--T >^V"U;i/) -N 4 -7°D fcVP- K 

(2 4 6) Nl- (2-7Mnxf;i/) -N4- ( 1 H- 5 ->f >£V y;W 

-1, 4-^^7D^^^>^T^> 

(2 4 7) N 1 - S >7D7D^J1/-N4- ( 1 H- 5 -4 >W U;b) -1, 4 
(2 4 8) Nl- (lH-5--f >^V*U;i/) -1, 4-^>7DA^>i;7^ 
(2 5 9) Nl - (1H-5-- f >*VV;i/) -N4-7i->x^-l, 4 
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(2 6 0) N 1- (5--fV*y -N4-7*Dt>-l, 

(2 6 1) Nl- (2-7MDx^) -N4- ( 5 ->f V^'J^) -1, 

(2 6 2) N 1 — >7P7°Pt>-N4- (5-^7*yU;t/) -1, 

(2 7 3) N- (5->fV^y U;V) -N- [1- (4, 4, 4-h';7;i/^D 

7*^;i/) - 3 - tr^ y *»]/] t k y 

(2 8 1) N- (1H-5--T >^v;;i/) -N- [l - (2-^^;v^>^ 
;i/) -3-f^y^;H > 

(2 8 2) N- (lH-5-^>^;U;i/) -N- [1- (2, 4, 6 - h y 7 
Mu^yt?)];) -3-fc*^y^;i/] 

(2 8 6) N- (1H-5--T >*VU;i,) -N- ( 1 -7°P fcVV- 4 - »j 

y;i/) r^y 

(2 8 7) N- [l- 0>7P7PtvM^;v) -*4-^U^;i/] — N — (l 
E-5-y^JV)V) 7$y 

(2 8 9) N- [1- (3-7;VtD7D^V) -4-b'^U^;H -N- (1 

H-5-^f>^;u;i/) 

(2 9 0) N- (lH-5--f >*VJ;iO — N— [1- (3, 3, 3-hU7 

;^D7Dh';v) -4-b^y^;i/] 

(2 9 3) N- [1- (2-^PD-4-7;WD^>^) -3-tr^u^ 

-N- (ih-5-^>^v*u;iO 

(2 9 4)^f;v 2- (3, 4-^7;v^n^>^;v) -2 - [3 - (1H- 
(2 9 8) N- (lH-5-'f>^;iJ;V) -N- {1- [4- (hU7^D 

^^;i/) - 3-tr^u^;v} 7^y 

(300) n- [l - (3, 4-^7;v^-d^>^;i/) -3-b^U^;i/) -N 
- (iH-5--r>^'j;i/) y^y 
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(3 18) N- (5—T7*V U;W -N- (l-7 , DbVl/-4-^U^) 

(3 2 0) N- [1- (2-xf-;i/7^;i/) -4 - h'^U ^] -N- (5-^ 

(3 2 2) N- [1- (3-7;i/^-P7°otf;i/) -4-t?^D^;i/] -N- (5 

^ (I) ©^»J:rj^; (la) ®{fc^ti©^±H^^na bti^ 

Mte£(DMWM£<Di&s £fcfci:vi/^>^ M 
u^^^s ?x->Ms Ms Ms p<^>^;i/^>^s p-h;vx>x;v* 

•ho znzmwMmts nm^^Xs m^-kM^HJ^As TK^b^u^ 

5$ (I) ©<bi§rt)£J;l>^ (la) ©^tl©^±fF^ti^S«tJtI^ 
5$ (I) ^ib^TOJ:^ (la) <Dfc&mzl±ft¥m>&fos 

mtSo iiti^^tt^^^<fcD#ii-r^^s ^^Jp^^^v^di: 

fc <fc o T liji 1" S £ h § o 

*%wfo&zi& (i) (ia) (Di\j&mrrm>(Dx*-2± 1 

X#S (i) cD<b^rti(^^-A l^J:^^-A2^oTMjfet§o 

(ii) £fefcJ:£ (iii) ©ft^W^-A 3 il^o Tljl"e§§o 
Xtfg (iv) ©-fb^&X*- A 4s 5s 6s &£Tf7lZ®i-oXm&X%Z>o 
X&M (v) cr><b^^^r-A8K:^oTM7iT^§o 
Xtf* (vi) <D^'mt^-^9K^Xm^X^ho 
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xif& (vii) (Dih&mtz*-&i otftotJHrr*«. 

(viii) <Dtij<&®&Z*-kl l^tiJlTtS. 

x#* Ox) ©ft^ttt^*-Ai lfctto-caae-esso 

Het-NHa + 0 = C = N-Q 1-Z -> 

Het-NH-C ( = 0) -NH-Q1-Z 
(i) (Dfc&mts 7^>^Het-NH! (H e t (ilufB^^b 

So 

4Effi Het -NH? 

H00C-Q1-Z -> 0 = C = N-Q1-Z -» 

Het-NH-C ( = 0) -NH-Q1-Z 

*;v^>ffiH3lf*:Z-Q 1-C00H (ZlilfiffiT!£i&bfcrt£fcl^SS*e& 
5) £3*3 (00*^ b;i>x> N N, N-^^fJ^M75 K) 4>f-* 

;i#*Het-NH 2 (He t »luf3-e^bfe^^|eiaT"fel)) 

zztiz£t)X&& (i) <Dfc&m*mkX'%z>o mM%7-v >mmfo&-&^ 

X%2>o 
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HO 



B r N COOEt 



NaOH aq. 
MeOH 



HOOC 




K 2 C0 3 
MeCN 



NaOH aq. 



Het— NH 2 

WSC-HCI 
HOBt-H20 




H 



DMF 



Z 



(MZ.lt. ftlft*U^A) ©#STs Br-Q3-COOEt (Q3l±BufB*C£ 

(iii) (5$4>s Q4#-0-£itf) CDfli^**«iae-C§«o 

Q4#-NH-t:fcfc*-S ( = 0) m-^fcaftr&tJtts T^IiftHet 
— NHz (He tttirB-CS«bfcrt«2:EHnf»a) ^ *;v#>»»#*z- 
Q5-Q4-Q3-COOH ( Z£ cfctfQ 2 ttfWBT5£l*LfcrtgfcB*-Cfc 

(ii) <Dfc£«tts 7$;B?W*He t-NHi (H e t ttlSfffi-C^* 
LfcrtgfcBITCfc*) ^ ^>iitftZ-Q2-COOH (Z*«kVQ 
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Het— NH 2 
AcOH 



°Y^1 

^^^07^ BHg/Pyr 




MeOH 

x*s* (iv) U#s QGi,±w)V>*3i1r) <zMb£^tts K> 

i#fti:7^iift:Het -NHz (H e t J4tWaTf€lll/fcrt«Fi:HilT* 

ft) (Witts 5-3^^ >*V-;v) (Witts ^^y- 



CI-Q7-Z 



HO 

"On 



HO^j „ Het-NH 2 H 

•"••HCI 



L^N BHg/Pyr k/ N - n < 2 



,Z 

KaCO^CHaCN ^ "07 ^" V Q7 



MeOH 

lM^iil (Witts UMfcfrUerA) ©#&Ts C1-Q7-Z (Q7*«fc 

£H*TN-^>^;WbU r$>>8NM*;He t-NHa ( H e t ttlulBT*^ U 
fcrt*i:BHIt?*S) (Witts 5-7^>>>f >*V-/lO tflOis KtcTJSfaK 
»£U -f ^ >BJffltKtf? > - K 'J V >§£fo£.TM7TitZZ tick D MjIT* £ 

& o 
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* — N 

C1-Q7-Z > ^\ 7 * Her "T >r ^ 2 

^Q7 MeOH 



Het-NH 2 

H SQ3/Me3N ^ AcOH ^ Het J^^ 0 ^ 

KgCO^CHjCK DMF DMSO, E^N ' Z BHa/Pyr \ — / 



HO. 



V^^NH Het-M-fe 



H 



CI-Q7-Z 



S03/Me 3 N ^ °Y^N" 'Z Ac0H r He^V^N'^ 



K2CO3.CH3CN.DMF DMSO. EtgN BHa/Pyr 

MeOH ^ 



X#£ (iv) (sfc'K Q6iit!DUMit) (ZMb-^rtJ&s £i\ (R) - 
C1-Q7-Z (Q743«tVZttifIBT?^ill/fc^i:l^*TfeS) (m«"< 

r$>>iNMt:Het-NHi (H e t iilufBT^bfe^ill^aT-fe?.) (to*. 
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XX 



Z~NH 2 B 
«► HeK 

BHs/Pyr 

MeOH v "NHZ 

X&m (iv) (5S4»> Q6i±^>^D^i/;i/^^-r) CDfls^tlfct 1, 4—> 
5^-»*»»-7kt:*lBU 7 0-10 0°Cs #?f;b<&$)8 0 °C-C4t#b>5r h 



ft H CHCI 3 JJ 



H0 2 C 

Het-Nhfe Het x "Y' ^M" 'XT Het' >f 'NHz 

WSOHCI.HOBT 
DMF 



Z - CH °, Ha^'Y^^ 2 J ^ 

2-[ (tert-^h^^>*;i/^-;i/) 7UBShHet-NH 2 (Hettt 



WO 01/56988 



50 



PCT/JPO 1/00721 



£ U<TO0°cx-N-[3- (^x^;i/T^y) 7*nbVV]-N' -x^;v*;i/^' 

-NH-4*t) ©ft********. Q8s Q10^fU>W*tfli 




O' 



7 0-10 0°Cs #£b<fcM$8 0"Cl!iii>f VT^l/fciD* 

MLs IfJKttSSiTlWU J^T-te^Mbf^o 
£ft£:H0-Q 1 1-Q 1 2-Z (0d*.fck l-^;i/-4-hH0^>K 

f^xf;i/7V^*M^i/l/-h^ffl^tX^S (vi) ©<b^-t/SM7tT^ 
5 0 X^-MZ^MZntcfc&mmvfc&mt, Het-OH£HO-Ql 1 
-Q 1 2-Z£%mWi£.RJfo$# : &Z.tl<z£ DMjtT'^So 






fcSl^Ts tt£ (mfck U £A) ®#£Ts 7 0-1 0 0°C, 

fc&jSPU (0!l;tfcfs 0-2 5°Cs #£b<fc*0 e C) JCTs #^>-^h 

7;WFD77>|§MDl (mtt2 5-8 0°Cs ^f^b<i±s 6 0 

e C) N jlTG-r^Clil^cfcDX^ (vii) •C&5<b^Kf*»3g'C*So 

YV^yj-miz.&V), M^-rsii^^^So 
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H-Qi 5 -(CH2)y — Z Het Q 15 -(CH2)y — Z 

Het— CO OH > Y 

WSC,HOBT 0 

R1 

HR1N-Q 16 -(CH 2 )2— Z Het ^ 

Het— COOH Y Q ie-( CH 2)z — Z 

WSC.HOBT O 

^>®SS#*:Het-COOHt T ^ >i§^#: : H-Q 1 5 - (CH 
2) y-Zgjfc&HR'N-Q 1 6- (CHO z-Z^i^j0ilfi™^t 
3£*:£J;t)x xtfg (viii) (ix) ©5$ (I) ©fti§rtj£*§££h# 

a (i) *<krrs da) oft^iittRho^- ena«Ffitt**r* (ma 

ttifllli) o 5* (I) fcitfaS (la) Oft^fcttRho^-* 

ttJKfiKbs JMK& ga&g&Ak HttieitSx raiftfc in 

f;RhoiiROCK/Rho^rt-t\ ^IZ&T? h $. >^§^ Us ¥tt 
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j&J&jft fc %\t^XW&LX ^ £ £ £ #BJ§ & frfc £ tlX M 3 (K.Kimura et al. f Scienc 
e, Vol.273, No.5272, pp245-248(l996);Kureishi et al., J.Biol.Chem.,Vol.272, No.19, p 
P 12257-60(1997)) . ^m&M&SifoEE^ ftdts Ml«*b\ Ms 5MB 

TV^ (093. Ii> ~MME. : AP.Samlyo et al., Rev. Physiol. Biochem. Pharmacol., Vo 
1.134, pp209-34(l999) N $&J|>2£ : Shimokawa et al., Cardiovasc.Res., Vol.43, No.4, 
ppl029-39(l999);Satoh, H., & Kawahara, K : Jpn. J. Pharmacol., 79 ( suppl) : 211P, 
1999, MJM*tt:ftB7cfe ft«H, : IB S7BB*Nft^&tt£gM& 

: 153, 1998; N. Ono et al., Pharmacol. Then, Vol.82, No.2-3, ppl23-3l(l99l);Shimo 
kawa et al., Cardiovasc.Res., Vol.43, No.4, ppl029-39(l999)s WlM^U l Andersso 
n, K. E. & Stief, C. G. & World J. Vrol.l5,14-20( 1997)) o 

MLffiEfcHLTtts ROCK/Rho^t- S &IS£ttftJul£E 
7>yh (SHR) , 3W4lf&jfaBE7 y K &cfct>^^ Deoxycorticosterone acetate "7 
V h (DOCA 7^h) fc&H^Tl^jf tfUS^-f & (Uehata, M., Ishizaki, T. et al. : 
Nature, 389 : 990-994, 1997 )o 
£fcs iBllfcBlbTWu ROCK/Rho^- eH&fflltts 

9 3/0 5 0 2 K WO 9 5/2 8 3 8 7) 0 fifes Rh o -gfflWWBU 

^iftfcWJU in vitro iZ& t^Tt V%MtmW&fc&tt% PAFJc£3 chemotaxi 
s «tt^KjfcMir«(tfm£ : 47 : 943, 1998, fflmUs * 

#f« : BWRS^H,37:196, 1999)o £fcs Rho^rt-fe'lifiii® 

£frjg»£fc:HUTfci\ RO CK/Rh o*^— fefPlS&J&s in vitro ic^^T 
(Kanchan Chitaley et al., Nature Medicine, Vol.7, No.l, 119-122( 2 

001)) o 

fSBk #IPJ©:i£ (D-fcJitfS (la) 0fl3«&«&ttfiJfll3«jtt^ll*f^ffl*J: 

tf^Ts #$gEE®5£ (I) fcittsS (la) ©fc^Btf&jfiiffiiik M (0>U 
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feRholiROCK/Rho^- V, HfcttT* h K*is>Jfk*frhXs » 

(DnMrnCDmUM^Cfft^J bT^bTl^S (P.Keely et aL, Trends C 

ell Biol.Vol.8, No.3,ppl01-6( 1998) ;K.Itoh et al., Nat. Med., Vol5, No.2, pp221-5(l99 
9)) o 

(»|g^Vol.l7,No.7(l999)) o 

^xmm, m^mmmmo oimi?^ smmmzm^-hx^^iYamamoto, m., m 

arui, N., Oncogene, 8 : 1449-1455, 1993) o &tt> Dbl & ^(D^MB^R hoy 
y K D — <D GDP - GTP &&BI^T*fc £ £ £ fife (Hart, MJ.,Eva, A., Nat 

ure, 354 : 311-314, 1991 ) o £ fev Ras 0|»^^©T^T' Rac -$>R h O 

ft § £ t £ £ & o fe (Ridley, A. J.& Hall, A. : Cell, 70 : 401-410, 1992) 
o £fes Rac^Rho^Ras©T^i-feoTRast<fcS«©Mt4'fb^||#b 
Tl^Wt^^K^ftTV^Qui, R. G., Chen, J., et al, : Nature, 374 : 457-459, 
1995., Qui, R. G., Chen, J., et al, :Proc. Natl. Acad. Sci. USA, 92 : 11781-11785, 199 
5., Khosravi-Far, R., Solski, P. A, : Mol. Cell. Biol., 15 : 6443-6453, 1995)o ttcs 
ROCK/Rho -t?RB«!i (Y-27632) CiDRho^^ROC K^£>m 
ffi&m l &'ibfcm J 3-VX^%>Z £#M3£ftfe(Sahai, E, Ishizaki, T.,: Curr. Biol., 
9: 136-145, 1999)o 

%tzmmnte#\&%>mmmrtz#^xi±s &tf&mmm, mmmwx&zT? h 
$*i'>mt*n*fflfflt&mmfti'yj-fr&^fc&vmm$nx&iOs Rh 

mm, m^mmm(D^t^mmife*fflfflhx^&zttfm* commix 

m&£tlX^ & (K.Itoh et al., Nat. Med., Vol.5, No.2, pp221-5 (1999 );P.Keely et al., 
Trends Cell Biol .Vol .8, No.3,ppl01-6( 1998)) o 
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£®HW bTM 5 C t &$8££ftTV^(Yoshioka, K., Matsumura, F., : J. Biol. Che 
m., 273 : 5146-5154, 1998 )o R 0 C K/R h o *jr—' KRBMJ (Y - 27632) fc 
£ D R h o *p o R 0 C K^G>m&*f$m *h Z £X° Ztl<o ©iHli^W^n 
£ Zti$7fi£tlT^ % (Itoh, K., Yoshioka, K., : Nature Med., 5 : 221-225, 1999) o 

tots *%w<di& (i) &&xf$, (ia) (Dfc&w&m, mo*m*m*> m 
mma* mwm, &&&& iaaaaMu bhmMn wbMn 

Rho GDiyy^r^h^^^fc^TfWI^^Sft&nfe (Oncogen 
e,1999;18(39):5373-80) c 

£ fcitufBcD <fc ? fcs Rho tttt*®init£Sfltfr 6©^ ^l/fcgttTSftt 
<fb£fts Sttib^tifeR h o liR 0 C K/R h o ^t- ^ MfcttT* M#*> 

999;88(l);148-54) 0 

bT ^ 2> (Mol.Cell.Biol.l995;15( 2) :1110-22; J.Biol.Chem.l999;27< 43) 
:30361-4; J.Biol.Chem.,1999;274( 40) :28293-300; EMBO J.,1998;17( 16) :4712-22) 0 
mffis. *%W<Dft (I) (la) 
(*«IOKtt3:&J;lM#RD • 

tots *%W<D& (I) £<fct>'5£ (la) ©<b^rt)^ «ttlR^ m&m 

feRho»Rho#t-i HfcfciT* h * :^>>^£^bT> |/J«lls g 
#Sg£>3?M;:£ftT^5 (K.Naka et al., Blood, Vol.90, No.l0,pp3736-42(l997)) o 
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$esu a (i) ^ira da) 6Dft^»ttajfli«abfeifl»«itt*#i-4 (* 

#2PJ05£ (I) ££t>*5$ (la) ©jb^ftltts %&s ttfts Jfil&S 
Uttiftfcfcfcs «P*!li:l/CtiU i£#Js *r-fe;i/«Is Ms MtiffiU J'nym 

^js hn-^ffl«:ir#w e>ns ^jjipjwfcbrtts &*r#J (Ms 
m) s ttA*s «Js eAAJRffi (mzte, r-ym , mmu 

cin6©«-ti»3Wttx anffl^&nr^ftWKWs umiu tt^au awaiu 

«fe^Js #iR#Js MfflU *8#MPJs IWbSU «fiW»3W»*»v^Tlir«fcJ:D« 

>^s ^x>^;i/>>e7A N r^b'j>^ tg^jfcu-ctt 

7iJ>BW5/i>As ^'Jx^v>^iJd-;k &foie®ffl#*ft*ft^fcre> 

$1/ «2> o 

gm2:t§m ^MJs tztz.tts isiam, Ms -fe^o-*^ d 

hlls ^>»x ^h^>^s ^^>«s h^>^A^s 77lf73Ai, € 
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J3iJK^x^^;i/ ^'J^fvSSs nn^?->K$) ^&fflv>££fc 

*fc») s 7?-tV-;v IWfeni. . 

£0ffflbTfc<fcv>o 

ch^$f^bv>) s 7f#^J©J:^^ : §-S^MJ^?i^:^PbT^«fcVNo 

mn±mj$Mo*o. i~ioos*%s #£b<tt N i~5os*%ggT?&So 
««tt«i#©^»N frits -im ^Jftoffiits jfc#©6ft&*r*«b-^ 
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4 1 Hl®&1ttiL$mK.ftVX&**ZZt1fi"Ci*2>o 

m m m 

jlMI :N- - N' - (2, 4, 6- h 'J^PP7x- 

4-^^ytTU^> (5 0 0mg, 3. 56mmol) £2, 4, 
PD7i-MV^>7^ h (5 0 3. 6mg, 3. 56mmol, 1. Omo 
leq. ) £h;i/x>fc^frU 1 1 0°C^T 3B#PM#bfeo 

SJfaf&T^N Si££MBEeSbfc^ x-^l/fcTffi&U *R6«S^OMi # b 
(8 1 9mg N 8 6. 6%) £f#fco 
MS m/z :315 ' H — NMR 6:1. 43 (2H, dd, J=l. 7, 
4. 9Hz), 7. 62 (2H, s), 8. 35 (2H, dd, J = 1. 7, 4. 
9 Hz) , 8. 48 (1H, s) , 9. 45 (1H, s) Q 

mnm2 :ni- (4-euy;i/) -2- (2, 6-^0^-4-7^07 

2, 6-^7 , D : E-4-7Jl/tn7i;-;Klg ) 3. 70mmol) ©7 
th-YVfrmmfcmiJVtk (614. 4mg ) 4. 44mmol) £:/P 
AMM*-;M0. 4ml, 4. 0 8mmol)m 8 O'CfcT 3l$ffl{K# 

bfco 
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ij^fjK ^dd$m] icxnm.&s m&&m<D&m<b&h (i. i2g, 8 7. 

6%) ftfcfc. 

MS m/z : 2 6 6 'H-NMR (5:4. 59 (2H, s) , 7. 29 
(1H, s) , 7. 30 (1H, s) o 

*;1/#**>;WM 1 9 1 . 6mg, 0. 5 8mmo 1) ©^^M7^ 
F**fc4-T^>' £U^> (5 Omg, 0. 5 3mmo 1) hWSC • HC1 
(126. 2mg, 0. 64mmol) ife&VtHOBt • H2O (86. lmg, 
0. 6 4mmol) iStt4W#tfe 0 

CtiittN *»61»©*»b£* (12 2. 4mg, 8 6. 6%) 

MS m/z : 4 0 4 1 H-NMR (5:4. 66 (2H, s), 7. 34 
(2H, s) , 7. 16 (1H, s) , 7. 58 (2H, dd, J=l. 7, 4. 
6Hz), 8. 57 (2H, dd, J=l. 5, 4. 9Hz) , 
%flSfll3 : Nl - -2 - (2, 6-^PP7x;^» THz 

2, 6 -y^DD7i;- ;i/ ( 1 ff, 6. 13mmol) 
*CW»*U^A(1. 02g, 7. 3 6mmol) t^DAW^Ml. 
12g, 6. 75mmol) fcjnAx 8 0°CtCT 3BSIS$g#bfeo 
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7 9. 4%) ^tffeo 

( 1 2 9 . lmg, 0. 5 8mmol) 0^^iVA7^ 
Pitt4-7^K»jy> (50 mg, 0. 53mmol) £WSC • HC1 
(118. 8mg, 0. 6 0mmol) &£>£R:H0Bt • H 2 0 (8 6. lmg, 
0. 6 0mmol) ^in^> MfcT4tt«»tbfc. 

-/I/] fcTJWWs «i«a©«WbA«l (15. 5mgs 10. 0%) fcfcfc. 
MS m/z : 2 9 7 'H-NMR <5 : 3 . 74 (2H, d, J = 2. 7H 
z, CH 2) , 7. 2 4-7. 3 0 (3H, m, Ar-H) o 
mMM4 ;N1- (1, 3-^*V-2, 3 HP- 1 H- 5 ->f > 

HJJjkj - 2 ' - (2, 6-^PP-4-7MP7i-;i/) T-fe^S K 

2, 6 -^^DD-4-7MD7i;-M7t b- h U ;i/*JftfclfcSWJ U 
•>At^DA»K^^&l)n^ 8 0°CCT3«fTO»bfeo 

lift* 8t&MH£f##:o 
i^rMOx^ J-)Vmmz 1 0 %7K^b± h »; £ AtK^&JJP;^ *«8 

H^fc^*7A^PYh^7^- l»U 
^ppWA] fcTJfilSl^ jR6liftO*;i/^^W*:*fffco 
£;i/#^>;Wfc (1 6 2. lmg, 0. 6 8mmol)O^^WA7^ 
Fiit4-7U7^M (lOOmg, 0. 6 2 mm o 1 ) £WS C • 
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HC1 (146. 5ms, 0. 74mmol) fcfctffcHOBt • H 2 0 (10 0 
mg, 0. 7 4mmol) iSCT4Wbf;o 

ctxm *fi«a©*»b£«i (40. img, 17. 0%) 

MS m/z :3 8 3 'H-NMR <J : 4. 6 8 ( 2 H, s) , 7 . 6 1 
(2H 3 dd, J=l. 2, 8. 3Hz), 7. 78 (1H, d, J = 8. 1H 
z), 8. 01 (1H, dd, J=l. 7, 8. 1Hz) , 8. 01 (1H, d 
d, J=l. 7, 8. 1Hz), 8. 23 (1H, d, J = 2. 0Hz), 10. 
70 (1H, s) , 1 1. 25 (1H, s) o 

HffiffU5 :N1- L±_2 3-y**V-2. 3 -y b Kp- 1 H- 5 \H > 
HjJjkj - 2 ' - (2, B-^PP?!^^) E 

2, 6-^dd7i; -;ko r-fe b x h u U £ a 7 d 

^f-;i/^D^.s 8 0°C£T3R#[!3^#bfco 

*»tfia«iA«fc!KfcT«5^bx ve^cris^ iisimufco 

x^rWi^-;H«t 1 0 %7jc^<b^ h U »> A7k»«*Jn^ ^M8 
O'CCtmFWIfeo 

^l/tf+^W* ( 1 4 9. 9mg, 0. 6 8mmol) ®^fMM7^ 
K&«fc4-7$ 7*;W ^ h* (lOOmg, 0. 62mmol) tWSC- 
HC1 (14 6. 5mg, 0. 7 4mmol) ft^tHOBt • H 2 0 (100 
mg, 0. 7 4mmol) fcimfcx ^T4^i#lfeo 
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\zxmm&s me&mvamfo&to (6 3. 7mgs 2 8. 3%) *nfc 0 

MS m/z :3 6 5 'H-NMR £ : 4 . 71 (2H, s ) , 7 . 24 
(1H, t, J = 8. 5 Hz) , 7. 54 (1H, d, J = 8. 1Hz), 7. 
54 (1H, d, J = 8, 1Hz) , 7. 80 (1H, d, J = 8. 3Hz), 
8. 02 (1H, dd, J = 2. 0 3 8. 1Hz), 8. 24 (1H, d, J = 
2. OHz) , 10. 7 0 (1H, s) , 11. 24 5 (1H, s)o 

mmme :N- a, 3-$?a-*y-2. kp-ih-5-^v^>k 

U;i/) -N' - (2, 4, 6-h'J^PP7i-JV) frl^T 

5-7^7WU* (lOOmg, 0. 62mmol) £2, 4, 6-h 
U ^7PD7x-M V5/T*<< h (15 0. 9mg, 0. 6 8mmol) £ Ml/ 
x>£?gfrU 1 1 0°CfC4RSJSB$Ufeo 

(14 3. Omgs 6 0. 4%) 
MS m/z :3 84 'H-NMR £ : 7 . 74 (2H, d, J = 2 0 . 0 
Hz), 7. 77 (2H, s), 8. 03 (1H, s) , 8. 52 (1H, s), 
9.69 (1H, s) , 1 1. 1 3 (1H, s) o 

mmmi :ni- u-kus>;i/) - (e) -3- (2, 6-^^pp7x- 
- 2 -7°p^>t^ g 

2> 6 -y^PP^>t^ yfyT^v K (126. 8mg, 0. 58mmo 
D®i;^fM;i/A7U^tC4-7Ue'J$;> (SOmg, 0. 5 3m 
mol) hWSC-HCl (126. 3mg, 0. 58mmol) a&VtHO 
B t • H2O (50 Omg, 0. 58mmol) »^ S»tCT4WfHWKttUfco 

Hf>nfeai^*7A^P7h^7^- [->u*^;k ^DD*;i/A-^y 

fcTHMftfts MIM®MMb4fe (8 1. 9mg, 5 2. 6%) fcfcfc. 
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MS m/z :2 9 3. l H-NMR 6 : 6 . 9 4 ( 1 H, d , J = 1 6 . 
1Hz) , 7. 32 (1H, t, J = 8. 1Hz), 7. 48 (2H, d, J = 
8. 1Hz) , 7. 75 (2H, dd, J=l. 5, 4. 9Hz) , 7. 86 
(1H, d, J = l 6. 1Hz) , 8. 42 (2H, dd, J=l. 7, 4. 9 
Hz) o 

mnms :N- (2, 6-^7Ji/tP7a^) -n 3 - u -eusw) 
7 

4-7^;t'J^> (lOOmg, 1. 06mmol) £2, 6-^7;i/^-D 
7x=HvmO (18 1. 3ing, 1. 1 7mmo 1) £ h;i/x>{3^ 

*>u 1 1 o°c\zx4nmmnvtco 

JS^tJ (2 4 9. 3mgs 94. 3%) fe^feo 

MS m/z :2 4 9. 'H-NMR (5:6. 95 (1H, d, J = 8. 3 
Hz), 6. 97 (1H, d, J = 8. 1Hz), 7. 19 (1H, t, J = 8. 
3Hz), 7. 48 (2H, dd, J = l. 5, 5. 1Hz), 8. 31 (2H, 
dd, J = l. 5, 4. 9Hz) o 

mmmv :n- (2, 6-^pp7x=ji/) -n' - (4 -t^u fri^r 

(lOOmg, 1. 06mmol) t2, 6-^DD7 
i=Hvm>f h (2 19. 7mg, 1. 1 7mmo 1. ) &MVx>fc$g 
frU 1 1 0°CfcT4Btl?§^#bfco 

@fb«&«9 (2 6 2 . 2mg N 8 7. 5%) £^fco 

MS m/z :2 8 2. 'H-NMR 6:7. 20 (1H, t, J = 7. 
8Hz), 7, 39 (2H, d, J = 8. 3Hz), 7. 49 (2H, dd, J 
= 1. 7, 4. 9Hz), 8. 31 (2H, dd, J = l. 5, 5. 1Hz). 

mmmi o : n- (2. e-^vrp^xrji/) -n' - u-kus* 

2k) £kZ 

4-7^^'J^> (lOOmg, 1. 0 6mmo 1) £2, 6-£M V7°D 
tjV7i-JK V 5/7*4 h (216. Omg, 1. 0 6mmo 1 . ) £ h;i/x 
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m^t) (9 4. 3mgs 2 9. 9%) £f#fco 

MS m/z :2 9 7. 'H-NMR (5 0 0MHz) (5: 1.21(12 

H, s) , 3. 16-3. 22 (2H, m) , 7. 19 (2H 5 d, J = 8. 0 
Hz), 7. 30 (1H, t, J = 7. 9Hz) , 7. 49 (2H, d, J = 6. 
1Hz) , 8. 30 (2H, d, J = 6. 1Hz) <> 

mmmi 1 ; n- u-^ v^y^.^) -n ? - u-eu^t/) fri/T 

4-7^tiJ^ (lOOmg, 1. 06mmol) fc4-^h^7x- 
MVS/Wb (15 8. 5mg, 1. 0 6mmol) 4fM>fc^U 
1 1 0°C^T4^^#bfeo 

S-fb^tl ( 2 2 3 . 7mgx 8 6. 4%) Sftfco 

MS m/z : 2 4 3. 'H-NMR (5:3. 77 (3H, s) , 6. 8 
7 (2H 5 dd, J = 2. 1, 6. 8Hz) , 7. 32 (2H, dd, J = 2. 

I, 6. 8 Hz) , 7. 50 (2H, dd, J=l. 5, 5. 1Hz), 8. 3 
0 (2H, dd, J = l. 5, 5. 1Hz) 0 

mmmi 2 ; n- (2, 4-^pd7x^) -n' - u-eusw »u 
y_ 

4-7U^'J^> (lOOmg, 1. 06mmol) i; 2 , 4-^DD7 
x~;W h (2 19. 7mg, 1. 1 7mmo 1, 1. 1 eq. ) * 

FM>t^U 1 1 0°CfcT4^^it#bfeo 

(2 7 9. 6mgs 9 3. 3%) %mtzo 
MS m/z :2 8 2 'H-N.MR 6:1. 31 (1H, dd, J = 2 . 4, 
9. 0Hz), 7. 48 (1H, d, J = 2. 4Hz), 7. 53 (2H, dd, 
J=l. 7, 4. 9Hz), 8. 17 (1H, d, J = 9. 0Hz), 8. 33 
(2H, dd, J = l. 7, 4. 9Hz) 0 

mmmi 3 : n- (2, 6-^pp7i-m -n* - dH-5--f>^; 
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>^V*-;i/ (lOOmg, 0. 75mmol) £2, 
D7x-W h (155. 3mg, 0. 8 3mmol, 1. le 

q. ) §h;i/x>t^u 1 1 o°c\zxmmmnLtzo 

JB<b£$J (2 3 2. 6mgs 9 6. 5%) £#fco 

MS m/z : 3 2 1 'H-NMR d : 7. 29 (1H, d, J = 8. 8H 
z) , 7. 33 (1H, dd, J = l. 7, 8. 8Hz), 7. 45 (1H, d, 
J = 8. 8Hz) , 7. 52 (1H, d, J = 8. 8Hz), 7. 89 (1H, 
dd, J = l. 7, 8. 8Hz), 7. 96 (1H, s), 8. 14 (1H, 
s) , 8. 8 6 (1H, s) o 

iliLU :N1- (lH-5-^>*VU;)/) -2- (2, 6-^PP7x 
•^^*1D*n 8 0X!fcT3l$|IBiW*Ufco 

itBbfec M*x*-;i/JiH: N *&tflSffl&^£Tife&U «»$tf\r » 

*;i/^+^;Vft (18 2. 6mg, 0. 8 3mmo 1) (DPtf-Mfr&TS. 
Fiit5-7^^f>^V"-JV (lOOmg, 0. 7 5mmol)£WSC- 
HC1 (17 8. 4mg, 0. 9 Ommo 1) ^^rftHOBt • H 2 0 (12 1. 
8mg, 0. 9 Ommo 1) £Jn;U IfifcT4H»bfeo 
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ttlKts ^Bil<iDMMb&4ftl (19 8. 5mgs 7 8. 7%) £f# 

MS m/z :3 3 6 1 H -NMR 6:4. 64 ( 2 H, s ) , 7. 23 
(1H, t, J = 7. 8Hz), 7. 49 (1H, d, J = 8. 8Hz), 7. 
53 (2H, d, J = 7. 8Hz), 7. 53 (2H, dd, J=l. 7, 9. 
0Hz), 8. 04 (1H, s), 8. 17 (1H, s), 10. 06 (1H, 
s) , 13. 0 0 ( 1H, s) o 

mmmi 5 : ni - (ih-5-^>^vu;i/) -2 - (2, 6-^pp~4 
2, 6-*;^DD-4-7j^D7x;-wt p- r u;v**K:ift«*y 

^pp^VA] Ctlllts j|ftfi*g||©3b;i/^^S/;i/i*:*^feo 
yb;i/#3^>;Wfc ( 1 9 7. 4mg, 0. 8 3mmol) 0^f;^M7^ 
K§it5-7^>'f>^-;i' (lOOmg, 0. 7 5mmo 1) tWS C • 
HC 1 (17 8. 4mg, 0. 9 Ommo 1) fc^tffcHOB t • H 2 0 (121. 
8mg, 0. 9 Ommo 1) *m7L. MHCT4ttlB«#bfe« 
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trim (210. 2mg^ 79. 1%) 

MS m/z : 3 5 4 'H-NMR <5 : 4. 62 (2H, s), 7. 49 
(1H, t, J = 8. 8 Hz) , 7. 53 (1H, dd, J=l. 7, 8. 8H 
z) , 7. 59 (1H, s) , 7. 61 (1H, s) , 8. 03 (1H, s), 
8. 16 (1H, s), 10. 06 (1H, s), 12. 99 (1H, s) „ 
mmi 6 : Nl - (lH-5->f >*V'j;v) - 2- (2, 4, 6 - HJ » p 

2, 4, 6-h'J^DD7x;-M7th-h'J/«:» l J')AJ:/ 
PAfi»X?-;i/&JD*.N 8 0°C^T3^M#bfeo 

fa&ftfegiSc&fc^A^P v ^77^- i>u*$*;k 7dp^va] tti 
Mmb^o »ttx^;i/jitt N *»tf«PW*!tt*ft:T^u mm- y v 

*Jl/^>;i/ft (10 5. 4mg, 0. 4 1mmol)©^f-;i/*M7^ 
K«C5-T^y^ >*V— ;i/ (5 Omg, 0. 3 8 mmo 1 ) £WS C • H 
CI (89. 2mg, 0. 45mmol) ^WHOBt • H 2 0 (6 0. 9m 
g, 0. 4 5mmol) feimfcs Ifit:t4W#tfeo 
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fcTJMttfts *fitta«D*»b*» (7 5. lmg, 5 4. 1%) ftftfc. 
MS m/z :3 7 0 'H-NMR <? : 4 . 6 5 ( 2 H, s ) , 7 . 4 9 
(1H, d, J = 8. 8Hz), 7. 52 (1H, dd 5 J=l. 7, 8. 8H 
z) , 7. 75 (2H, s), 8. 03 (1H, s) , 8. 15 (1H, s) , 
10.08 (1H, s) , 12. 99 (1H, s) „ 

mmmi 7 ;ni- u-eu^i/) -2- r (2, 6-^pp?x^) 3 

2, 6-^^PDft7i;-/l/ (3 0 0mg, 1. 68mmol) ©7th 
-H;;v&ift£JR®:&y£A (2 7 7. 8mg, 2. Olmmol) t^D^ 
SM*-;M0. 2ml, 1. 8 4mmol) ^ 8 0°C{CT 3^TO#bfeo 

x*^;Wfc©x*y--;W§$£ 1 0 h U e?A7jc^ ( 5 0 Omg, 

3. 5 6mmol) ftflliU «8 0°C£T 1 KMSttlft. 

£/t*;K ^pd*W] fcTJfti^ ftt&MH © # ;i/ # 3r ^ ; Wfc (3 6 0. 2 m 
8 6. 6%) %ntco 

(5 Omg, 0. 5 3mmol) ®^^^V*M7^ YfeWL 
\zA-TK;WVy (138. 5mg, 0. 58mmol) i:WSC-HCl 
(118. 8mg, 0. 60mmol) ^6OT:HOBt • H 2 0 (8 6 . lmg, 
0. 6 0mmol) fciniU MKT 4B3RaiB#b;fco 

fcTlUMU »*6»g©*Hft£* (2 6. 4mg, 15. 9%) £H 
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fee 

MS m/z :313 'H-NMR (5: 3 . 7 4 ( 2 H, d , J = 2 . 7 , 

CH2) , 7. 2 4-7. 3 0 (3H, m, Ar-H) „ 

mMffll'8 : N- (2-^PP-6-7MP7xr;i/) -N' - (4-^U^ 

2 -^DD- 6 -7;i/;frP£Jl^ (lOOmg, 0. 5 7mmo 1) <D h;i/ 
ji>^{C7 > ^'fb^7x-;i/7^^7^ U;V (0. 15ml, 0. 6 9mmol, 
1. 2eq. ) t h 'Ji^;i/7^ > (0. 1ml, 0. 69mmol, 1. 2e 

q. ) &jn*.x 1 1 o°c^T6 o#mn\stco 

^(D&s 4-T^t: , J^> (64. 7mg, 0. 69mmol, 1. 2e 
q. ) tDMF'J>MDis 1 1 0°CilT2^3i#bfeo 

\z.xm&Ltco mmommfc&W) (io 1. 5mgs 6 6. 6%) ^#fe 0 

MS m/z :2 6 5. 'H-NMR d» : 6 . 0 8 ( 2 H, d, J = 5 . 3 
7Hz), 6. 73 (1H, t, J = 5. 37), 7. 34 (2H, dd, J = 
1. 58, 4. 88), 7. 38 (1H, dd, J=l. 22, 7. 32), 7. 
51 (2H, d, J = 7. 81), 8. 28 (2H, dd, J = l. 71, 4. 
8 8) , 8. 8 4 ( 1H, s) o 

mmmi 9 : n-->£p^*->;i/-n' - u-eu^) frt/y 

4-7^K'jy> (lOOmg, 1. 0 6mmol) h^>7D^>MV 
$/T*>f h (14 6. 3mg, 1 . 1 7mmo 1) £ h;i>^>£$&fr U 110 
°C^T4^P^#bfeo 

M<b^tl(2 16mgs 9 2. 8%) 

MS m/z : 2 1 9 1 H-NMR 5 :1. 13 — 1. 36 (5H, m) , 
1. 52-1. 5 5 ( 1 H, m) , 1. 63-1. 6 8 (2H, m) , 1. 78 
- 1. 8 2 (2H, m) , 3. 4 2-3. 5 1 (1H, m) , 7. 96 (1H, 
s) , 8. 1 4 (1H, s) , 8. 8 6 (1H, s) o 

mMM2 0 : N- [1- ( 4 -^P ^7 x_;i/) ^Jll -N' - (1, 3-5^ 
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4-7^7^;WU' (lOOmg, 0. 62mmol)i:4-7*D ; E7x 
-;i/x^MV^7?>'f h (15 3. 4mg, 0. 6 8mmol, 1. Oe 
q. ) * Wl/x>fc$gfrU 1 1 0°C{3T4B#M#bfeo 

HYb-^KJ (62. 5mgs 26. 1%) fcftfco 

MS m/z :3 8 8. 'H-NMR (5 0 0MHz) 6: 1.21(12 

H, s), 3. 16-3. 22 (2H, m) , 7. 19 (2H, d, J = 8. 0 
Hz), 7. 30 (1H, t, J = 7. 9Hz), 7. 49 (2H, d, J = 6. 
1Hz) , 8. 30 (2H 5 d, J = 6. 1Hz) 0 

mmm2 1 : n- a-^>y;i/-3-t:^us?;)/) -n (iH-5->f 

N-^>^;i/-3-t:^iJ h*> (18 6. 5mg, 0. 8 3mmo 1) £ N 5 
-7^>f>^;-;K10 0mg, 0. 7 5mmol) §M N tf£ (-») 

>n>:?*l/y^;* (0. 0 8ml, 0. 83mmol) %M%-s ^t4^ 

Jf#bfco 

*)VA-*9S-M\zxmms *rta«*CDMMb^« ( 1 7 8 . 7mg^ 7 
7.7%) £f#fco 

MS m/z : 3 0 6. 1 H — NMR (5:1. 40-1. 60 (3H, m), 

I. 70-1. 80 (2H,m), 2. 10-2. 50 (4H, m), 3. 45 
(2H, s), 3. 16-3. 22 (2H, m), 6. 75 (2H, dd, J = 
2. 4, 11. 2Hz), 7. 15-7. 28 (10H, m) , 7. 78 (1H, 
d, J = 0. 7Hz) o 
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*ttfll2 2 : N- f 1- U-i/P^'OSW -4-fc°^'J ^l/l -N- (1 

4_t.-^i; p> . I7J0M1 • III ( 1 0 Omg, 0. 6 5mmo 1) 2:4- 
^D^>^PV>f F (16 2. 7mg, 0. 6 5mmol, 1.0 e 
q. ) ©T-fe h-h U;V**fctt»*U^A (1 8 Omg, 1.3 0,2.0 
eq. ) *JniU WlfcTl 7«HU»»bfc. 

^ftfc^-f ;i/©p<^y-;i/^^ >*V-;v (6 9. 3 3m 

g, 0. 5 2mmol, 0. 8 eq. ) ItMZ-s IMI (-*) ftiDASfifcT 
5#n«#bfco **~r\ *7>K'JJ?>3>ri/y^ (0. 8ml, 0. 7 
8mmol, 1. 2 eq. ) fcflliU aifcT4»WI»bfc. 

*;i/A-^*y-;i/] fcTWSKfts «Mb#»(13 1. 2mgs 5 2. 4%) 

MS m/z :3 8 5. 'H-NMR (5 : 1. 43 — 1. 46 (2H, m) , 
2. 02 (2H, d, J=12. OH), 2. 12 (2H, t, J = 9. OH) , 
2. 79 (1H, d, J = 9. 0Hz), 2. 82 (1H, s), 3. 23-3. 
28 (1H, m), 3. 43 (2H, s), 6. 73 (2H, dd, J = 2. 2, 
7. 8 Hz) , 7. 15 (1H, d, J = 8. 3Hz), 7. 19 (1H, d, 
J = l. 0Hz), 7. 22 (1H, dd, J = l. 0, 9. 5Hz), 7. 3 
8 (2H, dd, J = l. 8, 6. 6Hz) , 7. 80 (1H, d, J=l. 0 
Hz) o 

mmm2 3 : N-ri- (3-:/p^>^;i/) -4-K^U3W-4- (1H 
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K> • lzkM) (1 0 Omg, 0. 6 5mmo 1) ^3- 

/D^>^l/^D70' (16 2. 7mg, 0. 6 5mmol, 1. 0 e 
q. ) b^HJ;VM$£M£iJ»>A (18 Omg, 1.3 0,2.0 

eq. ) mux, mmzxnmmmnLtco 
m<otitc*-()i(D**;-ftmm^ (6 9. 33m 

g, 0. 52mmol, 0. 8 eq. ) *M%.s Bm %mz.m.UfcX 
5^^m#Ofeo #7>KV¥>3>7UypZ (0. 8ml, 0. 7 

8mmol, 1.2 eq. ) £j)Q;U ifi(:t4l^»bfeo 

fcxmm&, M^b^M (4 7. 6mgs 2 0. 0%) ft 

MS m/z : 3 8 5. 'H-NMR : 2 . 18-2. 25 (4H, m), 
3. 14 (2H, t, J=l 2. 0Hz), 3. 59 (2H, d, J = l 2. 0 
Hz), 3. 88-4. 00 (1H, m), 4. 32 (2H, s), 7. 4 5- 
7. 53 (3H, m), 7. 6 4 (2 H, d, J = 8. 3Hz), 7. 74. (1 

H, d, J = 8. 8Hz), 7. 92 (1H, s), 8. 18 (1H, d, J = 
0. 7Hz) o 

mmm24 : Nl- (4-eU^;i/) -2- (2, 6-^^PP-4-7MP 

2, 6-^^OP-4-7;i/tP7i;-;V (2. 0g, 11. 05mmo 
1) ©T-fe h- h 'J /l/»*KJSi»* U ( 1 . 8 3 g, 13. 26mmol, 

I. 2 e q . ) 1 7 P All^ ^ ( 1 . 69g, 11. 0 5 mm o 1 , 1. 
0 eq. ) ftAP^s 8 0°C^T lBSHBHtttbfco 
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aM B B a0x7f;W (2. 6 6gs 9 5. 2%) £f#fco 

. x^^l/ft (2. 6 6g, 10. 5 1mmol) ®x^;-;i/^it5°/o7j<i 

fltf- HJ (2 0ml) fciniU ^fi8 0"CiCT lWfHtJtftUfeo 

Ji& »«ft«ES*bfco «RfitSS©*^^^# (2. 3 1g N 9 2. 0 
%) 

*;]/#**>;WM 1 . 0g, 4. 18mmol)©^fMM7n*» 
£4-y ^ ft) S>> (3 9 3mg, 4. 18 mm ol, 1.0 eq. ) i:W 
SC-HC1 (9 64mg, 5. 0 2mmo 1, 1. 2 eq.) fcfctffcHO 
Bt • H 2 0 (678mg, 5. 0 2mmo 1,1.2 eq. ) %M%-s 

-/I/] fcT«W8«N MifAOMIftM (l 5 5mg, 11. 8%) £t#fco 
MS m/z : 3 1 4. 1 H — NMR 6:4. 63(2H, s),7. 15 

(2H, d, J = 7. 81Hz) , 7. 59 (2H, dd, J = l. 59 ,4. 
76Hz), 8. 57 (2H, dd, J = l. 46, 4. 88Hz), 8. 77 

(1H, s) o 

mMM2 5 : Nl- i±zQL2M -2- (2, 4-^PP7x-;i/) 7t 

2, 4 - ^^PD7i-Mi ( 5 0 0mg N 2. 4 4mmol) ^^1/* 
Fitt4-7^;^'J^> (2 3 0mg, 2. 44mmol, 1. 0 

eq. ) £WS C • HC 1 (470mg, 2. 44mmol, 1. 0 e 
q. ) ^^CHOBt -H 2 0 (3 3 0mg, 2. 44mmol, 1. 0 e 
q. ) MfcTl 6«pffl«#bfe- 
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fcT»««s «Mb6tt (54mgs 7.9%) *»fc 0 
MS m/z : 2 8 0. 'H-NMR 6:7. 30 (1H, d, J=l. 9 
5 Hz) , 7. 31 (1H, s) , 7. 39 (1H, d, 1. 95), 7. 47 
(2H, d, J = 6. 21), 7. 78 (1H, s), 8. 46 (2H, d, J 
= 6. 1 0) o 

mMM2 6 : 3, 5-^pp-4 - [2-^^rV-2- (4-KUS? 

3, 5-^^PD-4-kKo^lfix7 t ;i/ (1. 5g, 6. 38mm 
ol) ©T-fe h-MJ;P8Mfcjfttt#y£A (1. 0 6 g, 7. 66mmol, 
1.2 eq. ) ^DASi>f;i/ (0. 9 8 g, 6. 38mmol, 1. 0 

eq. ) *JD*.n 8 0°CttmP«Ufeo 

BfilSBOa^^WMl. 8 8gs 9 6. 0%) £f#feo 
x^^;i/^(l. 88g, 6. 1 2mmo 1) ®x*y-;Mg#ii 5%#ffitfi 

^u^a*** (i omi) £#d>u ^m&8 owzximmm&btzo 

*»**£EB*bfco (7 5 0 

mgs 4 3. 9%) ft»fc 0 

*M^>;i/ft(7 5 0mgs 2. 6 9mmol) O^^fMMTU'i 
tTU^> (2 6 6mg, 2. 8 2mmol, 1.05 eq. ) 
iiWSC - HC1 (542 mg, 2. 82mmol, 1. 05 eq. ) &£t>* 
tHOBt • HjO (3 8 lmg, 2. 82mmol, 1. 05 eq. ) £in*x 
m&lZX 1 5K?H*«#bfe. 

SJfe»T«N *kfl«x*-;i,ftJnjU «fmbT*feliJI*5jBU Mx^;i/ 
fcT^#bfco «(18 0mg, 19. 6%) fttiafcbTfffc. 

^F^(5 0mg, 0. 1 5mmo 1) Jl/*;i/A7^ FMMA 
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'J£A(24mg,0. 18mmol, 1.2 eq.) £3<j7>fbx^;i/ (2 7 
mg, 0. 18mmol, 1. 2 e q. ) *JD^ 0°CfcT 3Kf|BI*» 

b&o 

f#6nfea**TL C7wi7- h [^dd^va 

ISA<Z>M^^4to (5mgs 9.2%) ftfcfco 

MS m/z :3 6 9. 'H-NMR 6:1. 4 1 (3H, t, J = 7. 0 
7Hz), 4. 40 (2H, q, J = 7. 08Hz), 4. 72 (2H, s), 
7. 60 (2H, d, J = 6. 1 0Hz) , 8. 05 (2H, s) , 8. 58 
(2H, d, J = 5. 85Hz), 8. 84 (1H, s) D 

mmm2 i : ni - j±zXJJJlM - 2- (2, 6-^7Mp7i-ji/) t 

2, 6-^7;i/tD7x;-;Kl. 0g, 7. 6 9mmo 1) ©T-fe h- h 
U;i/&*ftfclfcffi*y£A (1. 40g, 9. 2 2mmol, 1. 2 eq. ) t 

(1. 1 8g, 7. 6 9mmo 1,1.0 eq. ) 
8 O'CtlTlRfSlfmbfeo 

e^iOi^rMI: (1. 3 1 gs 9 8. 5%) %mco 
x^t^WMI. 3 1g, 7. 5 3mmo 1) ©x*y-;i4g$fc5%;fcgMb 
(1 0ml) £JniU ^M8O o CtT10#P^^bfeo 

*«&«Ee*bfco iRfiiiea©*;^*^^ (i. 39g^ 9 8. 2 

%) £#fco 

*;i/#^>;i/# ( 1 . 3 9g, 7. 3 9mmol) (D^fM;VA7U'i 
it4-7^^'J^> (700mg, 7. 39mmol, 1. 0 eq. ) t 
WSC-HC1 (1. 70g, 8. 8 7mmol, 1. 2 eq.) fc^tffcH 
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OBt-HaO (1. 2 0 g , 8. 8 7 mm o 1 , 1. 2 eq. ) ^in^s M.U 

MJM®$ftft&tt (10 7mgs 5. 4%) 
MS m/z : 2 6 4. 'H-NMR 5:4. 84(2 H, s), 7. 11 
-7. 17 (3H, m), 7. 60 (2H, dd, J = l. 59 , 4. 76H 
z) , 8. 44 (2H, dd, J=l. 46, 4. 88Hz), 10. 48 (1 
H, s) o 

mffi.M2 8 : N 1 - - 2- (2, 4, 6-HJ 7Jl/tP7x; 

2, 4, 6-h'J7MD7x7-;i/ (2. Og, 13. 50mmol) 07 
* U;i/»*K:jK»*y^A (2. 12g, 16. 2 1mmol, 1. 2 
eq. ) ^PAM^fJl/ (2. 0 7 g, 13. 5 Ommo 1,1.0 e 
q. ) fcJnfcs 8 0-CCTl*W*J*#Ufe. 

BftHBO^^W* (2. 7 6gs 9 2. 9%) £f#)feo 

(2. 7 6g, 12. 5 5mmo 1) ;i/Jg$fcK: 5%7j<^ 

ihi-tVt&frmWl (10ml) &JQ* N *M&8 O-Ctir l«?K«#lyfeo 

Mfc& »»*tee*bfeo «R6ISao*^*S/;H* (2. 15g s 8 3. 3 

#;p**^>;Wfc ( 1 . 0g, 4. 8 5mmol) (D^fMMTU^I 
(C4-T^yb , 'j^> (457mg, 4. 85mmol, 1. 0 eq. ) fcW 
SC-HC1 (1. 12g, 5. 83mmol, 1. 2 eq. ) fc&tffcHO 
Bt • H2O (0. 79g, 5. 83mmol, 1.2 eq.) £An;u SMfc 
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fctlMHfc «Rfilta®MlftMl (7 3mg N 5. 4%) fcfffco 
MS m/z :2 8 2. 'H-NMR d : 4 . 80 ( 2 H, s), 7. 27 
(2H, t , J = 9. 0 3Hz) , 7. 60 (2H, dd, J = 1. 59 , 4. 
76Hz), 8. 44 (2H 5 dd, J=l. 57, 4. 77Hz), 10. 4 
7 (1H, s) o 

^61609 2 9 : Nl - (4-KU^;i/) -2- (2, 6 -i>7 friru - 4 -7P £ 

3, 5 -^7;i/^-D-4-b KD^rS/7'Dt. , ^-7jiy-;i/ (4 0 Omg, 2. 
UmmoDODMFSftK^btb'J^ (7 7mg, 3. 2 2mmol, 
1.5 eq. ) ^7"D AftiM ^ (3 2 9mg, 2. 15mmol, 1. 0 

eq. ) *Jn*x 80^tl«U;. 

-;H fcTHMSfts m&m^k(D*XT)lfc (3 9 0mg, 7 0. 4%) 

xxr^(3 9 0ffig, 1. 5 lmmo 1) ©x^y-;viit5°/oMft 
:M»y*A#** (5ml) *fln* x *M&8 O'CfcT lMSttbib, 

jftfts il^iE^bfeo iMi©*;!'^^* (2 8 Omgs 7 5. 9 

*M^>;i/#: (lOOmg, 0. 41mmol) ®^^W1/A7U^ 
tiL\z4-7$JWt>> (40mg, 0. 4 1mmol, 1. 0 eq. ) £W 
SC-HC1 (94mg, 0. 49mmol, 1. 2eq. ) &£>W3HOBt 
• H2O (6 6mg, 0. 4 9mmo 1,1.2 e q. ) %1inZ.s MUteZ 1 6 
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«flB«#bfeo 

CtWs *^ficDMMb6«l (17mgs 13. 0%) ttffco 
MS m/z :321. 'H-NMR 6 : 1 . 23 (3H, t, J = 7. 2 
0Hz), 2. 94 (2H, q, J = 7. 16Hz), 4. 82 (2H, s), 
7. 58 (2H, dd, J = l. 59 , 4. 76Hz), 7. 62 (2H, d, 
J = 4. 64), 8. 58 (2H, d, J = 6. 0 3Hz) , 8. 66 (1H, 
s) o 

mMM3 0 : N 1 - -2- (2, 6-^PP-4-^W 

2, 6 -^7;i/#P-4-£ W— ;V ( 1 . 50g, 8. 47mmol) ©7 
■fe hx h Un/MKljRttA Ue?A ( 1 . 4 0 g, 10. 1 7mmo 1,1.2 
eq. ) ^DA»f;i/ (1. 3 0 g, 8. 4 7mmo 1,1.0 e 

q. ) 8ommrwifeo 

fcte&SOx^T^M* (1. 8 5gs 9 8. 4%) £f#fco 

iXr;)4(l. 8 5g, 8. 3 4mmo 1) ©x^y-;i/^(c5%zK^b 
^-hU^ATK^ (5ml) £;&n;U *M&8 O'CfcT 1 Bf H§}f*$bfco 

3&»&s jfflift«flES5Sbfeo ( 1 • 2 1 gs 7 1. 

6%) ftfcfe. 

#;i/^=^>;Wfc ( 5 0 Omg, 2. 4 6mmol) CD^fMMTU't 
»fc4-T^^Ky^> (2 3 0mg, 2. 46mmol, 1. 0 eq. ) t 
WSC-HC1 (570mg, 2. 96mmol, 1. 2 eq. )&££>*£ H 
OBt • H 2 0 (400mg, 2. 96mmol, 1. 2 eq. ) £;!jdx^ 
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fctl 6«fflBW*Ufc. 

Cttfifts MUBOMftM (6 0mgs 7. 8%) 
MS m/z :310. 'H-NMR 6 : 2 . 3 6 ( 3 H, s ) , 4 . 6 4 
(2H, s) , 7. 17 (2H, d, J = 0. 4 9 Hz) , 7. 59 (2H, d 
d, J=l. 5 8 , 4. 76Hz),8. 57 (2 H, dd, J=l. 57, 
4. 7 5Hz) , 8. 8 9 (1H, s) o 

HfiSff!l3 1 : Nl- U-KUSW) - 2 P^^T-fe^S K 

S/^D^^MI ( 1 0 Omgs 0. 7 0mmol) ^fMM7U* 
j§iK:4-7^KU^> (66mg, 0. 70mmol, 1. 0 eq. ) t 
WSC-HC1 (162 mg, 0. 8 5mmo 1, 1. 2 eq. ) fc&tffcH 
OB t • H 2 0 ( 1 1 4 nig, 0. 8 5mmo 1, 1.2 eq. ) %ti\\7ls 

fcTllWk MMb6«l (2 3mg, 15. 0%) 
MS m/z : 2 1 8. 'H-NMR 6:0. 9 1-1. 20 (2H, 
m) , 1. 10-1. 26 (3H, m) , 1. 56-1. 80 (6H, m) , 2. 
22 (2H, d, J = 7. 08Hz) , 7. 55 (2H, dd, J=l. 46 , 
4. 64Hz), 8. 39 (2H, d, J=6. 10Hz), 10. 21 (1H, 

S ) o 

mmm3 2 : Nl- (IH-^^p [JL 4-dl h'U $^>-4-^f;i/) - 
2- (2, 6-^^PP-4-7;i/a|-P7x^»$/) 

^J60y4©*;i/^**>;i/#: ( 1 0 On^ 0. 4 5mmol) ©^^W 
ATK K««t4-7^K7yD (3, 4-d) (6 lmg, 0. 

45mmol, 1. Oeq. ) tWSC - HC1 (104mg, 0. 54mmo 
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1, 1. 2 eq. ) fcfctftCHOBt • H 2 0 (7 3 mg, 0. 5 4mmo 1, 1. 
2eq. ) *in*^ SfifcT5Hffl«#bfe. 

&-CNMk MHbfctt (63mg> 3 9. 1%) fcfffco 
MS m/z : 3 5 5. 'H-NMR 6:4. 9 1 ( 2 H, s ) , 7. 6 
2 (2H, d, J = 8. 29Hz), 8. 49 (1H, s) , 8. 64 (1H, 
s) , 11. 2 5 (1H, s) , 13. 9 7 (1H, s) « 
mmM3 3 : Nl- (lE-5-4>y s JV))/) -l-^p^-fr^a;^* 

i/^P^^M>i (9 6mgv 0. 7 5mmol) ^f»A7 
^ YfeWLfo5-7$;<< ( 1 0 Omg, 0. 7 5mmol, 1. Oe 

q. ) £WSC-HC1 (173mg, 0. 90mmol, 1. 2eq. ) 
t>*^HOBt-H 2 0 (122mg, 0. 7511111101, 1. 2 e q. ) SiHJfcs 

mict 1 mmmn^tzo 

fcT»«»s mmih^m (somgs 44. 0%) *ntzo 

MS m/z : 2 4 3. l H — NMR (5:1. 14-1. 34(3 H, m) , 
1. 44 (2H, q, J = ll. 38Hz), 1. 62-1. 69 (1H, m) , 
1. 73-1. 8 4 ( 4 H, m) , 2. 33 (1H, tt, J = 3. 42, 11. 
59Hz), 7. 42 (1H, dd, J = l. 46, 9. 03Hz), 7. 45 
(1H, d, J = 9. 03Hz), 7. 98 (1H, s) , 8. 12 (1H, 
s) , 9. 7 6 (1H, s) , 1 2. 9 2 (1H, s) o 
mmm^A :N1- (lH-5-^>W;i/) -1-^P^fWt/T-fe^ 

JL 

i/^DA^>ji/fi (10 7mg N 0. 7 5mmol) ^^MMTU* 
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Mfc5-7^y^>#V-^ (1 0 Omg, 0. 7 5mmol, 1. Oe 
q. ) ^WSC-HCl ( 1 7 3mg, 0. 9 Ommo 1, 1. 2eq. ) ft£> 
7jfcHOB t • H 2 0 ( 1 2 2mg, 0. 75mmol, 1. 2 e q. ) %1}QZs 

MMb^ft (7 lmg, 3 6. 8%) £t#fco 
MS m/z :2 5 7. 'H-NMR 5:0. 92 — 1. 04 ( 2 H , m) , 
1. 10-1. 30 (3H, m) , 1. 58-1. 82 (6H, m), 2. 19 
(2H, d, J = 7. 08Hz), 7. 39 (1H, dd, J = 1 . 71, 9. 
03Hz), 7. 45 (1H, d, J = 8. 78Hz), 7. 98 (1H, s), 
8. 11 (1H, s), 9. 81 (1H, s), 12. 92 (1H, s) . 
mmm3 5 : N l- (lH-5-^>£VU;i/) - (E) - 3- (2-fc KP* 

Trans-2-^7M(5 0 0fflgs 3. 0 5mmol) ^^f;»A 
K««fc 5-7^y>f ;v (40 6mg, 3. 05mmol, 1. 0 

eq. ) hWSC-HCl (702 mg, 3. 6 5mmo 1, 1. 2 eq. ) ft 
£tM::HOBt -H 2 0 (4 9 3mg, 6. 65mmol, 1. 2eq. ) %f}ti%.s 

Mfc-r i emmmnhtcc 

ttiil^ MMb*«l (3 4 Omg, 4 0. 0%) fcfcfco 
MS m/z :2 7 9. 'H-NMR <? : 6 . 8 7 ( 1 H, t , J = 7 . 6 
8Hz), 6. 86 (1H, d, J = l 5. 86), 6. 93 (1 H, d, J = 
8. 05), 7. 22 (1H, dt, J=l. 71, 8. 78Hz), 7. 48 
-7. 5 5 (3 H, m) , 7. 79 (1H, d, J=15. 86Hz), 8. 0 
4 (1H, s), 8. 28 (1H, s), 10. 17 (1H, s), 12. 98 
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(1H, S) o 

H^J3 6 : Nl - (lH-5-^>*VU;i/) - (E) - 3- 
j/7x-;i/) - 2 -7°P^>7^ p 

(5 0 Omgs 3. 0 5mmo 1) ^^;i/*;i/A 
7U*M(:5-7^^f>^;-;i/ (40 6mg, 3. 05mmol, 1. 0 
eq. ) £WS C • HC 1 (7 0 2mg, 3. 65mmol, 1. 2eq. ) & 
^WcHOBt • H 2 0 (4 9 3mg, 6. 65mmol, 1. 2eq. ) £#D£s 

fe.^$^^OD*;i/AT'Mlfeo ^©^M^tl (1 6 lmgs 1 8. 
9%) £#fco 

MS m/z :2 7 9. 'H-NMR d : 6 . 7 8 ( 1 H, d, J = 1 5. 
61Hz), 6. 82 (1H, dd, J = 2. 20, 8. 05Hz), 7. 00 

(1H, s), 7. 05 (1H, d, J = 7. 81Hz), 7. 25 (1H, t, 
J = 7. 8 1Hz) , 7. 48 (1H, d, J=15. 61Hz), 7. 51 

(2H, s), 8. 04 (1H, s), 8. 26 (1H, s), 9. 65 (1H, 
s) , 1 0. 2 1 (1H, s) , 1 3. 00 (1H, s) o 
mMM3 1 :N1- (1H-5-W >^'J^ - (E) - 3- (4-bFP# 

Tr ans-4-^vJH (5 0 Omg^ 3. 0 5mmol) 
7^ K»»t5-T^^-r>^y— (4 0 6mg, 3. 0 5mmol, 1. 0 
eq. ) £WS C • HC 1 (7 0 2mg, 3. 6 5mmo 1, 1 . 2 e q. ) & 
£>tR:HOB t • H2O (4 9 3mg, 6. 65mmol, 1. 2eq.) *fln*.v 
SfifcT 1 6fifBB««iUfe« 

H5)Hfe»^Dti*;i/AtI}|lfe, f£H©^®fb-&*&l (3 1 8mg, 3 7. 
4%) *»fc. 
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MS m/z : 2 7 9. 'H-NMB, 6:6. 63 (1H, d, J = 1 5. 
6 1 Hz) , 6. 83 (2H, d, J = 8. 54Hz), 7. 45-7. 51 
(5H, m) , 8. 03 (1H, s) , 8. 25 (1H, s) , 9. 92 (1H, 
s) , 10. 0 9 (1H, s) , 12. 9 7 (1 H, s) . 
1HM3 8 ; Nl - (lH-5--f>*VU;V) - (E) - 3- (3, 

*7x^f>i (5 5 0mg, 3. 0 5mmol) ^^l/A7U*^t 
S-7%J4>?V—>\' (4 0 6mg, 3. 05mmol, 1. Oeq. ) £W 
SC-HC1 ( 7 0 2 mg, 3. 6 5mmo 1, 1. 2eq. ) fc&tffcHOB 
t • H2O (4 9 3mg, 6. 6 5mmo 1, 1. 2 eq. ) £flD;ts £MKX 

i mmmt\si±o 

ctim mm^m (i3 0mgs 14. 4%) 

MS m/z : 2 9 5. 'H-NMR : 6. 56 (1H, d, J=15. 
61Hz), 6. 78 (1H, d, J = 8. 05Hz), 6. 92 (1H, dd, 
J=l. 95, 8. 05Hz), 7. 02 (1H, d, J=l. 95Hz), 7. 
40 (1H, d, J=15. 6 1 Hz) , 7. 50 (2H, s), 8. 03 (1 
H, s), 8. 25 (1H, s), 10. 08 (1H, s), 12. 97 (1H, 

S) o 

HWU3 9 ;N1- (lH-5-^>*yj;i/) -2- (2, 4-^-hP7x 

2, 4-^-hD7xr;i/« (3 0 0mg s 1. 3 3mmol) ^^fM 
Jl/ A7 ^ F«t 5-7^7^ >^^;-;i/ ( 1 7 6 m g, 1. 33mmol, 1. 
Oeq. ) £WS C • HC1 (306 mg, 1. 59mmol, 1. 2eq. ) 
fc^tffcHOB t • H2O (2 1 5mg, 1. 59mmol, 1. 2 e q. ) fcj&D 
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£T$#l/fco ^<DM4b&M (3 2mg s 7. 1%) £f#fco 
MS m/z :341. 'H-NMR 6:4. 30 ( 2 H, s) , 7 . 4 
0 (1H, dd, J=l. 95, 8. 78Hz) , 7. 49 (1H, d, J = 8. 
78Hz), 7. 91 (1H, d, J = 8. 5 4Hz) , 7. 98-8. 04 
(2H, m) , 8. 6 7 (1H, d, J=l. 9 5 Hz) , 8. 7 8 (1H, d, 
J = 2. 44Hz), 10. 30 (1H, s), 12. 97 (1H, s) Q 
mMM4 0 :N1- ( 1 H- 5 -J U;P) - (E) - 3- (4-bKa^ 
^-3-^^r^7i-jl/) - 2 -7°P^>T^ K 

4-fc KP^>-3-p< h^>frV^^ (2 0 Omg, 1. 12mmol)^ 
^ f ;i/*;V A 7 U'itC 5 - 7 ^ ^ > ^^;-;K 1 4 9 m g , 1. 12mm 
ol, 1. Oeq. ) £WSC-HC1 (2 5 9mg, 1. 34mmol, 1. 
2eq. ) ^^m^HOBt - H 2 0 (182mg, 1. 34mmol, 1. 2e 

q. ) *M%.s ifitti mmmnvtzo 

izxm&htzo ^mcDmm^m (i 5 8mgs 45. 5%) zmtzo 

MS m/z :3 0 9. 'H-NMR 6 : 3 . 8 4 ( 3 H, s ) , 6 . 6 
6 (1H, d, J = 15. 61Hz), 6. 83 (1H, d, J = 8. 05H 
z), 7. 07 (1H, dd, J = l. 95, 8. 05Hz), 7. 19 (1H, 
d, J=l. 95Hz), 7. 49 (1H, d, J=15. 37Hz), 7. 5 
0 (2H, s), 8. 03 (1H, s), 8. 26 (1H, s), 9. 48 (1 
H, s) , 10. 07 (1H, s), 12. 96 (1H, s)„ 

mmm4i :ni - (ih-5-^>*V'j;v) - (e) - 3- o-tpp*- 

3-tFD^>>-4-^h^>m« (2 0 0mg, 1. 12mmol)^ 
^fMM7U^lt5-7^-f>^;-^ (14 9mg, 1. 12mm 
ol, 1. Oeq. ) ^WS C • HC 1 (2 5 9mg, 1. 34mmol, 1. 
2 e q. ) fe^lFCHOBt •H 2 0 (182mg J 1. 34mmol, 1. 2e 

q . ) tttwiLs mu^xi6mmmnvtzo 
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fcTifcfrbfeo «gS©Mft-&* (lOOmgs 2 8. 8%) £#fc 0 

MS m/z : 3 0 9. 'H-NMR 5:3. 81 (3H, s) , 6. 6 

2 ( 1 H, d, J = 1 5. 37Hz) , 6. 97 (1H, d, J = 8. 05H 
z) , 7. 04 (1H, dd, J=l. 95, 8. 05Hz), 7. 05 (1H, 
s), 7. 44 (1H, d, J = l 5. 61Hz), 7. 50 (2H, s), 8. 

03 (1H, s), 8. 25 (1H, s) , 9. 22 (1H, s), 10. 09 
(1H, s) , 1 2. 9 7 (1H, s) o 

mmm4 2 .-ni - (ih-5-^>*vu;i/) - (e) - 3- 0, 4-^ 

3, 4-^b^>lt^(234mg, 1. 1 2mmo 1) 
A7U*iIC5-7U^>^;-;i/ (149mg, 1. 12mmol, 1. 
Oeq. ) £WS C • HC 1 (2 5 9mg, 1. 34mmol, 1. 2eq. ) 
fc&tffcHOB t • HiO ( 1 8 2mg, 1. 34mmol, 1. 2 e q. ) £in 

izxmftvtco m^<Dm.m\j^m (i 6 4mgs 45. 2%) *nko 

MS m/z : 3 2 3. 'H-NMR 6:3. 80 (3H, s), 3. 8 
3 (3H, s), 6. 73 (1H, d, J=15. 61Hz), 7. 02 (1H, 
d, J = 8. 54), 7. 19 (1H, dd, J=l. 95, 8. 54Hz), 
7. 22 (1H, d, J=l. 95Hz), 7. 51 (2H, s), 7. 53 
(1H, d, J=15. 86Hz) , 8. 03 (1H, s) , 8. 27 (1H, 
s) , 1 0. 1 3 (1H, s) , 1 2. 9 2 (1H, s) o 
^50114 3 :N1- ( 1 H - 5 -«( >W U )V) - 3- (5-~hP-2-7U 
)]/) 7°P^>TS Y 

3- (5-- hD-2-7 ij;i/) U;i/^ (2 4 Omg, 1. 3 2mmo 
1) ^^M7U*Sit5-7^^>^;-Jl/ (17 5mg, 1. 3 
2mmol, 1. Oeq. ) £WSC-HC 1 (3 0 3mg, 1. 58mmol, 
1. 2eq. Jfc^tffcHOBt - Hi 0(213 mg, 1. 58mmol, 1. 

2eq. ) ^mx, rnu^zx 1 6mmmn\,tzo 
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fcT^bfc. ttil (1 8 Omg, 4 6. 1%) zntco 
Gbti-M&tik (3 Omg, 0. lmmol) DMF«ttfc*»fb^7$;£A 

U^AfcTttUfcflx i«ftlte£«*l/fc. ttft©*Wb^«f (7mg, 26. 7 
%) ftftfe. 

MS m/z :3 0 0. 1 H-NMR (5:2. 77 (2H, t, J = 7. 4 
4Hz), 3. 10 (2H, t, J = 7. 32Hz), 6. 64 (1H, d, J 
= 3. 66Hz), 7. 39 (1H, d, J = 9. 03Hz), 7. 47 (1H, 
d, J = 8. 78Hz), 7. 64 (1H, d, J = 3. 66Hz), 8. 00 

(1H, s), 8. 10 (1H, s), 10. 03 (1H, s), 12. 95 

(1H, s) o 

mmM44 : Nl- (lH-5-^>^^U;i/) -2- (3, 4-S?fcKP^> 

3, 4-i?tFD^W (2 0 0mg, 1. 19mmol) ^fMM 
7^ HMt5-7^^>^;-JV (15 8mg, 1. 19mmol, 1. 0 
eq. ) fcWSC-HCl (2 7 4mg, 1. 43mmol, 1. 2eq. ) & 
e>t>*(3H0Bt -H 2 0 ( 1 9 3mg, 1. 43mmol, 1. 2eq. ) £jjO£> 

gmzx i ewiaiawbfco 

H^MS^Pn^l/Att^bL £&®&Mj£4b (3 3mg, 9. 
8%) 

MS m/z : 2 8 3. 'H-NMR 6:3. 43 (2H, s), 6. 5 
8 (1H, dd, J = 2. 20, 8. 05Hz) , 6. 66 (1H, d, J = 8. 
05Hz), 6. 76 (1H, d, J = 2. 20Hz), 7. 41 (1H, dd, 
J = l. 46, 9. 03Hz) , 7. 44 (1H, d, J = 8. 78Hz) , 7. 
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99 (1H, s) , 8. 11 (1H, s) , 8. 76 (2H, s), 10. 01 
(1H, s), 12. 94 (1H, 3), 

ISfl6flI4 5 :N1- (lH-5-^>*VU;i/) -2- (1, 3-i>W** 

v— 5--r;i/) z±£JUi 

3, 4-^^!/>^>7i^i (2 1 4mg, 1. 19mmol)^ 
^fMM7^ VrnfaklS-T^SJ >fJ-)l ( 1 5 8mg, 1. 19mm 
ol, 1. Oeq. ) ^WSC-HCl (2 74mg, 1. 43mmol, 1. 
2 eq. ) *^tHOBt • H 2 0 ( 1 9 3mg, 1. 4 3mmo 1, 1. 2e 
q. ) ZMZs ISi:T16^Wbfeo 

Hf)tl^i^^DD*Jl/A(lWbfeo ^CD^m^tl (1 6 6mg, 4 
7.4%) £f#£o 

MS m/z : 2 9 5. 1 H — NMR 6:3. 5 5 (2H, s) , 5. 9 
8 (2H, s), 6. 80 (1H, dd, J=l. 34, 7. 93Hz), 6. 
86 (1H, d, J = 8. 05Hz), 6. 92 (1H, d, J = l. 46), 
7. 41 (1H, dd, J = l . 71, 8. 78Hz), 7. 47 (1H, d, 
J = 9. 03Hz), 7. 99 (1H, s), 8. 09 (1H, s), 10. 0 
7 (1H, s) , 1 2. 9 5 (1H, s) o 

nMM4 6 :N1- (lH-5-^>?VU;i/) - 3- (3, 4-^bFP^> 

3, 4-3>fc ?V**stf^Bim. (2 0 Omg, 1. 10mmol)^^M 
M7^ Fiif:5-7^^>^;-;K14 6mg, 1. lOmmol, 1. 
Oeq. ) hWSC • HC 1 (253mg, 1. 3 2mmo 1, 1 . 2 e q. ) 
^?>t>'fcHOBt • H 2 0 ( 1 7 8mg, 1. 3 2mmo 1 , 1 . 2 e q. ) £JD 

t!^fe^I§^DD*MCT^bfeo ^©^Mib^ (7 9mg, 2 4. 
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2%) fcfcfeo 

MS m/z :2 9 7. 'H-NMR 6:2. 53 ( 2 H, t , J = 8. 
29Hz), 2. 75 (2H, t, J = 7. 5 6Hz) , 6. 48 ( 1 H, dd, 
J = 2. 20, 8. 05Hz), 6. 62 (1H, d, J = 8. 05Hz), 6. 
63 (1H, s), 7. 38 (1H, dd, J=l. 71, 9. 03Hz), 7. 
45 (1H, d, J = 8. 78Hz), 7. 99 (1H, s), 8. 11 (1H, 
s), 8. 61 (1H, s), 8. 70 (1H, s), 9. 84 (1H, s), 
1 2. 9 3 (1H, s) o 

%flB09 4 7 :N1- (lH-5->f >£VU;V) - 3- (4-b FP^>7x^ 

3- (4-fc h*Ddf-->7xn;i/) rDtf^->^ ( 1 4 8mg, 0. 89mmo 
1) ^W;i/A7> fiiC5-7^^f>^;-Jl/ (1 ^mg, 0. 8 
9mmol, 1. Oeq. ) £WSC-HC 1 (2 0 5mg, 1. 07mmol, 
1 . 2 e q. ) &£>lR:HOB t • HzO (145mg, 1. 0 7mmo 1, 1. 
2eq. ) SUDiLs MfcT 1 6ftlW*#Lfco 

ll^feSI§^DD*;i/A(:t^bfe 0 *SH©^®fb^ (9 5mg, 3 8. 

0%) fcfffco 

MS m/z :281. 'H-NMR 6:2. 55 (2H, t, J = 7. 
68Hz), 2. 81 (2H, t, J = 7. 56Hz), 6. 66 (2H, d, 
J = 8. 29Hz) , 7. 04 (2H, d, J = 8. 54Hz) , 7. 38 (1 
H, dd, J = l. 71, 8. 78Hz), 7. 45 (1H, d, J = 9. 03 
Hz), 7. 99 (1H, s) , 8. 10 (1H, s), 9. 84 (1H, s), 
1 2. 9 3 (1H, s) o 

HflBfli]4 8 : Nl- (lH-5-^>*VU;i/) - 2- ( 3 -=. fc D7x-jl/) 

3--hD7i-;« (2 0 0mg, 1. lOmmol) ^^fM;i/A7 
U*iif:5-7^^>^;-/l/ (14 7mg, 1. lOmmol, 1. Oe 
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q.)£WSC-HCl(254mg, 1. 32mmol, 1. 2 e q. ) 
WcHOBt • Had (1 7 9mg, 1. 3 2mmo 1, 1. 2eq. ) £JII*.n 

If^feiiS^nWCtMbfco tSA®&jafti£4b (1 7 2mg, 5 
2.6%) £f#fco 

MS m/z : 2 9 6. 'H-NMR d : 3 . 86 (2H, s) , 7. 4 
3 (1H, dd, J=l. 71, 8. 78Hz) , 7. 49 (1H, d, J = 9. 
03Hz), 7. 65 (1H, t , J = 7. 93Hz), 7. 82 (1H, d, 
J = 7. 56Hz), 8. 00 (1H, s), 8. 12 (1H, s), 8. 14 
(1H, dd, J = 2. 44, 8. 29Hz), 8. 26 (1H, s), 10. 
2 8 (1H, s) , 1 2. 9 8 (1H, s) o 

mmM4 9 :N1- (lH-5-^>*VU;i,) -2- ( 4 h p 7 x 
ft 

4- - fD7xrjl/|| (2 0 Omg, 1. lOmmol) 
^ }!mWlte5-T^;j>¥ s J—)l ( 1 4 7mg, 1. lOmmol, 1. Oe 
q. ) £WSC • HC 1 (2 5 4mg, 1. 32mmol, 1. 2eq. ) ftfe 
rjtiHOBt-H 2 0 (179mg, 1. 3 2mmo 1, 1. 2eq. ) £JJD;ts 

f|f»nfeaiES^ O D*M tt^Ufeo «gffiO^Sltj^J (1 1 Omg, 3 
3.7%) 

MS m/z :2 9 6. 'H-NMR (5:3. 85 (2H, s), 7. 4 
2 (1H, dd, J = l. 71, 8. 78Hz) , 7. 48 (1H, d, J = 9. 
03Hz), 7. 64 (2H, d, J = 8. 78Hz), 8. 00 (1H, s), 
8. 10 (1H, s), 8. 21 (2H, d, J = 8. 78Hz), 10. 28 
(1H, s) , 12. 98 (1H, s) o 
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mmm5 0 :N1- (lH-5-^ >*VU;i/) -2- (4-hh'P^>7riJ 

N- (4-tFD^>7x-;i/) ^'iJi/> (2 0 0mg, 1. 20mmol) 
i^^f h'«t 5 - 7^ >^;-;V ( 1 5 9 mg, 1. 2 0m 

mol, 1. Oeq. ) tWSC-HCl (2 7 6mg, 1. 44mmol, 1. 
2eq. ) )&f)tf(:HOBt • HzO (194 mg, 1. 44mmol, 1. 2e 

q. ) ^p^s mwzx i emmmnvtco 

MTfltl^ #£ll©^fbl» (4 6mgs 1 3. 6%) £<#fco 
MS m/z :2 8 3. 'H-NMR 5:3. 76 (2H 3 d, J=5. 
85Hz), 5. 41 (1H, t, J = 5. 85Hz), 6. 48 (2H, d, 
J = 8. 78Hz), 6. 57 (2H, d, J = 8. 78Hz), 7. 43 (1 
H, dd, J = l. 4 6, 9. 0 3Hz), 7. 47 (1H, d, J = 9. 03 
Hz), 8. 00 (1H, s), 8. 10 (1H, s), 8. 48 (1H, s), 
9. 8 4 (1H, s) , 1 2. 9 5 ( 1 H, s) o 

mmm5 1 :ni- (ih-s-^^vj^) -2- (4-th'P^7x; 

T*#$ if 

4-tFn^>7x;^>i^(2 0 0mg ) 1. 19mmol) 
M7U*iifc5-7^^>^;Hl/ (15 8mg, 1. 19mmol, 1. 
Oeq. ) £WSC-HC1 (2 74mg, 1. 43mmol, 1. 2eq. ) 
&e»W:HOBt -HiO (19 3mg, 1.43mmol, 1. 2eq. ) 

n ^nfeas^^PD*;i/Ai3t^bfeo mmvmmit&m (2 2 9mg, 6 
8.0%) *mzo 

MS m/z :2 8 3. 'H-NMR 5:4. 57 (2H, s ) , 6. 7 
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0 (2H, d, J = 9. 03Hz) , 6. 86 (2H, d 3 J = 9. 03Hz) , 
7.49 (2H, s) , 8. 03 (1H, s) , 8. 13 (1H, s) , 9. 0 
0 (1H, s) , 9. 98 (1H, s) ,'l2. 99 (1H, s) . 

2 : Nl- (lH-5->f >£V1M ~ 3- (1, 3-^>7^» 

v-;i/-5-^;i^) y°u;vyy^ K 

3- (3, 4-^f-l/>^?J-^^7x-;V) 7DW>i (2 0 0mg, 1. 
0 3mmo 1) Wf;i/$jl/A7^ »5-7;^>^/-ib (13 7m 
g, 1. 03mmol, 1. Oeq. ) ^WSC-HCl (2 3 7mg, 1. 2 
. 4mmo 1 , 1 . 2 e q. ) &£IRwHOB t-H 2 0 (167mg, 1. 24m 

moi, i. 2eq. )m mmzxi emmmnvtzo 

fcT«s»Ufc. ttA<Z>MMb£4ftl (98mg, 3 0. 8%) £*#fco 
MS m/z :3 0 9. 1 H — NMR <5 : 2 . 5 8 ( 2 H, t , J = 7 . 
6 8Hz) , 2. 85 (2H, t, J = 7. 68Hz), 5. 95 (2H, s) , 
6071 (1H, dd, J = l. 59, 7. 93Hz), 6. 81 (1H, d, 
J = 8. 05Hz), 6. 84 (1H, d, J=l. 46Hz), 7. 38 (1 
H, dd, J = l. 71, 9. 03), 7. 46 (1H, d, J = 9. 03H 
z), 8. 00 (1H, s), 8. 11 (1H, s), 9. 86 (1H, s), 
12. 9 4 (1H, s) o 

mmms 3 ; n- (2, 4-^pp^>^ji/) -n j - j±z^l2M fr^ 
7 

2, 4-^^DD7i-jl/M (lOOmg, 0. 4 9mmo 1) (D h;K^> 
®mzT¥4bi?7 *Z7**))l (1 6 lmg, 0. 5 9mmol, 1. 

2eq. ) i:h'Jx^7^> (59mg, 0. 59mmol, 1. 2eq. ) 
1 1 0°C^T6 0»bfco 
?0is 4-7^;tiJ^> (46mg, 0. 49mmol, 1. Oeq. ) 

^dmf^s^jp^s 1 1 ovizr3mmmnvfzo 
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fctHlfi&x (4 3mg. 2 9. 9%) £*#fc 0 

MS m/z :2 9 5. 'H-NMR <? : 4 . 3 5 ( 2 H, d , J = 5 . 8 
5 Hz) , 6. 94 (1H, t, J = 5. 98Hz) , 7. 37 (2H, dd, 
J=l. 59, 4. 76Hz) , 7. 39 (1H, d, J = 8. 42Hz) , 7. 
44 (1H, dd, J = 2. 07, 8. 42Hz), 7. 61 (1H, d, J = 
2. 20Hz), 8. 29 (2H, dd, J = 1. 46, 4. 88Hz), 9. 
1 7 (1 H, s) o 

mmm5 4 n- (2-»pp-4->hP^;i/) -n' - u-eu^ 

4-7^t'J^> (50mg, 0. 53mmol) £h;i/x>lmlx DM 

T*-h (1 0 5mg, 0. 53mmol, 1. Oeq. ) %MZ.s 1 1 0°Cfc . 
Tl 5 0#ti#b;fco 

ICT*»bfc. MOttftMHftf (7 2mg, 4 6. 4%) £#fc 0 
MS m/z : 2 9 2. 1 H-NMR <5:7. 57 (1H, s) , 8. 23 
(2H, dd, J = 2. 68, 9. 27Hz) , 8. 36 (2H, d, J = 2. 
44Hz), 8. 53 (2H, d, J = 9. 27Hz), 8. 96 (1H, s), 
1 0. 0 9 (1H, s) o 

mW,M5 5 : N' - ( 4 - E U — N— (2, 3, 6 - h 'J^PP^ 

2, 3, 6-h'J^PP7i-Jl'M (13 2mg, 0. 5 5mmol)£>h 
;i/x>^it7^ibi?7 i-jl/7 * X7 1 >J Jl/ ( 1 8 2mg, 0. 66mmol, 
1. 2eq. ) £: HJ x?-;i/T ^ > (67mg, 0. 66mmol, 1. 2e 
q. ) £JD;u 1 1 0 o C£T6 0#Ji#bfco 

4-7^^'J^> (52mg, 0. 55mmol, 1. Oeq. ) 
fDMF'J>M*m^ 1 1 0°Cfc*C2B#ISiJi#bfeo 
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fcTftHH/fc. fSA®£M?&«l (153mgs 8 4. 0%) %»fe 0 
MS m/z :3 3 0, 3 3 2. 'H-NMR (5:4. 74 (2H, s) , 
7. 22 (2H, dd, J = 2. 68, 8. 54Hz), 7. 38 (2H, dd, 
J= 1. 46, 5. 37Hz) , 8. 14 (2H, d, J = 5. 61Hz)o 

6 : N- (2-^PP-6-7Mp^>^1/) -N 3 - (4-fc'U^ 

2 -^dp- 6 -7MD7i- ;i/S^ffi ( 1 0 4mg, 0. 5 5mmo 1)0 
Y)V^>®WLfc7i?ibV 7 7,7* V)l> ( 1 8 2mg, 0. 6 6mmo 

1, 1. 2eq. ) i:h'Jxf;i/7^> (67mg, 0. 66mmol, 1. 2. 
eq. ) £jJD;Ls 1 1 0 C C£T 6 0#i&#bfco 

^©^s 4-7^t'jy> (52mg, 0. 55mmol, 1. Oeq. ) 
fcDMF4>S£flniU 1 1 OWC 2»|BHJWUfeo 

CTlItx «a®l»^ (9 6mg, 6 2. 3%) ftfffe. 
MS m/z : 2 8 0. 'H-NME : 4 . 60 (2H, d, J=l. 4 
6Hz), 6. 99 (1H, dt, J = 7. 07, 9. 51Hz), 7. 15- 

7. 22 (2H, m), 7. 31 (2H, dd, J = l. 46, 4. 88Hz), 

8. 24 (2H, dd, J=l. 4 6, 4. 8 8Hz)o 

mmrns i •. n- (2-7p^-4, 6-y7tp^>y;i/) -n' - u-t? 

4-T^ytTU^> (50mg, 0. 53mmol) Jc h ;ux >lmK DM 

F'j>«&flD*inMbfc»bfco ^©^s 2-7*0^-4, 6-^7jvtP7i- 

WV^-h ( 1 2 4mg 3 0 . 5 3mmo 1, 1. Oeq.) %])Q%.s 1 
1 0°C£T1 2 0#«$bfco 

JdT&#bfco IM0MHb6tt (1 0 7mg, 6 1. 5%) £f#fc 0 

MS m/z :3 2 7, 3 2 9. 'H-NMR 6:7. 43 (2H, dd, 
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J = l. 46, 4. 88Hz), 7. 48 (1H, dd, J = 2. 80, 9. 8 
8), 7. 59 (1H, dd, J = l. 71, 8. 29Hz), 8. 27 (1H, 
s), 8. 35 (2H, dd, J = l. 46, 4. 88Hz), 9. 46 (1H, 
s) o 

mnms 8 : n- r4-7;i/a-p-6- (hU7;^P^f ^) 71^1 -n 

4-7Vt!'J^> (50mg, 0. 53mmol) lz h > 1 m 1 s DM 
7jc-;1/^ v^T^— h (109mg, 0. 53mmol, 1. Oeq. ) 

%m%-s 1 1 o°cizx i 2 ofrtmhtco 

fcTft^bfco »«©*Hfl3^» (6 9mgs 4 3. 7%) ft#ft 0 
MS m/z :2 9 9. 'H-NMR 6:7. 45 (2H, dd, J = 1 . 
59, 4. 76Hz), 7. 48-7. 64 (3H, m), 8. 34 (1H, 
s), 8. 39 (2H, dd, J = l. 59, 4. 76Hz), 9. 28 (1H, 

s ) o 

mMM5 9 : N- \ A-7 )Virv-2- jh])2Jk^BA±M Z*^Jkl ~N 
' - (4 — bTU ^1/) I7U7 
4-7^t^'J^> (50mg, 0. 53mmol) Ch;i/x>lmK DM 

7x-MV^>7^-h (1 0 9mg, 0. 5 3mmo 1, 1. Oeq. ) 

*m%.s i i o°cjcti 2 o#aw*ufco 

Ctl««s ^HO^Stf^ (72mg> 4 5. 3%) £*#fe„ 

MS m/z :2 9 9. 'H-NMR £ : 7 . 43 (2H, dd, J = l. 

59, 4. 76Hz) , 7. 56 (1H, dt, J = 3. 03, 8. 54Hz) , 

7. 62 (1H, dd, J = 2. 93, 9. 03Hz), 7. 86 (1H, dd, 
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J = 5. 12, 8. 78Hz), 8. 28 (1H, s) , 8. 3 7 (2H, dd, 
J=l. 46, 4. 88Hz), 9. 63 (1H, s) 0 

mmme o ; n- (4-^p ; e-2-7Mp7i~ji/) -n' - u-eus? 

4-T^y£U^> (50mg, 0. 53mmol) (3 h;i/x>lml> DM 

i/T^—h (115 mg, 0. 53mmol, 1. Oeq.) 1 1 0°C 

ttl2 0^I#bfeo 

&A®«Hb61ftf (13mgs 7. 9%) 
MS m/z : 3 0 9, 3 1 1. 'H-NMR 5:7. 37 (1H, dt, 
J = l. 34, 8. 66Hz), 7. 42 (2H, dt, J = l. 59, 4. 7 
6Hz), 7. 58 (1H, dd, J = 2. 32, 10. 86Hz), 8. 09 
(1H, dt, J = 3. 17, 8. 78Hz) , 8. 37 (2H, d, J = 6. 
34Hz), 8. 80 (1H, s), 9. 45 (1H, s) 0 

mmm6i :n- (2, e-yy^u^o^jv) -n j - (4 — tru^i/) » 

1/7 

2, 6-^7MD7x-j« (lOOrng, 0. 5 8mmo 1) © h;i/x 
^ifc7^^7x-;i/7t^7t l J;i' ( 1 9 lmg, 0. 6 9mmol, 1. 
2eq. ) i:h'jxfjV7^> (70mg, 0. 69mmol, 1. 2eq. ) 
fcJO*. N 1 1 0°CfcT6 0^tl#bfeo 

4-7^K';S?> (55mg, 0. 58mmol, 1. Oeq. ) 

tDMF'j>m*mn, 1 1 o°cizx2^mmnLtzo 

fcT»K«s *Sil0*»b£* (8 7mg, 5 7. 0%) fcfcfe. 



WO 01/56988 



96 



PCT/JPOl/00721 



MS m/z :2 6 3. 1 H-NMR <5:4. 39 ( 2 H, d , J = 5. 3 
7Hz), 6. 84 (1H, t, J = 5. 73Hz), 7. 10 (2H, t, J 
= 8. 1 7Hz) , 7. 33 (2H, dd, J=l. 59, 4. 76Hz), 7. 
40 (1H, dt, J=l. 59, 8. 29Hz), 8. 27 (2H, dd, J 
= 1. 5 9, 4. 7 6Hz) , 8. 8 7 (1H, s) „ 

mffi,M6 2 : N-^>^;i/^;i/-N' - (4-tru^;v) 

2, 4, 6- h U ^;i/7i-« ( 1 0 3mg, 0. 58mmol)©h 
)]/x.>i%mzTi?i\ji?7 ^-fyyjrZyjrVfr ( 1 9 lmg, 0. 69mmol, 
1. 2eq. ) i:h'JxW;> (70mg, 0. 69mmol, 1. 2e 
q. ) %MjLs 1 1 O'CfcT 6 0#jt#bfco 

%(D'&s 4-7Ut'J^> (55mg, 0. 58mmol, 1. Oeq. ) 
fcDMF'J>a&iD3.> 110 o CCt2rai#bfeo 

fcT»««s *i*©*Mb£*l (8 8mg N 5 6. 8%) £t#fco 
MS m/z :2 7 0. 'H-NMR 6:2. 25 (3H, s), 2. 33 
(6H, s), 4. 39 (2H, s), 6. 85 (2H, s), 7. 31 (2H, 
dd, J = l. 71, 4. 88Hz), 8. 19 (2H, dd, J=l. 71, 
4. 8 8Hz) o 

mmme 3 : n- [2, 6-^pp-4- ( b 'J7^p^;n z^ik] 

-N' - g_kZ 

2, 6-^DD-4- h 'j7MP^f^lfi ( 1 3 7mg, 0. 5 3 
mmo 1) (D h ;i/x >gHt 7^b^7 xnjl/7 17> 7 1 'J ;i/ (1 7 4mg, 0. 
63mmol, 1. 2eq. ) xf;i/7 ^ > (64mg, 0. 63mmo 
1, 1. 2eq. ) 1 1 0°C£T6 0£«4b£o 

^©^s 4-7 ? ^y£U^> (50mg, 0. 53mmol, 1. Oeq. ) 
^DMF'J>M£2JDx.s 1 1 0°CCT2«fKSmbfe o 
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-;H ttWs ^©^mb^ (10 2mgs 5 4. 9%) £t#fco 
MS m/z :3 4 9. 'H-NMR <5:4. 63 (2H, d, J = 5. 3 
7Hz), 6. 87 (1H, t, J = 5.. 49Hz), 7. 34 (2H, dd, 
J=l. 46, 4. 88Hz), 7. 94 (2H, s), 8. 28 (2H, dd, 
J=l. 34, 5. 00Hz), 8. 90 (1H, s) 0 

mmme 4 : n- [2-7;v;*-p-6- ( fc 'J7;vtp^^i/) ^yV)]/~\ -n 
' - (4-K'jy;v) 6JkZ 

2-7;i/tP-6-b , J7;PtD^^Vfi (1 12mg, 0. 5 3mmo 
1) ©h;Vx>^iC7W7i-;i/7«7t , J;i/ (174mg, 0. 6 3 
mmol, 1. 2eq. ) hHJx^;i/T^> (64mg, 0. 63mmol, 
1. 2eq. ) ftft]*., 1 1 0"CfcT6 0#»#bfe. 

^©^s 4-T^ytTU^> (50mg, 0. 53mmol, 1. Oeq. ) 
tVMF 'J>m*to*.s 1 1 0TJfcT2BIH«#bfe. 

KJfe&T&s KJtoSftfc^fc&iDU #Kx*-;i/fcTHitHbfco fl«x*-;i,JPfck 

-;H «ft©MHb£» (10 2mg^ 5 4. 9%) *ntco 

MS m/z :313. 'H-NMR 6:4. 51 (2H, d, J = 4. 8 

8Hz), 6. 69 (1H, t, J = 5. 00Hz), 7. 34 (2H, dd, 

J=l. 46, 4. 88Hz), 7. 59-7. 64 (3H, m), 8. 28 

(2H, s), 8. 28 (2H, d, J = 6. 34Hz), 8. 82 (1H, 
s) o 

mmme 5 : 4- £[ (2, 6-^7pp7-u;) ^w^i/its;} ^>x 

4 _ 7 ;;/<>X7^ K (113mg, 0. 7 3mmo 1) Iz F;i/x>lmL 
DMF'J>*fciD*jMb*l?bfc. *Oftx 2, 6-^7DD7i-;WV^7 
*-h (13 8mg, 0. 7 3mmol, 1. Oeq. ) 1 1 0°C£T 
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1 5 0#«#bfco 

tt^bfec f£il<2)$Sft£ftl (2 0 5mgs 8 6. 2%) £f#fc 0 
MS m/z : 3 2 3. 'H-NME 6:7. 16 (1H, s), 7. 33 
(1H, t, J = 8. 1 7Hz) , 7. 51 (2H, d, J = 8. 24Hz), 
7. 54 (2H, d, J = 8. 29Hz), 7. 80 (2H, d, J = 8. 54 
Hz) , 8. 30 (1H, s) , 9. 2 1 (1H, s) o 

mmme 6 : n- (ih-3-^>ku;i/) -n' - (4-kij^') frkz 

3- ^>h*-;i/M^>i (lOOmg, 0. 6 2mmol) 
fc7^7i-;i/7t^7t'J;i' (2 0 5mg, 0. 7 5mmol, 1. 2e 
q. ) h h 'JxfJl/T^> (7 5mg, 0. 7 5mmo 1, 1 . 2 e q. ) £flP 

x.s 1 1 omeo^tttbfc. 

4-T^yt:U^> (58mg, 0. 62mmol, 1. Oeq. ) 
fcDMF4>**iD*.s 1 1 0°Ct:T2RffflJj|«bfco 

fcT»flft»x JM0*fflb*#l (5 4mgs 3 4. 5%)"*fcfe. 
MS m/z : 3 2 6. 'H-NMR 5:7. 02 (1H, t , J = 7. 4 
4Hz), 7. 11 (1H, t, J=7. 56Hz), 7. 35 (1H, d, J 
= 8. 05Hz), 7. 46 (2H, dd, J = l. 59, 4. 76Hz), 7. 
51 (lH, d, J = 5. 1 2Hz) , 7. 52 (1H, s), 8. 43 (2H, 
d, J = 6. 34Hz), 8. 66 (1H, s), 9. 02 (1H, s), 10. 
79 (1H, s) o 

jjj6 7 : N- (2. 6-y^PP7i-;V) -N* - ( 1 , 3-S?*-*y- 
2. 3-^b KP-lH-^V-f yjTOM 

4- 7^7^;W ^ K (86mg, 0. 5 3 mmo 1) \z h;i/x>lmls 
DMF'J>*«*DitJPfibj6«Pbfeo *<D«L 2, 6-^DD7x-jWV^>7 

(lOOmg, 0. 53mmol, 1. Oeq. ) £flPx.s 1 1 0°CfcT 
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1 5 0#»bfco 

idT&^bfco £I^g^ (1 5 Omg, 8 0. 6%) 

MS m/z :3 49. l H-NMR (5 : 7 . 3 5 ( 1 H, d d , J = 7 . 

8 1, 8. 03Hz), 7. 60 (2H, d, J = 8. 05Hz), 7. 72 
(2H, d, J=l. 22Hz), 8. 04 (1H, d, J = l. 22Hz), 
8. 50 (1H, s), 9. 69 (1H, s), 11. 13 (1H, s) c 
g||6 8 :N1- (2, 6-^PP^>^l/) -N' - (1, 3-^#V 
-2, 3-^b KP-lH-5-^V^>KU;V) »)l/7 

2, 6 -^oo7i-jl/|S ( 1 0 Omg, 0. 4 9mmo 1) CD h;i/x> 
iifc7^by7i-/V7t^7t'J/l' (16 lmg, 0. 5 9mmol, 1. 
2eq. ) th V^)IT^> (59mg, 0. 59mmol, 1. 2eq. ) 
fcj&DiU 110°C(:t6 0^Ittlfeo 

4-7^7 7^MU' (79mg, 0. 49mmol, 1. Oe 

q. ) tDMF^tm 1 1 o°ci,zx3mmmnLtco 

fcT«B*b;fco JM®M4b#fe (1 2 Omg, 6 7. 6%) fcfcfco 
MS m/z :3 64. 'H-NMR : 4 . 6 0 ( 2 H, d, J = 5 . 3 
7Hz) , 6. 78 (1H, t, J = 5. 37Hz) , 7. 39 (1H, d, J 
= 7. 30Hz), 7. 51 (2H, d, J = 7. 81Hz), 7. 5 5 (1H, 
dd, J = l. 9 5 ,8. 29Hz),7. 67 (1H, d, J = 8. 29H 
z), 8. 01 (1H, d, J=l. 95Hz), 9. 14 (1H, s), 11. 

09 (1H, s) o 

mmM6 9 :N- (1, 3-^*y-2, 3-^bKD-lH-5--fV-f> 
-N J - (lH-3->f>KU;i/) 
3-^ y K-;i/»» (7 9mg, 0. 4 9mmol) 0h;i/x>^it7^b 
i;7i-;i/7t7x7t'J^ ( 1 6 lmg, 0 . 5 9mmo 1, 1 . 2eq. ) i: 
h \) jl^-)]/T ^ > ( 5 9 m g , 0. 59mmol, 1. 2 e q . ) ^P^. s 11 
0°C£T6 0#i»bfeo 
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*GD&x 4-7^;7^;W ^ K (7 9mg, 0. 4 9 mmo 1, 1. Oe 

q. ) tvMF'pmzMs 1 1 o c c£.x3mmwnvko 

S©£»fr&» (30mgs 19. 1%) £f#fco 

MS m/z :3 2 0. 'H-NMR 6:7. 02 ( 1 H , t, J = 7. 5 
6Hz), 7. 11 (1H, t, J = 7. 56Hz), 7. 16 (1H, d, J 
= 7. 8 1Hz) , 7. 35 (1H, d, J = 8. 05Hz) , 7. 5 4 (2H, 
d, J = 7. 81Hz), 7. 67 (1H, dd, J = l. 83, 8. 17H 
z), 7. 72 (1H, d, J = 8. 05Hz), 8. 12 (1H, d, J=l. 
22), 9. 35 (1 H, s), 10. 81 (1H, s) , 11. 11 (1H, 
s) o 

mmmi o :n- a, $-y**v-2 t 3 -^hkp-ih- 5 ~>fv>f> 

-N' - (lH-5-^>KU;i/) g_kz 
5->f >K~;V^ (7 9mg, 0. 4 9 mmo 1 ) (D h;i/x>ififtfcT$Mb 
^7z^l/7t^7t'J;P ( 1 6 lmg, 0. 5 9 mmo 1, 1 . 2eq. ) i: 
h ijxf;V7^> (5 9mg, 0. 5 9 mmo 1, 1 . 2eq. ) 1 1 

^©^s 4 - 7^7W U* (7 9mg, 0. 49mmol, 1. Oe 

§f>nfelS4TLC7Wl7-b [£DD*;i/A - T-fe h >] fcTHMttfts Ml 
A0&Mft£4f9 (50mg^ 3 1. 9%) £#feo 

MS m/z :3 2 0. 'H-NMR 5:6. 36-6. 39 (1H, m), 
7. 29-7. 34 (3H, m), 7. 64-7. 75 (3H.ni), 8. 07 
(1H, d, J=l. 46Hz), 8. 64 (1H, s), 9. 29 (1H, 
s) , 10. 98 (1H, s) , 11. 11 (1H, s) o 
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mmmi 1 : n- (2-- ho^>^) -n' - u-eus^i/) fri^r 

4-7^h'U^> (80mg, 0. 85mmol) fch;i/x>lml> DM 
FM^i»l/Sllfc ^tf^ 2--hD7i-H V>>T*-b (1 
3 9mg, 0. 8 5mmol, 1. Oeq. ) *iD*s 1 1 0 o C£T 1 5 0#8i 

tt^lfeo JM®£lB4b&«l (1 7 Omgs 7 7. 8%) fcfcfc. 
MS m/z :2 5 8. 1 H — NMR : 7 . 2 6 ( 1 H, d t , J = 1 . 
22, 7. 08Hz), 7. 46 (2H, dd, J=l. 59, 4. 76Hz), 
7. 73 (1H, dt, J = l. 59, 7. 20Hz), 8. 10 (1H, dd, 
J=l. 59, 8. 4 2Hz), 8. 24 (1H, dd, J = l. 34, 8. 4 
2Hz) , 8. 40 (2H, dd, J = 1. 59, 4. 76Hz) , 9. 69 
(1H, s) , 1 0. 1 6 (1H, s) o . 

mmM7 2 : Nl- (1, 3-S>**y— 2, 3-^bHP-lH-5- [VA 

4-7^/7^M^ Y (80mg, 0. 5 0 mm o 1 ) (3 h ;i/x > 1 m 1 N 
DMF^i^iaiilDfibMbfeo -e®^ 7i-MVm~h (59mg, 
0. 5 0mmol, 1. Oeq. ) fciOiU 1 1 0°CfcT 1 5 0#jt#bfc o 

£T$&b;fco ^cD^M-fb^tl (9 5mg, 6 8. 3%) fcfffco 
MS m/z :281. 'H-NMR 6:7. 01 (1H, t, J = 7. 3 
2Hz), 7. 31 (2H, t, J = 7. 93Hz), 7. 48 (2H, dd, 
J = 0. 98, 8. 54Hz), 7. 67 (1H, dd, J=l. 83, 8. 1 
7Hz), 7. 73 (1H, d, J = 8. 29Hz), 8. 05 (1 H, d, J 
= 1. 46Hz), 8. 89 (1H, s), 9. 36 (1H, s), 11. 14 
(1H, s) o 

mMM73 :N-^>^;i/-N' - (1, 3-^*3^-2, 

H-5--rv-r>Ku;v) t>vr 

4-7;77W ^ H (8 Omg, 0. .5 Ommo 1) lz h;Vx> lml N 
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DMF'J>m%lJUZ.1}UUL®M\stzl %<D'&, ^>^;W Vi/T^-Y (66mg, 
0. 5 Ommo 1, 1. Oeq. ) &jbP;U 1 1 0°C£T 1 5 0#1f#b*:o 

ttMbfeo *M<Z)&Mb£4fc (9 6mgs 6 5. 7%) &t#fco 
MS m/z :2 9 5. 'H-NMR 6:4. 33 (2H, d, J = 4. 3 
9Hz), 6. 90 (1H, t, J = 5. 98Hz), 7. 22-7. 35 (5 
H, m) , 7. 61 (1H, dd, J = l. 83, 8. 17Hz), 7. 67 
(1H, d, J = 8. 29Hz), 8. 02 (1H, dd, J = 0. 49, 1. 
95Hz), 9. 30 (1H, s) , 11. 08 (1H, s) 0 
mmmi 4 :N- (1. 3-^*y-2, 3-^bPP-lH"5->fV^> 

4-7^7^/W ^ K (8 Omg, 0. 5 Ommo 1) 13 h;i/x> 1 ml, 

DMFii>s*jn^inMb*»bfeo ^©^s n-rowvm-h (42 

mg, 0. 5 Ommo 1, 1. Oeq. ) fcJniU 1 1 0°CfcT 1 5 0#»**b 
SOaW-fb^ (35mg^ 2 8. 9%) fcftfco 

MS m/z :2 4 7. 'H-NMR (5:0. 88 (3H, t, J = 7. 4 
4Hz) , 1. 41-1. 51 (2H, m) , 3. 07 (2H, q, J = 5. 6 
0Hz), 6. 40 (1H, t, J = 5. 60Hz), 7. 58 (1H, dd, 
J = 2. 07, 8. 17Hz), 7. 66 (1H, d, J = 8. 29Hz), 8. 
00 (1H, d, J = l. 7 1Hz) , 9. 14 (1H, s), 11. 06 (1 
H, s) o 

mmm7 5 : n-->^p^*->;m?-;i/-n j - u-eusw t>vr 

^^PA^iMdOOmg, 0. 7 0mmol) ©h/H>i^7^ 
ft^7x^l/7*X7t'JJV (2 3 2mg, 0. 8 5mmol, 1. 2eq.) 
i:h'JxW^> (8 5mg, 0. 8 5mmol, 1. 2eq. ) £Jn& N 1 
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1 0°C£T6 O^JJfBbfco 

4-T^yt:U^> (66mg, 0. 7 0mmol, 1. Oeq. ) 

tDUF'pm^m^ i i o°c^-c 1 5 o^mnbtzo 

ttim fSH©it®fbl» (13mgs 7.9%) fcftfco 
MS m/z :2 3 4. ! H — NMR £ : 0 . 84 — 0. 96 (2H, m) , 
1. 09-1. 25 (3H, m), 1. 33-1. 45 (1H, m) , 1. 58 
-1.72 (5H, m) , 2. 94 (2H, t , J = 6. 22Hz), 6. 37 

(1H, t, J = 5. 73Hz) , 7. 34 (2H, dd, J = l. 46, 4. 
88Hz), 8. 26 (2H, dd, J = 1. 59, 4. 76Hz), 8. 80 

(1H, s) o 

HMS^iJ7 6 : N-->^P^^->;i/^^;i/-N' -(1, 3-^:^7-2, 3- 
^bHP-lH-5--fV^>F'J;V) tf\/T 

^PA^ri/^i (lOOmg, 0. 7 0mmol) Oh;n>«{:7^ 
|bi'7i-;i/7tX7t l J;V (2 3 2mg, 0. 85mmol, 1. 2eq. ) 
£ h iJx^l/7^> (8 5mg, 0. 8 5mmo 1, 1. 2eq. ) ^jJD^s 1 
1 0°CfcT6 0#Jf#bfc o 

4-7U7^;W U* (1 14mg, 0. 70mmol, 1. Oe 
q. ) ilDMF'J>MMs 1 1 0°C£T1 5 0£«$bfco 

mm<h^ (4 6mg, 2 1. 7%) £f#feo 

MS m/z : 3 0 1. 'H-NMR 6 : 0. 8 5- 0. 9 6 (2H, m) , 
1. 07-1. 26 (3H, m), 1. 35-1. 47 (1H, m), 1. 58 
-1. 73 (5H.ni), 2. 97 (2H, t, J = 6. 22Hz), 6. 42 
(1H, t, J = 5. 73Hz), 7. 5 6 (1H, dd, J = l. 95, 8. 
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29Hz) 5 7. 66 ( 1 H, d, J = 8. 30Hz), 8. 01 (1H, d, 
J=l. 71Hz) 3 9. 11 (1H, s) , 11. 06 (1H, s) • 
mMM7 7 : N- (4-EU^;i/) -N' -(2,4, 6-MJ7MP^>^ 

2, 4, 6 - h ij7;i/tD7i~JV|i (1 0 Omg, 0. 5 3mmo 1) © 
h;i/x>^HT^'fb^7x^;i/7^^7^ U;i/ ( 1 7 4mg, 0. 6 3mmo 
1, 1. 2eq. ) £hUx^;i/T^> (64mg, 0. 63mmol, 1. 2 
eq. ) £2JD>L> 1 1 0 o C£T6 0#j£#bfc« 

4-T$.;\Z ] )9> (50mg, 0. 53mmol, 1. Oeq. ) 

tvMF'j>m%iu%.s 1 1 o°cicx2mmffift\stzo 

fct^bfe. «taoMMb^ (8 0mgs 5 6. 5%) £f#fco 
MS m/z :2 6 9. 'H-NMR 6:4. 34 (2H, d, J = 5. 6 
1Hz) , 6. 86 (1H, t, J = 5. 61Hz), 7. 19 (2H, t, J 
= 8. 78Hz), 7. 33 (2H, dd, J = l. 59, 4, 88Hz), 8. 
28 (2H, dd, J = l. 58, 4. 88Hz), 8. 88 (1H, s)o 
mmmi S :N- (1, 3-V**V-2, 3-3?fcpP-lH-5— ' fVj_> 
KU;V) — N 3 - (3-^FD7x-jV) fri/y 

4-7 ? ^ytrU^ ! > (80mg, 0. 85mmol) th;i/x>lml s DM 
F/M^Q^Mb^ibfeo 3--hD7i^Wvm-h (8 

lmg, 0. 8 5mmol, 1. 0eq.)» 1 1 0°Cfc"C 1 8 Ofrmn 

bfco 

JCT&#bfco ^©^b^tl (1 5 0mg N 9 3%) £f#fc 0 

MS m/z :3 2 6. 'H-NMR 6:7. 60 (1H, t, J = 8. 1 

7Hz), 7. 71-7. 80 (3H, m), 7. 85-7. 89 (1H, m), 

8. 04-8. 06 (1 H, m), 8. 56 (1H, t, J = 0. 85Hz), 

9. 46 (1H, s), 9. 55 (1H, s), 11. 17 (1H, s) <, 

mmmi 9 : n- (i, 3-^^-»v-2, kp-ih-5-^v^> 
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HJSl^j7 8®M (8 4mg, 0. 2 6 mmo 1) ©DMF*«fc2kBWb^ 
fc£»(4 4mg, 5 7. 9%) fcfcfc. 

MS m/z : 2 9 6. 1 H-NMR S : 5. 0 5 (2H, s),6. 23 
(1H, dd, J=l. 71, 7. 8 1Hz) , 6. 58 (1H, dd, J=l. 

46, 7. 81Hz), 6. 7 8 (1H, t, J = 2. 07Hz), 6. 92 
(1H, t, J = 7. 93Hz) , 7. 63 (1H, dd, , J = l. 83, 8. 

17Hz), 7. 71 (1H, d, J = 8. 05Hz), 8. 05 (1H, d, 

J=l. 95Hz), 8. 58 (1H, s), 9. 24(1H, s), 11. 1 

2 (1H, s) o 

§HM8 0 : N- (2, -N' - U-KUS?;!/) »l/ 

Z 

2, 6-^^nn7i-JHI(15 0mg, 0. 7 3mmol) ©h;i/x> 
^iC7^7i-/l/7t^7t)J;i/ (2 4 2mg, 0. 88mmol, 1. 
2eq. ) ilhiJxf;i/7^> (8 9mg, 0. 88mmol, 1. 2eq. ) 
&iP*.s 110°C(:t6 0^Ittbfeo 

%<D'&^ 4-7^7K'J^> (69mg, 0. 73mmol, 1. Oeq. ) 

£DMF'j>*£7)n;ts 1 1 o o azx2mmmnLtcc 

i3T?5fe#bfeo «§S©^S-fb^ (7 6mgs 3 2. 4%) fcfffco 

MS m/z :2 9 6. 'H-NMR 6:6. 08 (2H, d, J = 5. 3 

7 Hz) , 6. 73 (1H, t, J = 5. 37Hz), 7. 34 (2H, dd, 

J=l. 58, 4. 88Hz), 7. 38 (1H, dd, J = l. 22, 7. 3 

2Hz) , 7. 51 (2H, d, J = 7. 81Hz), 8. 28 (2H, dd, 

J = l. 71, 4. 88Hz), 8. 84 (1H, s)o 

mmm8 1 : N- (6-»pp-1. 3-^*-*V-2, 3-^fcKP-lH- 
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2, 6-^^nD7irjvW (15 0mg, 0. 73mmol) 
^|K7y|b^7i-Jl'7^7t U;v (2 4 2mg, 0. 8 8mmol, 1. 
2eq. ) th'Jx^;i/7^> (89ms, 0. 88mmol, 1. 2eq. ) 
*iP^.s 1 1 0°C£T6 0#Jf#Ufco 

^©^s 4-7^-5-7PD7^;W^ F (130mg, 0. 6 6mmo 
1, 0. 9eq. ) fcDMF'J>SSJP;U 1 1 O'CiZX 3«bf:« 

ttllts ISftCDMMb^* (1 lmgs 3.8%) *#feo 
MS m/z : 3 9 7. 3 9 9. 'H-NMR 6:4. 60-4. 64 (2 
H, m) , 7. 3 6- 7. 4 6 (3H, m) , 7. 54 (2H, d, J = 7. 8 
1Hz), 7. 87 (1H, s), 8. 71 (1H, s), 11. 28 (1H, 
s) o 

mil&mS 2 : N- (2-7PP^;i/) -N' - (1, 3-^*3^-2. 3 
-^bKP-lH-5-^V^>K'J;i/) frl/T 

2-7PP7i-;VW (8 5mg, 0. 5 0mmol) OFJl/x>^i(c? 
^^7i-;V7t7N7t l J;Kl6 5mg J 0. 6 0mmol, 1. 2e 
q. ) £ h Vx-l-JlTS. > (61mg, 0. 6 0mmol, 1. 2eq. ) £j)P 
£ N 1 1 OVKX 6 O^^Ufeo 

^©^s 4-7^7W ^ F (8 lmg, 0. 5 Ommo 1, 1. Oe 
q. ) tDMF'M^Dis 1 1 0°C£T2l$M*$bfco 

izxm&btzo mmvmmfo&m (37mg N 22. 6%) %mtz 0 

MS m/z :3 2 9. 1 H-NMR 6:4. 40 ( 2 H, d, J = 5. 6 
1Hz) , 6. 94 (1H, t, J = 5. 98Hz), 7. 28-7. 38 (2 
H, m) , 7. 41 (1H, dd, J=l. 7 1, 7. 56Hz), 7. 46 
(1H, dd, J=l. 71, 7. 56Hz), 7. 61 (1H, dd, J=l. 
83, 8. 17 Hz), 7. 68 (1H, d, J = 8. 54Hz), 8. 01 
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(1H, d, J=l. 46Hz), 9. 4 2 (1H, s) , 11. 08 (1H, 
s) o 

3 : N- (2-^PP-6-7;i/tP^>^l/) -N 1 - (1, 3-9 
jrSrV-ls 3-^bKP-lH-6--l > V^>K | J;i/) 

2-^pD-6-7;VtP7i-Jl/ffi (9 4mg, 0. 50mmol) Oh 
;Vx>i|{:7^ll^7i-JV7*^7*iJjl/ (16 5mg, 0. 60mmoi, 
1 . 2 e q. ) £ h \)^)]/TK> ( 6 lmg,- 0 . 6 Ommo 1, 1 . 2 e 
q. ) 1 1 OVlzXQO^mnVtco 

%(D'&s 4-7^7^M ^ K (8 lmg, 0. 5 Ommo 1, 1. 0 e 

q. ) i:DMF'j>MDis 1 1 o°cizx 2mrsmn^tco 

^T^#bfe 0 ^HO^tMlbl^tJ (5 8mgs 3 3. 5%) £t#fco 
MS m/z : 3 4 6, 34 8. 'H-NMR 5 : 4 . 4 9 ( 2 H, d, J 
= 4. 1 5Hz) , 6. 84 (1H, t, J = 5. 49Hz) , 7. 25 (1H, 
dt, J = l. 59, 7. 8 1Hz) , 7. 32-7. 43 (2H, m), 7. 
55 (1H, dd, J = l. 83, 8. 17Hz), 7. 66 (1H, d, J = 
8. 29Hz), 7. 99 (1H, d, J=l. 95Hz), 9. 15 (1H, 
s) , 11. 0 8 (1H, s) o 

mmm8 4 : n-^>^;v-n' - (ih-5-^>#vu;M tur 

5-7^^f>^^ (6 7mg, 0. 5 0 mm o 1 ) £ h;i/x> 1 m 1 N 
DMF'J>g£in£JDMb»bfco ^>^HV^7^-1> (66mg, 

0. 5 Ommo 1, 1. Oeq. ) £AD*n 1 1 0 o CfcTl 8 0#«#bfco 

|#e>ftfcBS£*#^->N/£flO;L33iLfco «SSOMMb^«l (2 lmg, 1 
5.9%) £*#fco 

MS m/z :2 6 6. 'H-NMR 5:4. 31 (2H, d, J = 5. 8 
5Hz), 6. 53 (1H, t, J = 5. 85Hz), 7. 21-7. 28 (2 
H, m) , 7. 2 9 - 7. 3 6 (3H, m) , 7. 4 1 (1H, d, J = 8. 7 
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8Hz), 7. 8 5 (1H, s) , 7. 9 3 (1H, s) , 8. 4 6 (1H, 
s) , 1 2. 8 4 (1H, s) o 

mmM8 5 :N- LL 3-S>3h*V-2. 3- S?fc KP- 1H-5 — f V£> 

(1 15mg, 0. 6 2mmo 1) © h;Vx>$M£TiMb 
J?7i-;i/7^7t'J;i/ (2 0 4mg, 0. 7 4mmo 1, 1. 2eq. ) t 
Y iJai-^-jVT^ > (7 5mg, 0. 7 4mmo 1, 1 . 2 e q. ) fcflQ&N 1 1 

%CD'^ 4-7^7^;HU* (lOOmg, 0. 62mmol, 1. Oe 
q. ) fcDMF'J>«£in*.s 1 1 0-CfcT2l#B4W»b*:o 

fcT^Ufco «ft®*»b£* (9 lmg, 4 2. 7%) ft#fc 0 
MS m/z :3 4 5. 1 H — NMR <5 : 4 . 8 0 ( 2 H, d, J = 4 . 3 
9Hz) , 6. 95 (1H, t, J = 5. 73Hz) , 7. 47-7. 62 (5 
H, m) , 7. 67 (1H, d, J = 8. 29Hz), 7. 87 (1H, dd, 
J=l. 9 5 , 7. 3 2Hz) , 7. 96 (1H, dd, J = l. 46 ,8. 
0 5Hz) , 8. 04 (1H, d, J = 1. 22Hz), 8. 14 (1H, d, 
J = 8. 54Hz), 9. 27 (1H, s), 11. 08 (1H, s) . 
mMM8 6 :N- (1. 3-y*-*V-2. 3 -S>b KP- 1 H- 5 ->f Vj > 
K»j;i/) -N' - (2-~hP^>W frl^T* 

2- - hD7i-jl/ii (9 Omg, 0. 5 Ommo 1) CO h;i^x>^Mt3T 
^7x-/V7t77t'J;M16 5mg ) 0. 6 0mmol, 1. 2e 
q. ) £ h 'JxW^ > (6 lmg, 0. 6 Ommo 1, 1 . 2 e q*. ) 
*. N 1 1 0 8 CfcT6 0^I#bfe o 

^(D'&s 4-7U7^;W ^ b* (8 lmg, 0. 5 Ommo 1, 1. 0 e 
q. ) i:DMF'J>££AD*s 1 1 0°C{3T2^m#bfeo 

ft^ttdlmgx 6. 5%) £f#fco 
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MS m/z : 3 4 0. 1 H-NMR 6:4. 61 (2H, d, J = 5. 3 
7 Hz) , 7. 00 (1H, t, J = 5. 7 3Hz) , 7. 53-7. 70 (4 
H, m) ,7. 76 (1H, t, J = 7. 44Hz) , 8. 00 (1H, s) , 
8. 06 (1H, d, J = 7. 4 4Hz) , 9. 48 (1H, s) , 11. 09 
(1H, s) o 

mnms 7 : n' - (2-r$^>^;i/) -n' - (1, 3 -a?a-*y-2. 

kp- 1 H- 5->r \j± > E l lM 
mMm8Q(Dib^i (4-7^7W^ K^B-a) CDISA (1 OOmg, 

0. 29mmol) ©DMF $&*££zkMj^ =?Vt)h U/^a7/M) &JD*x 

mztitc^te** ;-)]/%m%.*>M\stzo mmomm.i\j^ (2 7mg, 2 

9.7%) fcfcfco 

MS m/z : 3 1 0. 1 H-NMR 6:4. 19 (2H, d } J = 5. 3 
7Hz), 5. 09 (2H, s), 6. 52 (1H, t, J = 7. 3 2Hz) , 
6. 63 (1H, d, J = 7. 32Hz), 6. 72 (1H, t, J = 5. 73 
Hz), 6. 97 (1H, dt, J= 1. 46, 7. 56Hz), 7. 04 (1 
H, d, J=7. 56Hz), 7. 59 (1H, dd, J=l. 95, 8. 29 
Hz), 7. 67 (1H, d, J = 8. 29Hz), 8. 01 (1H, d, J = 

1. 95Hz) , 9. 28 (1H, s), 11. 08 (1H, s) . 
mmM8 8 : N- (2, 4-^PP^>W -N* - (1 . 3-^^rV- 

2. 3-^b KP-lH-5-^V^>KU;i/) frl/T 

2, 4-^^DD7i-Jl/SI (1 0 lmg, 0. 4 9mmo 1) ©b;i/x> 
»t?^^7xr.jl/7t^7t U;b ( 1 6 2mg, 0. 5 9mmol, 1. 
2 eq. ) £ h ijxW^V (6 Omg, 0. 5 9mmo 1, 1. 2eq. ) 
SJniL 1 1 0°CfcT 6 O^Sttbfeo 

^OD^s 4—T^ J 7&)\"i 5. F (80mg, 0. 49mmol, 1. Oe 
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ctMifec n ^nfeigis ^ d d a - ^ ^ ; -MitT» &n 

03aHb£» (9mgs 5.0%) *&fco 

MS m/z :3 6 3. 3 6 5. 'H-NMR 6:4. 37 (2H, d, J 
= 4. 88Hz), 6. 99 (1H, t, J=5. 2 2Hz) , 7. 38-7. 
4 4 (2H, m) , 7. 57-7. 63 (2H, m), 7. 68 (1H, d, J 
= 8. 29Hz), 8. 01 (1H, s), 9. 46 (1H, s), 11. 08 
(1H, s) o 

HfHff!l8 9 :N- (1, 3-^^-»V-2, 3 -^b jjP - 1 H- 5 ->f Vj > 
KU;i/) -N J -(2,3, frl^T* 

2, 3, 6 - h U ^DP7i-M® ( 1 1 8mg, 0. 4 9mmol)GDh 
;i/x>^i{:7^ti^7i-^7t^7t , J;i' (1 6 2mg, 0. 59mmol, 
1. 2eq. ) (60mg, 0. 59mmol, 1. 2e 

q. ) £iD;Ls 1 1 0°C13T6 O^^bfeo 

•=£0^ 4-7^7^M O (80mg, 0. 4 9 mmo 1, 1 . 0 e 
q. ) fcDMF'J>§&;bniU 110°Ctt2liPWIftbfeo 

t^T^bfeo ft£i<Z>£Mi£4to (57mgs 2 9. 1%) 
MS m/z : 3 9 7, 3 9 9. 'H-NMR 5:4.6 3-4.6 6 (2 
H, m) , 6. 87 (1H, t, J=5. 24Hz), 7. 55 (1H, d, J 
= 8. 5 4Hz) , 7. 57 (1H, dd, J=l. 95, 8. 05Hz), 7. 
67 (2H, d, J = 8. 54Hz), 8. 00 (1H, d, J = 1 . 71H 
z) , 9. 14 (1H, s) , 1 1. 09 (1H, s) 0 

mmmQ o ; n- (2, s-yy^jru^yvh) -n j - (i, 3-s?a-*y 

-2. 3-^bf'P-lH-5-^V^>K'J;i/) tfVT 

2, 6 -i?7MD7i-Jl/SSS ( 1 0 lmg, 0. 4 9mmol) ©hJl/x 
>iiC7^b^7i-;i'7t77t , J^ ( 1 6 2mg, 0. 5 9 mmo 1, 1. 
2eq. ) tb'Jxf;i/7^> (6 0mg, 0. 5 9mmol, 1. 2eq. ) 
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ZMtLs 1 1 0"CfcT6 0#«#Ufco 

*cD^n 4-7U7^M ^ h* (8 Omg, 0. 49mmol J 1. Oe 
q. ) £DMF 'Pm*M?L, 1 1 0 o C\ZX2mffi¥ffin\sfco 

©*Mb£4fe (lOmgs 6. 1%) £*§fco 

MS m/z : 3 3 1. l H — NMR 6:4. 64 (2H, d, J = 4. 6 
4Hz), 6. 88 (1H, t, J = 5. 73Hz), 7. 11 (2H, t, J 
= 8. 05Hz), 7. 56 (1H, dd, J=l. 83, 8. 29Hz), 7. 
66 (1H, d, J = 8. 29Hz), 7. 98 (1H, d, J = l. 71H 
z) , 9. 1 5 (1H, s) , 1 1. 08 (1H, s) 0 
mm,M9 1 : N- (1, 3-S?a-*y-2. 3-^bHP-lH-5-^V-f> 
KU;i/) -N J - [2-7)l*n-G- (h'J7MP^^) ^yVMtf\/T 

2 -7JVtD- 6 - h 'J 7;i/tD^f;i/7i-;M ( 1 0 4mg, 0. 4 9 
mmo 1) © h;bx>j§il:7W7i-Jl/7tX7t , J;i/ ( 1 6 3mg, 0 . 
59mmol, 1. 2eq. ) t h U x^;VT $ > (60mg, 0. 59mmo 

I, 1. 2eq.)m 1 1 0°C£T 6 0#jt#Ufco 

^©f^ 4-7U7W ^ K (8 Omg, 0. 49mmol, 1. Oe 
q. ) fcDMFd)>**JniU 1 1 0°C^T2^^^f#bfco 

assure *fc»»x^&ja* N #fmu"r*fc*sii*5au m***-* 

ttt#bfeo f etif^I§7 d d*;i/A - ^ ^ ; sign 
®MMb£4b (18mgs 9. 6%) 

MS m/z : 3 8 1 . 'H-NMR 6:4. 53 (2H, s) , 6. 74 
(1H, t, J = 5. 49Hz), 7. 55 (1H, dd, J = l. 71, 8. 
29Hz), 7. 60-7. 64 (3H, m), 7. 67 (1H, d, J = 8. 
29Hz), 8. 00 (1H, d, J=l. 71Hz), 9. 11 (1H, s), 

II. 09 (1H, s) a 

mffi,M9 2 : n-^>^;v-n } - [AzlQULM t>\z7 

4-7^K^> (50mg, 0. 53mmol) Ch;i/x>lmL DM 
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F^ifciPfciOMUSPUfco %®'&s ^WVm-F (7 lmg, 0. 
53mmol, 1. Oeq. )*JD^ 1 1 OWC 1 2 Oflfcttbfc. 

nxnm», mmviWMM (ismg, 15. 0%) %mc 0 

MS m/z :2 2 7. 'H-NMR £:4. 31 (2H, d, J = 5. 8 
5Hz) , 6. 85 (1H, t, J = 5. 85Hz), 7. 24 (1H, tt, 
J=l. 71, 6. 83Hz), 7. 28-7. 36 (4H, m), 7. 37 
(2H, dd, J= 1 . 56, 4. 76Hz) , 8. 28 (2H, d, J = 6. 
1 0Hz) , 9. 0 1 (1H, s) o 

mmms 3 : n- (2--hp^>^;i/) -n j - j±=M2L2M tfvr 

2-~l>D7i^l'ii (9 6mg, 0. 5 3mmol) Of;i/x>iiC7 
i?ft^7i-;i'7t^7t l JJK17 5mg ) 0. 6 4mmol, 1. 2e 
q. ) ^h'Jx^l/7^> (6 5mg, 0. 6 4mmol, 1. 2eq. ) £3jn 
X, 1 1 0°Ct3T6 0#Jf*$bfco 

^O^s 4-T^^t:U^> (50mg, 0. 53mmol, 1. Oeq. ) 

JM®MMb*tt (2 5mg, 17. 4%) fcfcfco 
MS m/z :2 7 2,2 7 3. 'H-NMR 6 : 4 . 5 8 ( 2 H, d , 
J = 6. 10Hz), 6. 96 (1H, t, J = 6. 10Hz), 7. 35 (2 
H, dd, J=l. 59, 4. 76Hz), 7. 5 5 (1H, dt, J = 1. 4 

6, 7. 80Hz), 7. 61 (1H, dd, J = 1. 10, 7. 6 8Hz) , 

7. 75 (1H, dt, J=l. 46, 7. 56Hz) , 8. 05 (1H, dd, 
J=l. 46, 8. 1 7 Hz) , 8. 29 (2H, d, J = 6. 34Hz), 9. 
20 (1H, s) o 
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mffi,M9 4 : N- (2-^PP^>^l/) -N J - (4-bTU^;i/) »l/7 

2-^DD7i-;vSi(9 1mg, 0. 5 3mmol)ObM>ij|!lC7 
W7x=;V7t^7t'J;i/ (17 5mg, 0. 64mmol, 1. 2e 
q. ) t YV^JVTKy (6 5mg, 0. 6 4mmol, 1. 2eq. ) £flO 
X.s 1 1 0°C£T6 0#jf#bfc o 

4-T^y^U^> (50mg, 0. 53mmol, 1. Oeq. ) 
hDMF 'pm&Mtts 1 1 0°Clct 2BWN£#bfco 

CTMWIs ltt0«Ub£ffcl (53mg 5 3 8 . 1 %) £f#fc 0 
MS m/z :2 6 2. 'H-NMR 5:4. 38 ( 2 H , d, J = 6 . 
10Hz), 6. 90 (1H, t, J = 5. 85Hz), 7. 28-7. 41 
(4H, m), 7. 37 (2H, dd, J=l. 46, 4. 88Hz), 7. 4 
5 (1H, dd, J = l. 46, 7. 68Hz), 8. 29 (2H, dd, J = 
1. 4 6, 4. 8 8Hz) , 9. 13 (1H, s) 0 
Hjfe#iJ9 5 : N- (2, 6-S?:7;M-P^>S?;i/) -N a - 

2, 6-^7jl/tD7i-^i(12 9mg, 0. 7 5 mmo 1 ) <D h;i/x 
>^it7^7i-;i/7t7 7t | j;i/ (2 4 8mg, 0. 9 0mmol, 1. 
2 e q. ) t h 'Jxf;V7^> (91mg, 0. 90mmol, 1. 2eq. ) 

&jn^> 1 1 ovizxQ oftmnbtzo 

%(D'&s 5-7^7^>^;-;M10 0mg, 0. 75mmol, 1. Oe 
q. ) fcDMF'J>*£jD*N 1 1 0-CfcT2«fHI^»MiUfc. 

tt^bfeo l^SO^jfi^^ (Hmgs 6. 2%) SUfe, 
MS m/z : 3 0 2. 'H-NMR 5:4. 39 (2H, d, J = 5. 8 
5 Hz) , 6. 51 (1H, t, J = 5. 73Hz), 7. 10 (2H, t, J 
= 8. 17Hz), 7. 21 (1H, dd, J=l. 95, 8. 78Hz), 7. 
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35-7. 44 (2H, m), 7. 83 (1H, d, J=l. 2 2Hz) , 7. 
92 8 1H, d, J = 0. 98Hz),8.36(lH, s),12. 83 

(1H, s) o 

mmms 6 ; n- r2-?;i/:a-p-6- (h'j7;i/tp^^) ^>^;n -n 
; - (iH-5-Y>yvu;i/) frlxT 

2 6 - h 'J 7JW0 7j-;HS ( 1 5 8mg , 0. 7 5mmo 
1) 0h;i/x>^|t7^^7x^7t^7t'JJl/ (2 4 8mg, 0. 90 
mmol, 1. 2 eq. ) t b 'Jxfjl/7^> (9 lmg, 0. 90mmol, 
1. 2eq. ) *Jait> 1 1 0 o CtCT6 0^«#l/fco 

5-7^7^>^-i!^ (lOOmg, 0. 75mmol, 1. Oe 
q. ) tDMF^Ms 1 1 0X!fcT2ll3M*aWbfc« 

fcTHsifrbfco *M®MHb'&tt (1 2mgs 4.5%) 
MS m/z :3 5 2. 1 H — NMR S : 4 . 52 (2H, d, J = 5. 1 
2Hz), 6. 36 (1H, t, J = 5. 37Hz), 7. 21 (1H, dd, 
J=l. 83, 8. 78Hz), 7. 40 (1H, d, J = 8. 78Hz), 7. 
59-7. 64 (3 H, m), 7. 84 (1H, d, J=l. 22Hz), 8. 
3 5 (1H, s) , 1 2. 84 (1H, s) o 

mmms 7 : n- (2, 3, 4. 5, 6-^>^7;i/^-p^>^) -n } - 
(4-tf';^;i/) fri^r 

2, 3, 4, 5, 6-^>^7MD7ixjHi(10 0mg, 0. 44m 
mo 1) <DY )]/^>&mK.7Whi>y * V ft ( 1 4 6mg, 0. 

53mmol, 1. 2eq. ) hb'JxW^> (54mg, 0. 53mmo 
1,1. 2eq. ) m 1 1 0°C£T6 0#jf#bfco 

%V>'&^ 4-7^7t'J^> (42mg, 0. 44mmol, 1. Oeq. ) 
£DMF>>*£in;U 1 1 0-CfcT2RSHH^»&bfco 



WO 01/56988 



115 



PCT/JP01/00721 



ttJi»^ mmommib^ (52mg, 3 6. 9%) %mzo 

MS m/z :317. 'H-NMR 6:4. 43 (2H, d, J = 4. 8 
8Hz) , 7. 01 (1H, t, J = 5. 73Hz), 7. 34 (2H, dd, 
J=l. 46, 4. 88Hz), 8. 28 (2H, d, J = 6. 34Hz), 9. 
00 (1H, s) o 

mmms 8 ; N- (1, 3-^*7-2, 3-^bKP-lH-5->f V>f > 
jjUik) ~N' - (2, 3, 4, 5, 6-^>^yMU^>t/)l) t)V7 

2, 3, 4, 5, 6-A>^7MD7i-;M(15 8mg, 0. 75m 
mol) 0h;i/x>iilC7i;flj^7x-;V7t^7t , J;i/ (2 4 8mg, 0. 
90mmol, 1. 2eq. ) h h 'J ^ > (9 lmg, 0. 90mmo 

1, 1. 2eq. ) fciniU 110°CCt6 0^1#bfeo 

%(D'&^ 4-7U7^;H (5 9mg, 0. 75mmol, 1. Oe 
q. ) fcDMF'J>S&JOiU 110 o C(lt2»I#Ufeo 

izxmwLtzo m*a>*Mrtt* (i2mgs 7. 0%) *mz 0 

MS m/z :3 8 5. 'H-NMR 6:4. 45 (2H, d, J = 5 . 1 
2Hz) , 7. 07 (1H, t, J = 5. 98Hz), 7. 58 (1H, dd, 
J=l. 71, 8. 05Hz), 7. 66 (1H, d, J = 8. 05Hz), 7. 
97 (1H, d, J = l. 95Hz), 9. 30 (1H, s), 11. 09 (1 

H, s) o 

mmM9 9 :N- (1, 3-S?*-*y-2, 3-^bHP-lH-5--fV-f> 
-N J - (2, 4, 6-h'j7MP^>^;i/) 
2, 4, 6- h U 7WD7i-;i'SSS ( 1 1 4mg, 0. 6 Ommo 1) © 
h;i/i>iii:7^lj^7x-jV7t^7t 'J;M 1 9 8 mg, 0. 72mmo 

I, 1. 2eq. ) t V V^fyy* y (73mg, 0. 72mmol, 1. 2 
eq. ) fciO*x 1 1 0°C£T6 OfrMnhtzo 

%<D'&^ 4-7\;-7$)\s4 X K (9 7mg, 0. 60mmol, 1. Oe 
q. ) bDMF'J>**ijn*> 1 1 0-CM2ftH*i»*Ufco 
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fc-cifefrbfco mmvmmb&V!) (9 imgs 4 6. 4%) 

MS m/z : 3 4 9. 'H-NMR 6:4. 36 (2H, d, J = 4. 6 
4Hz), 6. 91 (1H, t, J = 5. 73Hz), 7. 19 (2H, t, J 
= 8. 6 6Hz) , 7. 57 (1H, dd, J=l. 71, 8. 0 5Hz) , 7. 
66 (1H, d, J = 8. 29Hz), 7. 98 (1H, d, J = l. 71H 
z) , 9. 17 (1H, s) , 11. 08 (1H, s) 0 

mmmi o o : n- (2, 4-y^pp^;i/) -n' - (ih-5-^>^ 

2, 4-^^PD7x-;«(15 4mg, 0. 7 5mmol) ©h;n> 
^Mi3T^'fbi ? >'x-;i/7^^7^';;i/ (2 4 8mg, 0. 90mmol, 1. 
2eq. ) t h U ^3^1/7^ > (9 lmg, 0. 9 Ommo 1, 1. 2eq. ) 
1 1 0°C^T6 0^#bfe o 

y>f >? S J— )\/ ( 1 0 Omg, 0. 7 5mmol, 1. Oe 
q. ) ilDMF^a§JP^s 1 1 0°C£T2B$r^^b£o 

fcTift^bfco ^HcD^Mftl^l (12mgs 4. 8%) 
MS m/z :3 3 4, 3 3 6. 'H-NMR 6:4. 35 (2H, d, J 
= 5. 86Hz), 6. 64 (1H, t, J = 5. 86Hz), 7. 26 (1H, 
dd, J = 1. 71, 8. 90Hz), 7. 39-7. 47 (3H, m), 7. 
61 (1H, d, J=l. 71Hz), 7. 85 (1H, s), 7. 93 (1H, 
s) , 8. 63 (1H, s) , 12. 85 (1H, s) o 

mmmi 01 .-n- (ih-5-^>*vu;i/) -n ? - (2, 3, 

2, 3, 6-h'J^PP7i-jl/M (180mg, 0. 75mmol) ©b 
;n>gti:T^7i-Jl/7t^7tU;i/ (2 4 8mg, 0. 90mmol, 
1. 2 eq. ) th 'Jx^-;i/7^> (9 lmg, 0. 9 Ommo 1, 1. 2 e 
q. ) *iDiU 1 1 0°C£T 6 0#jf#b*:o 

%<D'&s 5-7^^>^;-;i/(10 0mg, 0. 75mmol, 1. Oe 

q. ) ti>MF>j>&*toz-s 1 1 ovizx 2mm*m,nhtzo 
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fcT&^bfco tt£<Z)SjWb6ft (lOmgs 3. 6%) 
MS m/z : 3 6 8, 3 7 0. 'H-NMR 5:4. 6 2 (2H } d, J 
= 5. 37Hz) , 6. 51 (1H, t, J = 5. 49Hz) , 7. 21 (1 H, 
d, J = 8. 78Hz), 7. 40 (1H, d, J = 9. 0 3Hz) , 7. 55 
(1H, d, J = 8. 7 8Hz) , 7. 66 (1H, d, J = 8. 78Hz), 
7. 85 (1H, s), 7. 93 (1H, s), 8. 38 (1H, s), 12. 
84 (1H, s) o 

mmmi 02 : n- (2-^pp-6-7j^p^>^) -n 3 - (ih-5 

2 -^DD- 6 - 7WD7i-;vW ( 1 4 2mg, 0. 75mmol) © 
h;n>i»t7^^7x-;i/7t^7* (2 4 8mg, 0. 90mmo 
1 , 1 . 2 e q. ) £ h 'Jxf;i/7^ > (91mg, 0. 90mmol, 1. 2 
eq. ) £flD;is 1 1 0°CfcT 6 0#8#bfco 

5-7^7^>^;-;i/ (100mg, 0. 7 5mmol 5 1. Oe 

q. ) fcDMF£i>«jD^ 1 1 o°cizx2mm*m,nvtzo 

Htt#bfec IttO&Mb^ft (1 2mg, 5.0%) 
MS m/z :317, 319. 'H-NMR 6:4. 47 ( 2 H , d, J 
= 5. 61Hz), 6. 48 (1H, t, J = 5. 6 1Hz) , 7. 18-7. 
28 (2H, m) , 7. 3 4-7. 4 3 (3H, m) , 7. 84 (1H, s) , 
7. 92 (1H, s), 8. 39 (1 H, s) , 12. 84 (1 H, s) 0 

mmmi 03 : n- (iH-5-^>*y;;t/) -n } - (2, 4, 6-HJ7 

;i/^-p^>>^;i/) 

2, 4, 6- h U7;i/*D7x-;i/||5|ft (1 4 3mg, 0. 7 5mmol)0 
h;i/x>»C7y{b^7i-;i/7t77t l J;i/ (2 4 8mg, 0. 90mmo 
1, 1 . 2 e q. ) t h > (9 1mg, 0. 9 Ommo 1, 1. 2 

eq. ) fciffliU li0 4 CCT6 0M#Ufeo 

%<D'&s 5-7U>f>^;-;K100mg l 0. 75mmol, 1. Oe 
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q. ) tDMF>pm.%i)\\7Ls 11 o e cizx 3 mmmnbtzo 

fcT«s»Ufe 0 m<DMMb64b (23mg, 9. 6%) ftftfco 
MS m/z : 3 2 0. 'H-NMR 6:4. 34 (2H, d, J = 5. 6 
1Hz) , 6. 53 (1H, t, J = 5. 86Hz), 7. 18 (2H, t, J 
= 8. 78Hz), 7. 21 (1H, dd, J=l. 95, 8. 7 8Hz) , 7. 
39 (1H, d, J = 9. 03Hz) , 7. 82 (1H, d, J = 0. 98H 
z) , 7. 92 (1H, s) , 8. 36 (1H, s) , 8. 36 (1H, s) , 
1 2. 8 3 (1H, s) o 

mmmi 04 : N- (2-»pp^>^) -N j - (lH-5-^>ffVU 

2-^nD7i-;W(12 8mg ) 0. 7 5mmol) CDh;H>^tC 
7^b^7x-jl/7t^7t'j;i/ (2 4 8mg, 0. 9 0mmol, 1. 2e 
q. ) h > ( 9 1 mg, 0. 9 Ommo 1, 1 . 2 e q. ) £flD 

* N 1 1 0 a ClCT6 Oatfcttbfco 

^©f^ 5-7^7^>yy-;i/ (lOOrng, 0. 75mmol, 1. Ge 
q. ) i:I>MF'i>«£;&n*.x 1 1 0K!fcT3l$Wi»M>bfco 

£jfcJ&7&s *himx^;v£in;U SrfflbTfcfelgftfcsau »tif;v 
fcTifc&bfeo KlOMIb^ll (19mg> 8. 4%) ftfcfe. 
MS m/z : 3 0 0. 'H-NMR 6:4. 38 (2H, d, J = 5. 6 
1Hz) , 6. 60 (1H, t, J = 5. 9 8Hz) , 7. 25-7. 37 (3 
H, m) , 7. 3 9-7. 44 (2H, m) , 7. 45 (1H, dd, J = l. 
46, 7. 81Hz), 7. 85 (1H, s), 7. 93 (1H, s), 8. 5 
9 (1H, s) , 1 2. 84 (1H, s) o 

mmmi o 5 : n-->£p^s/;m?-;i/-n j - ( ih-5--t >£vu;v) 
Our 

*/#u^3ci/)),&m ( 1 0 7mg, 0. 7 5mmo 1) <D h;i/x>jg»fcry 
{tj^7i-;i/7t7>7t'J;i/ (2 4 8mg, 0. 9 Ommo 1, 1. 2eq.) 
il h >J x^;i/T 5. > (9 lmg, 0. 9 Ommo 1, 1. 2eq. ) £in>U 1 
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1 o°c£T6 ofrmnLtzo 

%(D'&s 5 J << ( 1 0 Omg, 0. 7 5mmol, 1. Oe 

q. ) hDMF/J)im 1 1 0Vl,ZX3KmnnLtzo 

txm&Ltzo mm<D*Mfc£to (I 5mg, 7.4%) fctffco 
MS m/z :2 7 2. 'H-NMR (5:0. 91 ( 2 H, q, J = 1 1 . 
22Hz), 1. 10-1. 26 (2H, m), 1. 32-1. 44 (1H, 
m) , 1. 59-1. 74 (6H, m) , 2. 95 (2H, t, J = 5. 86H 
z) , 6. 07 (1H, t, J = 5. 73Hz), 7. 23 (1H, d, J = 9. 
0 3Hz) , 7. 39 (1H, d, J = 8. 78Hz), 7. 83 (1H, s) , 
7, 92 (1H, s), 8. 28 (1H, s), 12. 82 (1 H, s) c 
mmmi 06 : N- (2, 6-^PP^>^) -n' - (lH-5--<>y 

our 

2, 6- > ^DD7i^HI(12 3mg ) 0. 6 0 mmo 1 ) © h;i/x> 
»7^jb^7x^l/7tX7t'J^ (19 8mg, 0. 7 2mmol, 1. 

2 e q. ) h 'JxW^ > (7 3mg, 0. 7 2mmo 1, 1. 2 e q. ) 

1 1 0°CfcT6 0#»#bfco 
5-7^^>^;-;i/ (8 0mg, 0. 60mmol, 1. Oe 
q. ) i:DMF'J>MMs 1 10-CfcT2Wil*»»tfe. 

6iT«s^bfc. tiA®«Mb£tt (7mgs 3. 5%) £*#fco 
MS m/z :3 3 4, 3 3 6. 'H-NMR 6:4. 58 (2H, d, J 
= 4. 88Hz), 6. 40 (1H, t, J = 5. 24Hz), 7. 21 (1H, 
dd, J = l. 83, 8. 90Hz), 7. 34-7. 42 (2H, m), 7. 
51 (2H, d, J = 8. 05Hz), 7. 85 (1H, s), 7. 93 (1H, 
s) , 8. 3 8 (1H, s) , 1 2. 84 (1H, s) . 

mnmi o i : n- ( 1 H-5-^>^y -n' - ( 1 -±7*)],*? 

l-^-7«t (14 0mg 5 0. 7 5mmol)©bM>Mfc7^ 
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^7i-;i/7t7 7^'J^ (248mg, 0. 9 Ommo 1, 1. 2 eq. ) t 
h 'Jx^7^> (9 1 mg, 0. 9 Ommo 1, 1. 2 e q. ) %j]U7Ls 1 1 
0°C£T6 0#m#Lfco 
%(D&s 5-7^^f>^;-;i/ (lOOmg, 0. 7 5mmol, 1. Oe 

q. ) tDMF>pm*toz., 1 1 o°cizx3mmm,nvtzo 

fcT&frbfco «IA6DMIft^4to (2 0mgs 8. 4%) 
MS m/z :316. 'H-NMR <5 : 4 . 78 (2H, d, J = 5. 6 
1Hz) , 5. 78 (1H, t, J = 5. 61Hz), 7. 26 (1H, dd, 
J=l. 95, 8. 78Hz), 7. 41 (1H, d, J = 8. 78Hz), 7. 
47-7. 62 (4H, m), 7. 84-7. 88 (2H, m), 7. 93-7. 
98 (2H, m) , 8. 16 (1H, d, J = 8. 29Hz), 8. 45 (1H, 
s) , 1 2. 8 5 (1H, s) o 

1 0 8 : N- (£U^;i/) -N' - (2, 3, 6-bV7)l*n^>¥ 

2, 3, 6-h l J7MD7xr;«(10 0mg J 0. 5 3mmol) O 
h;Vx>^Ifc7^7i^7tX7t'JjV ( 1 7 3mg, 0. 63mmo 
1, 1. 2eq. ) i:h'JxW^> (64mg, 0. 63mmol, 1. 2 
eq. ) £in*. N 1 1 0°C(CT6 0^it#bfeo 

%<D'&.^ 4-7$S\ZVS» (5 0mg, 0. 5 3mmol, 1. Oeq. ) 
tDMF^jDt 1 1 0-CfcT3«PBHJt»bfco 

fcTlMKSU «S©«lfl5^* (6 2mg, 4 2. 2%) £t#fco 
MS m/z : 281. 'H-NMR : 4 . 41 (2H, d, J = 5. 6 
1Hz), 6. 94 (1H, t, J=5. 8 6Hz) , 7. 10-7. 17 (1 
H, m), 7. 34 (2H, dd, J = l. 59, 4. 76Hz), 7. 42- 
7. 47 (1H, m), 8. 28 (2H, dd, J=l. 46, 4. 88Hz), 
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8.9 4 (1H, s) o 

mmmi 0 9 : N- (l, 3-^*3^-2, 3-^fcKP-lH-5->f V>f 
>JJ)_M ~N J -(2,3, 6-h'J7MP^>^) $±T 

2, 3, 6 - h ij7JVtD7i-;HI ( 1 0 Omg, 0. 5 3mmo 1) © 
Y)]/^yW&lz.T¥ikVy ^-fr?*^?-* ( 1 7 3mg, 0. 63mmo 
1, 1. 2eq. ) i:h'Jxf;i/7^> (64mg, 0. 6 3mmol, 1. 2 

eq. ) mutts liovfcxeofrnnvtco 

%(D'&^ 4-7^7 7^MU' (85mg, 0. 53mmol, 1. Oe 

q. ) tDMFii>Miip^ 1 1 o°c\,zx3mmmnvrzo 
tt^ifeo m^konm^m aoomgs 54. 6%) %mtz 0 

MS m/z :3 4 9. 'H-NMR 6:4. 43 (2H, d, J = 5. 3 
7Hz), 6. 98 (1H, t, J = 5. 8 6Hz) , 7. 11-7. 18 (1 

H, m) , 7. 40-7. 50 (1H, m), 7. 58 (1H, dd, J = l. 
83, 8. 05Hz), 7. 66 (lH,d, J = 8. 05Hz), 7. 98 
(1H, d, J = 1. 46Hz), 9. 21 (1H, s), 11. 08 (1H, 

S) o 

mmmi 10 : n- (ih-5-^>^;ij;i/) -n } - (2. 3, 6-h;7 

2, 3, 6 - h ij7Jl/tD7i-jVM ( 1 0 Omg, 0. 5 3mmo 1) <D 
Y)\/^y^mz.Ti?i\j*J7 x--fr7*7sy* V)l ( 1 7 3mg, 0. 63mmo 

I, 1. 2eq. ) (64mg, 0. 63mmol, 1. 2 
eq. ) £in£s 1 10°Cl,ZX6 0ftMnistzo 

%<D'&. 5 -T^ y-f >#V— ;V ( 7 Omg, 0. 53mmol, 1. Oe 
q. ) tDMFiDieat 1 1 0°CtT3^J|#bfeo 

fcTft&bfco JfSS (15mgs 8. 9%) £f#fc 0 

MS m/z : 3 2 0. 'H-NMR 6:4. 41 (2H, d, J = 5. 6 
1Hz), 6. 62 (1H, t, J = 5. 86Hz), 7. 10-7. 17 (1 
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H, m) , 7. 21 (1H, dd, J = l. 83, 8. 78Hz), 7. 40 
(1H, d, J = 8. 78Hz), 7. 40-7. 48 (1H, m), 7. 82 
(1H, d, J = 1. 71Hz), 7. 92 (1H, s), 8. 41 (1H, 

s) , 12. 8 5 (1H, s) o 

mmmi 1 1 ; n- o-^hP^^) -n j - u-eusw 2±z 

3-- FD7x-JHi ( 1 0 Omg, 0. 5 5mmo 1) CD Wl/x>$gifcK: 
7^b^7zr;V7t^7t ( 1 8 2mg, 0. 6 6mmol, 1. 2e 
q. ) th'Jx^;i/7^ (67mg, 0. 66mmol, 1. 2eq. ) 
&s 1 1 0°CfcT6 0^jfH*Ufeo 

^•CD^s 4-7V^'J^> (52mg, 0. 55mmol, 1. Oeq. ) 
fDMF'P&%mZs 1 1 0^CCT3«#bfeo 

IIWcli§A7A^P7h^7>f- [>>>j*^;k 7no*M-^^7 

-;H fc-CHttftx t&aa>MMs£tt (2 5mg, 16. 7%) £t#fco 
MS m/z :2 7 3. 'H-NMR 6:4. 41 (2H, d, J = 6. 1 
0Hz), 7. 07 (1H, t, J = 5. 98Hz), 7. 38 (2H, dd, 
J = l. 59, 4. 76Hz), 7. 64 (1H, t, J = 7. 81Hz), 7. 
78 (1H, d, J = 7. 81Hz), 8. 12 (1H, dd, J=l. 46, 
8. 05Hz) , 8. 17 (1H, s), 8. 29 (2H, dd, J = l. 46, 
4. 8 8Hz) , 9. 1 9 (1H, s) o 

mmmi 1 2 : N- (3-TK^^>^)l) -N' - (1, 3-i?**V-2, 
3-^h HP- lH-5-^V^>KU;i/) t>VT 

3-- hD7x"JHi (lOOmg, 0. 5 5mmol) ©h;i/x>iil: 
7W7i-;i/7*^7* ( 1 8 2mg, 0. 6 6mmol, 1. 2e 
q. ) t h Ux^-;VT^> (67mg, 0. 66mmol, 1. 2eq. ) £in 
;L S 1 1 0°C£T6 OttMnistco 

%<D'&, 4-7^7^^ ^ K (89mg, 0. 55mmol, 1. Oe 
q. ) fcDMF'Mm 1 1 0°C£T3l$F»#bfeo 
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04-7;;7W ^ K#4>b?g<roWfco - hD^ (4 5mgs 2 4. 1 

%) zmco 

mmtz-hvfo (mmtomg?), 40mg, 0. 12mmol) CDMF 
fciPiL ymih^WA (*/l*-a7/M) ^iD^-s zkfltMlb^fcT6 0 

ilOMfe^ll (16mg, 44. 4%) 4»fco 

MS m/z :310. 'H-NMR 6 :4. 17 ( 2 H, d, J = 5. 3 
7Hz), 5. 03 (2H, s), 6. 38 (1H, s), 6. 44 (2H, d, 
J = 7. 8 1Hz) , 6. 51 (1H, s), 6. 79 (1H, dd, J = l. 
95, 8. 05Hz), 6. 96 (1H, t, J = 7. 68Hz), 7. 60 
(1H, dd, J=l. 71, 8. 29Hz), 7. 67 (1H, d, J = 8. 
29Hz), 7. 74 (1H, s), 8. 03 (1H, d, J=l. 95Hz), 
11. 0 8 (1H, s) o 

mmmi 13 :n- (4-hb'P^>-3-^h»^>^) -n j - (ih 
- 5 zd >£2J1M 

4-s<l/P)l**i/-3-* h^^>7i-MIS (2 0 Omg, 0. 7 3mm 
o 1) © hil/X^iCT^V^x-^tX^t'J^ (2 4 2mg, 0. 8 
8mmol, 1. 2eq. ) JihUxW^ (8 9mg, 0. 8 8mmol, 
1. 2eq. ) £iD;U 110°CCt6 0^I#bfec 

^•CD^s 5-7^>f>^;-;V (9 8mg, 0. 73mmol, 1. Oe 
q. ) tDMF^MSDt 1 1 0°ClZX3mmmWLtco 

fcT^bfeo &H (26mgs 8. 8%) £*§feo 

(2 0mg, 0. 0 5mmol) ODMF^it7(c^t7^') 
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|£A0£Mfts6tt (8mg, 5 3. 3%) 
MS m/z :312. l H — NMR 6 : 3 . 7 5 ( 3 H, s ) , 5 . 6 9 

(2H, d, J = 5. 6 1Hz) , 6. 39 (1H, t, J = 5. 61Hz), 
6. 7 2 (2H, s) , 6. 89 (1H, s), 7. 25 (1H, dd, J=l. 
83, 8. 7 8 Hz), 7. 40 (1H, d, J = 8. 78Hz), 7. 85 

(1H, s), 7. 93 (1H, s), 8. 40 (1H, s), 8. 82 (1H, 
s) , 1 2. 8 4 (1H, s) o 

mmmi 14 : n- ri- (3, 4-^pp^>^) -4-k^us?;i/i - 
n- (iH-5-^>^VU;i/) r^y 

4-^'JH>- (77mg, 0. 50mmol) £3, 4 

-y/7DD^>^MD'J K (9 8mg, 0. 5 Ommo 1, 1 . 0 eq. ) <0 
T-feh-h'J^tt^'J^A (13 8mg, 1. Ommol, 2. Oe 
q. ) Km*-. MfcT151*IM**l/fc. 

t#e>tife^-r;v©^^y-;^r^ 5 -t^ y-r (53mg, o. 

4 Ommol, 0. 8eq. ) fciPits fftt (-») fc^MfcT 5#IH«# 
bfco *^Ts #7>t'J^>3>ri/>^^ (5 6mg, 0. 6 Ommol, 
1. 2eq. ) ^mfLs MfcTl 8ttlBWHtbfc. 

KitSIWIn *Jfifls^« (10 0mg> 5 3. 2%) 

fee 

MS m/z :3 7 5. 1 H — NMR 5:1. 34 — 1. 45 (2H, m), 



WO 01/56988 ^ a PCT/JP01/00721 

^ 125 

1. 9 4 (2 H, d, J=l 1. 4 7Hz) , 2.12 (2H, t , J=10. 
86Hz), 2. 77 (2H, d, J=ll. 47Hz) , 3. 12-3. 30 
(1H, m) , 3. 49 (2H, s) , 5. 10 (1H, d, J = 7. 56H 
z) , 6. 67 (1H, s), 6. 81 (1H, dd, J = 2. 07, 8. 90 
Hz), 7. 25 (1H, d, J = 8. 78Hz) , 7. 31 (1H, dd, J 
= 1. 83, 8. 17Hz), 7. 55 (1H, d, J=l. 95Hz), 7. 
58 (1H, d, J = 8. 05Hz), 7. 73 (1H, s), 12. 55 (1 

H, s) o 

mmmi 1 5 ; n- r 1- (3. 4-^^;w^>^;M - 4-e^u^;i/i - 

N- (lH-5—f>*VU;i/) 

p> . iTfcfp^i • ggftfi (77mg, 0. 50mmol) £3, 4 

-^^fMV^D'J h* (9 7mg, 0. 5 Ommo 1, 1. Oeq. ) © 

T-fe b- h U ;i/fcttfclWft* U ( 1 3 8mg, 1. Ommol, 2. Oe 

q. ) £JD*.n MfcTl7BIH«**Ufco 

^Hfc^^O^^-^rt^ 5-7^^f>^;-JV (5 3mg, 0. 
4 Ommol, 0. 8eq. ) Mt (-*) ftiD*MfcT 5#W«# 

Ufeo 5p7>t'J^>3>71/'^^ (5 6mg, 0. 6 Ommol, 

I. 2eq. ) fciD*.* IItt4«#bfco 

R|6»7«n ^7jc^±hU«>A7jct:toU * p P^A&m Ufe« £pp 

iSSiifco n^nfeai^*7A^PTh^7^- |»u#y;k ^pp 

fcTlUMk mm<h&M (4 5mgs 2 6. 9%) &ftfc 0 
MS m/z :3 3 5. 'H-NMR 5:1. 32-1. 45 ( 2 H , m) , 
1. 94 (2H, d, J=l 1. 7 1Hz) , 2. 19 (3H, s) , 2. 13 
-2. 18 (2H, m), 2. 21 (3H, s), 2. 76-2. 87 (2H, 
m), 3. 15-3. 25 (1H, m), 3. 43 (2H, s), 5. 07-5. 
19 (1H, m), 6. 66 (1H, s), 6. 81 (1H, dd, J=l. 9 
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5, 8. 7 8Hz) , 7. 01 (1H, d, J = 7. 07Hz), 7. 07 (1 

H, s), 7. 08 (1H, d, J = 7. 07), 7. 25 (1H, d, J = 8. 
78Hz), 7. 73 (1H, s), 12. 55 (1H, s)o 

mmmi 1 6 ; n- (ih-5-^>^u;m -n- ri - (2-^??-;i^ 

K>- lzk*l&-ffij&*g (77 mg, 0. 50mmol) t2- 
(^D^E^^-;i/) t7^1/> (1 10mg, 0. 50mmol, 1. Oeq. ) 
07^b-hij;i/^(i»iJ>)A (13 8mg, 1. Ommol, 2. Oe 
q. ) *MtL, ^MfcTl 7BffM#bfco 

5-7^y^>^;-;i/ (5 3mg, o. 

40mmol, 0. 8eq. ) £in;U ft$ (-») &in*£»fcT 5#B»# 
Ufco 2K#Ts *7>K>jy>3>^l/y^ (5 6mg, 0. 6 Ommol, 

I. 2eq. ) Sfifc*Cl5«?W*#|ibfeo 

Ifc^Jci^h V£A7j<fc&inU ^DoWidibfco tits 

*;i/A fcTJHHK&s £»fb£4& (9 8mgs 5 4. 9%) %Wfco 
MS m/z : 3 5 7. 'H-NMR 6 N :1.37-1.50 (2H, m), 
1. 92-2. 01 (2H, m), 2. 13-2. 2 2 (2H, m) , 2. 83 
-2. 9 5 (2H, m) , 3. 18-3. 29 (1H, m), 3. 63-3. 7 
6 (2H, m), 5. 10-5. 15 (1H, m), 6. 67 (1H, s), 6. 
82 (1H, dd, J = 1. 95, 8. 78Hz), 7. 25 (1H, d, J = 
8. 78Hz), 7. 46-7. 54 (3H, m), 7. 73 (1H, s), 7. 
81 (1H, s), 7. 86-7. 92 (3H, m), 12. 55 (1H, s) e 

Iffiji 17 : N- f l - (3-7;^p^>^;b) -4-fcr^u^;H -N- 

(lH-5-^>^VJ;i/) 7*y 
4-£^U h*> • I7J0M1 • JfiBftff (154mg > 1. Ommol) h3-7 
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jl/tDO^jV^D'J F (1 4 5mg, 1. Ommol, 1. Oeq. ) 

h V frfemzfim-ti I) t>U (2 7 6 mg, 2. Ommol, 2. Oeq. ) 
ftiDiU ^t-T 1 7^P^#bfeo 

mt>ntc*'t)\<(D*#;-)]/®mtes 5-7$ >^ >^v-;b d o 6mg, 

0. 8 Ommol, 0. 8eq. ) 1tlM%.s WM (-*§) ZmZ^UlZX 5ftm 

mnvtco ?mTs #7^'j^>ruy^ (i 1 2mg, 1. 20mm 

01, 1. 2eq. ) £fln;Ls ^MfcT 1 5 mmffinvfoo 

jJ>;1/A - £9 J —)]/] CTlIts MMb£* (195mgs 6 0. 0%) £t# 

MS m/z :3 2 4. 'H-NMR (5:1. 3 4.- 1. 4 5 (2H, m), 
1. 94 (2H, d, J=ll. 22Hz) , 2. 11 (2H, t, J=10. 
73Hz), 2. 79 (2H, d, J=l 1. 71Hz), 3. 15-3. 27 
(1H, m), 3. 50 (2H, s), 5. 10 (1H, d, J = 8. 05H 
z), 6. 66 (1H, s), 6. 81 (1H, dd, J=l. 95, 9. 03 
Hz), 7. 63 (1H, dt, J = 2. 68, 8. 78Hz), 7. 12 (1 
H, d, J = 8. 78Hz), 7. 15 (1H, d, J = 7. 56Hz), 7. 
25 (1H, d, J = 8. 78Hz), 7. 36 (1H, q, J = 7. 34H 
z) , 7. 72 (1H, s) , 1 2. 5 5 ( 1 H, s) o 

mmmi 1 8 : n- (iH-5--i > >yy;;i/) -n- { 1 - \a- (HJ7;i/ 

4 - tf i; K > • 1 zkftltl • tfU&l ( 1 5 4 m g , 1 . 0 mm o 1 ) £ 4 - h 
U7;i/^-n^^-;i/^>^;i/^D'J K (2 3 9mg,« 1. Ommol, 1. Oe 
q. ) ©T-tz h-h U;i/**K:jBilt*U^A ( 2 7 6mg, 2. Ommol, 2. 
Oeq. ) ^iP^s MfcTl 7WMBWffbfc. 
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»6Jxfe*>f;vo^^^-;i/»«[t:N s-TXJ<<yyv~fr (i06mg, 

0. 8 0mmol, 0. 8eq. ) £fln;L^ »»(-») £in*gMfcT 5#IS 
littbfeo *#Ts #*>KU3»3>7l/**a (112mgi 1. 2 0mm 

01, 1. 2eq. ) fciDiU gfittl5Wjfbfeo 

&Wb£tt (210mg N 6 2. 4%) %m 

MS m/z :3 7 4. 'H-NMR 6:1. 35-1. 46 ( 2 H , m) , 
1. 95 (2H, d, J = l 0. 98Hz) , 2. 14 (2H 3 t, J=l 1. 
22Hz), 2. 79 (2H, d, J=l 1. 22Hz) , 3. 12-3. 24 
(1H, m) , 3. 58 (2H, s) , 5. 11 (1H, d, J = 8. 05H 
z), 6. 67 (1H, s) , 6. 82 (1H, dd, J = 2. 07, 8. 78 
Hz), 7. 25 (1H, d, J = 8. 78Hz), 7. 54 (2H, d, J = 
8. 05Hz), 7. 69 (2H, d, J = 8. 05Hz), 7. 73 (1H, 
s) , 1 2. 5 5 (1H, s) o 

mmmi 1 9 : n- ( ih - 5->f >*vu;i/) -n- ci - o-* h^>>^ 

4-t^U (154mg, 1. Ommol) £3-p< 

h^>^>^;i^n U K ( 1 5 7mg, 1. Ommol, 1. 0eq.)cDT-fe 
h=bU;i/»«[K:jRR*U»>A (2 7 6mg, 2. Ommol, 2. Oeq. ) 
£J03.s mUKXl 7«fH«ffbfeo 

7j<WISlP^7jc{3T^#bs Kith'^Att^ «6»*«£EeaScbfeo 

ft^nfe^-r ;Ko^^y-;v»*^N s-7%j<iyw—fr d 06mg, 

0. 8 Ommol, 0. 8eq. ) £#Q*> B£®'(-8§) *JlD*.MfcT5£M 
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I^lfeo *7>t'J^>3>7Uy^X (112mg, 1. 20mm 

Ol, 1. 2eq. ) %M\Zs MfcTl5ll#llfl«#bfc« 

A - ^ * y CTHttfl, MMb#» (16 7mg N 4 9. 6%) ftff 

fee 

MS m/z :3 3 6. 1 H — NMR 5:1. 38 — 1. 48 ( 2 H, m) , 
1. 92-2. 00 (2H, m) , 2. 20-2. 31 (2H, m), 2. 68 
-2. 90 (2H, m), 3. 20-3. 28 (1H, m) , 3. 48-3. 7 
0 (2H, m) , 3. 7 5 (3H, s) , 5. 10-5. 17 (1H, m) , 6. 
67 ( 1 H, s)\ 6. 81 ( 1H, dd, J = l. 95, 9. 03Hz), 6. 
83-6. 93 (3H, m) , 7. 22-7. 28 (2H, m) , 7. 73 (1 
H, s) , 12. 5 6 ( 1 H, s) o 

mmmi 20 ; n- ri - (4-x?-;w*>s?;i/) -n- 

(lH-5--f>WJ;i/) T$> 

4-h°^U K> • ldcffigl • fi&ffi ( 1 5 4mg, 1 . Ommo 1) 
fM>WDiJF [2#g£#3 0%££*f] (15 5mg, 1. 0mm 
ol, 1. Oeq. ) ©T-feh-hi^l/gf^^K^U^A (2 7 6mg, 2. 
Ommol, 2. Oeq. Ifitt 1 7KfF«bfe 0 

Rjfc»73u s^47kfc^Jnb»K^^;n=tttmbfeo »tx^i/iii N 
^e>nfe*>f;i/©^^^-;i/^fcN 5-r$>>-f >*v-;»/ (i06mg, 

0. 8 Ommol, 0. 8eq. ) £iD;Ls WfWL (-») fcinfcgfifcT 5#IB 
»»bfeo tK^Tx ^7>trU^>3>ri/y^^ (1 1 2mg, 1. 2 0mm 

01, 1. 2 eq. ) £fln;Ls SfiCT 1 5 «HH«#bfeo 
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*;i/A-**y-;i/] CTlits ^ih^m (10 5mgs 3 1. 4%) 

MS m/z :3 3 4. 1 H — NMR 6 : 1. 34 ( 3 H , t , J = 7 . 5 
6Hz), 1. 47-1. 59 (2H, m), 2. 09 (2H, d, J=ll. 
71Hz), 2. 19 (2H, t, J=10. 49Hz), 2. 90 (2H, d, 
J = 1 1 . 95Hz), 3. 28-3. 37 (1H, m), 3. 54 (2H, 
s), 6. 79 ( 1 H, dd, J = 2. 20, 8. 29Hz), 6. 81 (1H, 
s), 7. 16 (2H, d, J = 8. 05Hz), 7. 25 (2H, d, J = 8. 
05Hz), 7. 29 (1H, d, J = 8. 78Hz) , 7. 87 (1H, d, 
J = 0. 98Hz) o 

mmmi2i :n- ri - -4-i^^u^;i/i -n- 

(iH-5--r>^vu;v) 

A-.X*y-;i/] fcT^-f^PgH;:, ^^3^AbTV^fe2teM^ (5 2mgs 
15. 5%) *mtzo 

MS m/z :3 34. 'H — NMR 5:1.23 (3H, t, J = 7. 4 
4Hz), 1. 43-1. 55 (2H, m), 2. 07 (2H, d, J=ll. 
95Hz), 2. 21 (2H, t, J = 10. 86Hz), 2. 74 (2H, q, 
J = 7. 48Hz) , 2. 89 (2H, d, J = ll. 71Hz) , 3. 2 9- 
3. 39 (1H, m), 3. 54 (2H, s), 6. 78 (1H, dd, J = 2. 
07, 8. 66Hz), 6. 81 (1H, d, J=l. 71Hz), 7. 11- 
7. 25 (3H, m) , 7. 26 (1H, d, J = 7. 81Hz) , 7. 32 
(1H, d, J = 7. 32Hz), 7. 88 (1H, d, J = 0. 98Hz) 0 

mmmi 2 2 : n- (ih-5-><>wj;]/) -n- n - (4-4 

4-b'^'J K> • iTklOD -Jfittgl (1 5 4mg, 1. Ommol) £4-^ 
V/P^KV^^D'JF [2{4M^1 0%§^tf] (169mg, 1. 
Ommol, 1. 0 eq. ) 07* h - b V ^mmzfitm* W 2* (2 7 6mg, 
2. Ommol, 2. 0eq.)m ifittl7M#Uo 
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f#£ft£^;i/©^y-;W£M£x 5-TS7>f >*V-;i> (106mg, 

0. 8 0mmol, 0. 8eq. ) &flD;L tttt *iD*.MfcT 
I#Ufeo MTs #7>^"J^>3>71/y^^ (112mg, 1. 2 0mm 

01. 1. 2eq. )ftid*N ^Ctl5RfWUo 

*;i/A-**y-;i/] fcT»«ftN m^b^rtl (8 8mg^ 2 5. 2%) £t#fco 
MS m/z : 34 8. 'H-NMR (5:1. 24 (3 H, s), 1.26 
(3H 5 s) , 1. 45-1. 56 (2H, m), 2. 08 (2H, d, J=l 

2. 2 0Hz) , 2. 18 (2H, t , J = 1 1. 34Hz), 2. 86-2. 
29 (3H 3 m), 3. 27-3. 36 (1H, m) , 3, 52 (2H, s) , 

6. 80 (1H, dd, J = 2. 20, 9. 0 3Hz) , 6. 81 (1H, s) , 

7. 18 (2H, d, J = 8. 05Hz), 7. 25 (2H, d, J = 8. 78 
Hz), 7. 28 (1H, d, J = 8. 54Hz), 7. 87 (1H, d, J = 
0. 9 8Hz) o 

mmmi 23 : n- (iH-5-^>y^u;i/) -n- ri - o-7i;^> 

4-fcWJ h*> • lzMtttU • ttftfi ( 1 5 4mg, 1 . Ommo 1) t 3 -7 
i^W^^n'J h* (2 1 9mg, 1. Ommo 1, 1. 0 eq. ) (OT 
Hz h~h U^/**K:iSi»*U^A (2 7 6mg, 2. Ommol, 2. Oe 
q. ) 4JniU lfii:Tl7^Wbfco 

7j<St>*t§fa^7KCT^#U aaT-b'J^CTft^x i8£***EEe*bfe. 

H^iifet'fM^^^-^fcN 5-T^y>f >^V-;i/ (10 6mg, 
0. 80mmol, 0. 8 e q . ) "&2lD>L mWt (-$) ftJmfcMfcT 5#H 
8t#lfec*^ 3l?7>tiJ^>3>7*U<^^ (112mg > 1. 2 0mm 
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01, 1. 2eq. ) ^CTl5B#K»bfeo 

«E@3cUfe„ §^nfeM*7A^DYh^7^f- [^Dft^k *pp 
*;)/A - fcTMMfcs «fb£^ ( 1 6 4mg s 4 1. 1 %) 

MS m/z :3 9 8. 1 H — NMR <5:1. 44-1. 56 (2H, m) 

2. 08 (2H, d, J = 12. 20Hz), 2. 13-2. 23 (2H, m) 

2. 87 (2H, d, J = l 1. 47Hz), 3. 27-3. 35 (1H, m) 

3. 53 (2H, s), 6. 80 (1H, dd, J = 2. 20, 8. 05Hz) 
6. 81 (1H, s) , 6. 89 (1H, dd, J = l. 71, 8. 05Hz) 
6. 99-7. 12(5 H, m), 7. 27-7. 36(4 H, m), 7. 87 
(1H, d, J = 0. 9 8Hz) o 

mmmi 24 : n- (ih-5-^>^/u;i/) -n- [ 1 - u-^;i/-3 

4-tf^U K> • ItKW-^M (1 54mg, 1. Ommol) t4-t 
?-)]/- 3 -zhD^v^nU K ( 1 8 6mg, 1. Ommol, 1. Oe 
q. ) ©T-fe b- h U^jS»fcia»* 'J^A (2 7 6mg, 2. Ommol, 2 

oeq. ) ^mzxi7mmmnLtc 0 

mzftttj fro** ;-n<mm. 5-T$;<t (i06mg, 

0. 8 Ommol, 0. 8eq.)£flD*> (HB) ^Q^iSfclT 5£f^ 
I^lfeoMTv #7>t:'J^>3>^^^ (112mg, 1. 2 0mm 

o 1, 1. 2eq. ) istti 5mr^mnhtco 

0 3mgs 3 5. 5%) £l#fco 



WO 01/56988 



133 



PCT/JP01/00721 



MS m/z :3 6 6. l H-NMR 6:1. 34-1. 4 6 (2H, m) , 
1. 94 (2 H, d, J = 1 0. 98Hz) , 2. 13 (2H, t, J = 1 0. 
37Hz), 2. 50 (3H, s), 2. 79 (2H, d, J = 1 1. 71H 
z) , 3. 14-3. 26 (1H, m) , 3. 56 (2H, s), 5. 11 (1 
H, d, J=7. 81Hz) , 6. 67 (1H, s) , 6. 52 (1H, dd, 
J = 2. 07, 8. 78Hz), 7. 25 (1H, d, J = 8. 78Hz), 7. 
46 (1H, d, J = 7. 81Hz), 7. 56 (1H, dd, J=l. 59, 
7. 8 1Hz) , 7. 73 (1H, s), 7. 91 (1H, d, J=l. 46H 
z) , 1 2. 5 5 (1H, s) o 

mmmi 25 : n- (i-x*-;i/-4-e^'Js?;i/) -n- (ih-5-^>^ 

1 -x^;i/-4 -f K> (7 6mg) s 5 -75 J <i >W—/U (6 7m 
g) , mm (0. 02ml) ^^;-JKlml) t»»U 

t: u y >m ( o . 0 6mi) ssst tfeo fiiss^ttis^M-e 1 8 mmmn b 

(3/1) -ettffibfco #4M*^«UH-h u»>A-e«J»u ^ET^ 
b-as e> nfea* ^ ^ n d a/^ * y -^-csiB-r s h p l c t 

JiDHMKU M^«5 0mg N iW4 1%T*#*ro 

'H-NMR ( CD C 1 3, 4 0 0MHz) : 1. 06 (t, J = 7. 3Hz, 3 

H), 1. 42-1. 53 (m, 2H), 2. 02-2. 17 (m, 4H), 2. 

42 (q, J = 7. 1Hz, 2H), 2. 86-2. 95 (m, 2H), 3. 2 

1-3. 33 (m, 1H) , 6. 7 0- 6. 7 6 (m, 2H) , 7. 23 (d, 

J = 8. 5Hz, 1H) , 7. 8 1 (s, 1H) 0 

K«#*ftt (ES I-MS, m/z) : 2 4 5 (M + +l) „ 

mmmi 2 6 ; n- (i-^>^;i/-4-b-^';^;i/) -n- (ih-5->t> 

1 -^>y;i/-4-K^U K> (6 3 5mg) N 5 -7 5 y >f >#V-;i/ (5 
3 2mg) , Mt (0. 2 0ml)^^;-;K10ml) fc*#U gfiT 
#9>-KU3»IIK* (0. 5 1ml) fcfcTbfco fiAS^fcftMtf 1 81$ 
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Plfjfba Igfn^Tk^^hU^ATK^ (10ml) £S0£s £dd*;i/ 
£-7*D;V-;i/ (3/1) tttlHlfc. Wjp^^TkW^-h u^A-e^u 

^8 2%Tl#feo 

'H-NMR ( CD C 1 3, 4 0 0MHz) : 1. 4 6- 1. 5 9 (m, 2H) , 
2. 0 5-2. 13 (m, 4H) , 2. 15-2. 25 (m, 2 H) , 2. 85 
-2. 93 (m, 2H) , 3. 2 7-3. 3 7 (m, 1H) , 3. 56 (s, 2 
H) , 6. 7 7 - 6. 8 2 (m, 2H) , 7. 2 4-7. 3 5 (m, 6H) , 7. 
8 8 (s, 1H) o 

MUMffffl (ESI -MS, m/z) : 3 0 7 (M + +l) e 
Hlffiffi] 1 2 §<Dfc&mom®Mf8L 

gUjji 2 7 : N- ( 1 -^>^;i/-4-b-^U^;i/) -N- ( lH-5-^> 

mill 

! -^>^;i/-4-b*^U H> ( 1 1 . 4 4ml) s 5 -7$ J 4 >W-)V 
(10. 4 2g) , mm. (1ml) ***>>-;i/ ( 1 0 0ml) fc*#U 
l?^^>-trU^>^* (1 0. 10ml) ^ITbfeo £jfc&-&«&&g$BT? 1 
8Mlttb^ ttnjRMOK^ h USA*** (10 0ml) fcjq* % *p 
d*;i/A-7d;v-;i/ (3/1) T»^tBbfeo W$Uf£«cflfc^ h ] ) ")^t 

ss&u MET«ii*e*bT»fenfea*fc N jag-**;-* doom 

^bfe^^;-JH?^lfeo iEmU 18. 8 6gT*H 

tZo 

'H-NMR (DMSO-de, 4 0 0MHz) : 2. 14-2. 30 (m, 4 

H) , 2. 8 8-3. 10 (m, 2H) , 3. 4 0- 3. 5 0 (m, 2H) , 3. 

70-3. 80 (m, 1H), 4. 25 (s, 2H), 7. 26-7. 76 (m, 
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6H), 7. 99 (s, 1H), 8. 23 (s, 1 H) , 10. 96 (s, 1 
H ) , 11. 45(s, lH) 0 

«S##Hi (ESI -MS, m/z) : 3 0 7 (M + +l) o 

mmmi 28 : n- nH-5-^>*vu;i/) -n- u-e^usw) 

t e r t - - 4 - t^ V - 1 - 'J - b (7 9 6m 

g) \ 5-TK;J>W-)\s (5 3 2mg) , WM ( 0 . 2 m 1 ) * 
;U (1 0ml) ti»U ^ST*^7>-l^U^>m (0. 5 1ml) 

( l 0ml) £#n;ts ^pp^;vA-7-D;iy-;i/ (3/1) -ejfimbfeo ^ 
p a/p< * y — jgm -rs^u*y;^*^A^Pvh^57^-c«tD)l 

MU 4W£7 5 0mgs IK$6 0°/ O fffeo 

( 1 0 7mg) §^od*M (3ml) C»U h 
M(2ml) ^P^feo SJi&^tl^^ST»3^P^#b^s bU 
7;V:*P®^£I&^£:^ ISln^zK^^h U^AtK^ (2ml) ? 
PD*M-7D/V-/P (3/1) fitHbfec WWf£*fc«i^h 
"C«5*U MffiT«^@*bT^ 3t^b£tl£2 4mgs lR^5 6%T^#feo 
'H-NMR (CDCls, 4 0 0MHz) : 1. 2 8- 1. 4 2 (m, 2H) , 
2, 08-2. 17 (m, 2H), 2. 70-2. 80 (m, 2 H) , 3. 12 
-3. 20 (m, 2H) , 3. 34-3. 45 (m, 1H) , 6. 79-6. 8 
6 (m, 2H) , 7. 30 (d, J = 8. 8Hz, 1 H) , 7. 88 (s, 1 
H) o 

nmfrffim (esi-ms, m/z) -.217 (m + +d 0 

mmm 129: n->^p^>;hn- ( 1 h- 5-j >*vu;i/) tk> 

$/*d^3MJV> (5 9mg) s 5-T^y^>^*y-;i/ (67mg) , ftg 
(0. 02ml) ^^;-JMlml) ^U^X? >- bf U 5> >$g 

<*mo. 0 6mi) ^Tbfeo £o&M£t>&^-? 1 8 mmnn\stc'&, mm 

^7k^±h U^A7j<^ (1ml) £;!JD;^ ^DD*Jl/A-7'n/i;-Jl/ (3 
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Tft £ ^ £ n d A/y # y -;vT*JHII-r £ HPLCiaDMU 

Wb^tl$9 4mg, W8 7°/o«o 

'H-NMR (CDCla, 4 0 0MHz) : 1. 12-1. 30 (m, 3H) , 

1. 3 3- 1. 4 6 (m, 2H) , 1. 6 2- 1. 7 2 (m, 1 H) , 1. 72 
- 1. 8 3 (m, 2H) , 3. 2 2-3. 3 1 (m, 1H), 6. 7 8-6. 8 

4 (m, 2H) , 7. 29 (d, J = 8. 5Hz, 1 H) , 7. 88 (s, 1 
H) o 

MMfttifm (FD, m/z) : 2 1 5 (M + ) . 

mMM 1 3 0 : N- ( lH-5->f >*VU;t/) -N- ( 1-7x^^-4- 

1- (2-7^^^) K> (142mg) s S-TXJjy? 
(6 7mg) , mm (0. 0 2ml) £;<#y-;i/ (1ml) fcj&JBU 

^Ml?^7>-^U^>fg#: (0. 0 6ml) ISTbfeo &J»£t)>£gST' 
18^Wim ISW«7j<^ h U tf kifXm. (1ml) ^iP^s ^dp 
^;i/A-7-d;w-;u (3/1) Tttfflbfc. *4MftMc«HI^ h U tfbr&lL 

•TSHPLCt:<kDI»»U »^10 4mgs JR*6 5%mfeo 
1 H — NMR (CDCla, 4 0 0MHz) : 1. 49-1. 61 (m, 2H) , 

2. 10-2. 20 (m, 2H), 2. 20-2. 30 (m, 2H), 2. 60 
-2. 68 (m, 2H), 2. 80-2. 87 (m, 2H), 2. 97-3. 0 

5 (m, 2H) , 3. 3 0-3. 4 0 (m, 1H) , 6. 7 9 -6. 8 4 (m, 
2H) , 7. 18-7. 2 3 (m, 3H) , 7. 2 6 -7. 3 3 (m, 3H) , 
7. 8 8 (s, 1H) o 

Wmmm (ESI-MS, m/z) : 32 1 (M + +l) c 

mmmi 3 1 n- (ih-5-^>w;;i/) -n- ri- 
^;i/) -4-e^u^;t/i ts> 

2- (^dd^^) ey$>>tt!Mfi (8 2mg) s 4-tr^.y K>lzM» 
•J&gftJfi (77mg) :feJ;lWK«jby*A (1 3 8mg) §7^ h-h'J;i/ (1 
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ml) £«U MT?18KfBB»«iUfeo RfcUS®**?'* hi*3fibfe©t> 

£©*F^:t 5-T^^>*V-;i' (53mg),ff8(0. 02ml)4 
(1ml) fcSSJBU ^fiT^7>-^'j^>m (0. 0 6ml) 

zmrvtzo Ejfcm&m*§sm."i: i 8B#i«H«*i/fefk h u 

Tkmm (lml) ZtoZs ^dd*M-7d;V-^ (3/1) T-fttBUfeo 
mgs i&¥5 5%t*tffeo 

l H — NMR (CD C 1 3, 4 0 0MHz) : 1. 5 0- 1. 6 5 (m, 2H) , 
2. 06-2. 17 (m, 2H) , 2. 25-2. 40 (m, 2H), 2. 90 
-2. 99 (m, 2H), 3. 30-3. 40 (m, 1 H) , 3. 73 (s, 2 
H) , 6. 7 9 - 6. 8 4 (m, 2H) , 7. 15-7. 2 1 (m, 1H) , 7. 
30 (d, J = 8. 3Hz, 1H) , 7. 44 (d, J = 7. 8Hz, 1H) , 
7. 67 (t, J = 7. 6Hz, 1H) 7. 88 (s, lH)s 8. 58 (d, 
J = 4. 2Hz, 1 H) o 

W^*ff (ESI-MS, m/z) : 3 0 8 (M + + 1) o 
£ffifl!ll 32 : N- (lH-5->f >W))V) -N- fl- (3-K'J$?;M 
- 4 - Kg U 22kJ Z § > 
3- (^DD^jy) KU $>>*fiKtS (82mg)> K> • 1**D 

tt-tt&fi (77mg) 43<fcW^*U^A (13 8mg) £T-feb-M);i/ 
(lml) fc&#U MTfl 8WM«»l/fc. Sife«l^«*-fe5-f httJIUfe 

£©#Rg#£5-7$>'>f >*V-;i/ (53mg),«(0. 02ml) I 
(lml) fc*f»U SST?#5>-Ky$»lg# (0. 06ml) 
liSTbfe. fiJfe»^»*M-C 1 8«HIMf#bfc«s MUKftdcSK^- h U *A 
zkfctt (lml) ^io^s ^dd*;i/A-7d;v-;i/ (3/1) tiffilfeo 

#0rji &i**ffitt:?- b u *A-ei£$u *teT**i*e*bTf# entasis 

d?DD*;WA/^^>'--n/-CJBHI'raHPLCCJ:D»jHU &Mb£*S 5 7 
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'H-NMR (CD C 1 3, 4 0 0MHz) : 1. 4 3- 1. 5 2 (m, 2H) , 
2. 05-2. 14 (m, 2H) , 2. 16-2. 26 (m, 2H) , 2. 82 
-2. 91 (m, 2H), 3. 28-3. 38 (m, 1H) , 3. 55 (s, 2 
H) , 6. 7 8-6. 8 4 (m, 2H) , 7. 2 4-7. 2 7 (m, 1H) , 7. 
29 (d,J = 9. 5Hz, 1H), 7. 68 (d, J = 7. 6Hz, 1H), 
7. 88 (s, 1H), 8. 52 (d, J = 4. 6Hz, 1H) 8. 56 (s, 
1H) o 

»S#tfHI (ESI -MS, m/z) : 3 0 8 (M + +l) o 

mmmi 33 ; n- (ih-5-^>^;'j;v) -n- n- (4-eu^;i/p< 
- 4 - e^- v 22k] ^> 

4- (^np^f;i/) tru^>^m (8 2mg) s 4-fc'^V b*> • lzkftl 
411 (7 7mg) £<fct>l^fty£A (13 8mg) ^T-feh-hU^ 

(lml) fciSflPU iltl 8Bt^3t#bfeo fiJ6iB£*ft'te5'f MBflbfe 

CO*Hfrt5-7^;^>^;-;i/ (5 3mg) , (0. 0 2ml) £ 
(lml) C^iU a»"C^9>-KU^>HM*: (0. 0 6ml) 

(lml) &Jn* N ^DDW-rn;V-;i/ (3/1) T?#iiHbfco 
mgs W4 0%tffe« 

'H-NMR (CDCla, 4 0 0MHz) : 1. 4 6- 1. 5 9 (m, 2H) , 
2. 06-2. 15 (m, 2H), 2. 17-2. 29 (m, 2H), 2. 80 
-2. 90 (m, 2H) , 3. 2 9-3. 3 9 (m, 1H) , 3. 54 (s, 2 
H) , 6. 7 9- 6. 8 4 (m, 2H) , 7. 2 6 -7. 3 2 (m, 3H) , 7. 
88 (s, 1H), 8. 55 (d, J = 6. 1Hz, 2H) C 
KS#«HI (ESI -MS, m/z) : 3 0 8 (M + +l) « 

mmmi 34 : n- ri - (2-^pp^>^i/) -4-n'^u^;i/i -n- 
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(lH-5->T>*V'j;i/) r$> 

2- ^DD^>S?MP7>f K (8 lmg) s 4-t^U K> • 1 zK^J^J • ^ 
m& (77mg) %&Tfim*V$J* (138mg) ^7^h-h'J;i/ ( 1 m 

i) fci»u *M*ci 8ttmi»bfc. hitaibfecD'fe* 

CCtfKftfcS-T^^f^;-^ (53mg) , fftt (0. 0 2ml) £ 

( lmi) £»jBu m^^y-vvvymtk (o. o 6ml) 

zkiSift (1ml) fcj&niU ^DD$M-rn;V-;P (3/1) fiffibL 
9mgs W8 

1 H — NMR (CD C 1 3, 4 0 0MHz) : 1. 4 7- 1. 6 0 (m, 2H) , 
2. 06-2. 16 (m, 2H), 2. 25-2. 3 6 (m, 2H), 2. 87 
-2. 97 (m, 2H) , 3. 3 0-3. 4 0 (m, 1H) , 3. 67 (s, 2 

H) , 6. 7 8- 6. 8 4 (m, 2H) , 7. 16-7. 3 4 (m, 4H) , 7. 
35 (d, J = 7. 8Hz, 1H), 7. 49 (d,J = 6. 8Hz, 1H), 
7. 8 8 (s, 1H) o 

JC*£*ftt (ESI —MS, m/z) : 34 1 (M + +l) o 

IHjl 3 5 : N- [1- (3-^PD^>^) -4-b:^U^;i/] -N- 

(iH-5-^>^v;;i/) 

3- ^DD^>^P7^f K (8 lmg) N 4-tw; K> • ItKM-^ 
tttt (77mg) ;&J;tW*fflt*y*A (138mg) h- hU;i/ (lm 

I) tiibs ^fi-Tl 8H#M«#bfco R*«^»**7-f hit»bfc©fcia 

dC^^S-TU^^^;-;!/ (53mg) , Wm (0. 02ml) § 
p^y-^ (lml) CiftBU gfiT?#5>-£»J$»»tf: (0. 0 6ml) 

«TiL £jfca*tt*£*T 1 8i«BUji#bfcftx mmmwmi- hvo& 

(lml) £iQjU ^pd«-7d;V-J1/ (3/1) tilBbfeo 
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^dp Mk/t * j -jvemmtz h p l c jc «t d u *j»b£»£ 1 o 

4mg s l$7 9%Tl#feo 

'H-NMR (CD C 1 3, 4 0 0MHz) : 1. 4 5- 1. 5 8 (m, 2H) , 
2. 05-2. 14 (m, 2H) , 2. 15-2. 25 (m, 2H) , 2. 82 
-2. 90 (m, 2H) , 3. 2 8-3. 3 7 (m, 1H) , 3. 52 (s, 2 
H) , 6. 7 8 -6. 8 3 (m, 2H) , 7. 18-7. 26 (m, 3H) , 7. 
29 (d, J = 8. 5Hz, 1H), 7. 35 (s, 1H), 7. 88 (s, 1 

H) o 

WMfrffim (ES I -MS, m/z) : 34 1 (M + +l) 0 

mmmi 3 6 : n- [i- (4-^pp^>^v) -4-e^u^;i/i -n- 

4-^DP^>WD7-f h* (8 lmg) s 4-fcr^U H> • l7jcW-^ 
(77mg) ^J:VjRtt3b'J^A (138mg) §T-bh-hU;i/ (lm 

I) fc$8#U M"C1 8RpH8l#bfco RJM£**-fe*>f bii}®b#:®t>i§ 

COff^i: >*V-;i/ (53mg) , »8(0. 0 2ml)4 

(lmi) tjffispu £S-c#5>-t:y $>>tf# (0. 0 6ml) 

ftlTUfc. RJfc»£**ML"e 1 8BffliH*bfc«s ttfMUft**:*- h U t> h 
imWi (lml) ^iP^-s ^PD^-rD/V^ (3/1) f&fcBbjfco 

^pp a/p< * y -;i/TSN-T S H PLCtiDifiu 5Mlft^*& 1 0 

•H-NMR ( CD C 1 3, 4 0 0MHz) : 1. 4 5 - 1. 5 9 (m, 2H) , 
2. 05-2. 13 (m, 2H) , 2. 13-2. 25 (m, 2H), 2. 81 
-2. 91 (m, 2H), 3. 25-3. 37 (m, 1H) , 3. 51 (s, 2 
H) , 6. 7 8 - 6. 8 2 (m,.2H) , 7. 2 7- 7. 3 2 (m, 6H) , 7. 
8 7 (s, 1H) o 

nmfrtm (esi-ms, m/z) : 341 (m + +d 0 
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mmmi 3 i : n- n- (4-7;v^p^>^;u) -4-fc:^u^;n -n- 

(lH-5-^>^VJ;i/) 
4-7MD^>WP7^f h* (7 2mg) s h*> • lzk» • 

(7 7mg) ^rj^fty^A (138mg) h V ;i/ ( 1 m 

CKDt^^<$:^5-^^y-r>^— ;i/ (5 3mg) , M (0. 02ml) ^ 
(lml) fcifflBU Ml"C#9>-KU$»IW* (0. 0 6ml) 
SSTbfeo £j6S^4Cfftn-C18AIHIIffb^fls »W*»**^hU^A 

(lml) &iin*.s ^dd*;va-7"d/v-;p (3/1) -eitiiufeo 
^ d d *;ua/* * y -;i/-e®iB?- SHPLCtiO MM u M<b-&#»# l o 

2mgs 9%l!^fco 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 4- 1. 5 8 (m, 2H) , 
2. 05-2. 13 (m, 2H) , 2. 12-2. 23 (m, 2H) , 2. 82 
-2. 92 (m, 2H), 3. 27-3. 37 (m, 1H), 3. 51 (s, 2 
H) , 6. 7 8- 6. 8 2 (m, 2H) , 6. 9 7- 7. 0 5 (m, 2H) , 7. 
2 6-7. 3 2 (m, 4H) , 7. 87 (s, 1H) „ 
M#*rtt (ES I -MS, m/z) : 3 2 5 (M + +l) 0 
^SffJ 1 3 8 :N- (lH-5->f>?VU;i/) -N- [1- U-pthfrS^ 
>S^;l/) -4-£^U^;H 
4 b^>^>^;i/^D^-f F (7 9mg) s K> • l*»4fc • 

(77mg) Wl* (138mg) fcT-fe h- 1* U ;i> ( 1 m 

d©4>^#:^5-r^y^>^V-;i/ (5 3mg) , ffgft (0. 0 2ml) £ 
(lml) fc»#U ^ST^>-trU^>m (0. 0 6ml) 
UTtfeo S^S^^^ST- 1 8&NHftttl/fe& ISfQ^ibJcfft^ h U £ A 
*fctt (lml) ^JP^s ^PP*^-7P/V-^ (3/1) «bfeo 
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Omgs J&*7 4%T»#fe 0 

'H-NMR (CDCla, 4 0 0MHz) : 1. 4 3- 1. 5 6 (m 3 2H) , 
2. 03-2. 13 (m, 2H) , 2. 12-2. 22 (m, 2H) , 2. 83 
-2. 92 (m, 2H), 3. 26-3. 36 (m, 1 H) , 3. 50 (s, 2 

H) , 3. 81 (s, 3H) , 6. 7 7-6. 8 2 (m, 2H) , 6. 86 (d, 
J = 8. 8Hz, 2H), 7. 24 (d, J = 8. 5Hz, 2H), 7. 29 
(d, J = 9. OHz, 1H) , 7. 87 (s, 1H) 0 

Jtft£*ftt (ESI -MS, m/z) : 3 3 7 (M + 4-l) 0 

mnmi 39 : n- (ih-s-^^vu^) -n- ri- u-pt^w^ 
4-^^;i/^>^;v^n^-r K (7 lmg) s 4-fcr^D K> • l7JOn#u • % 

gft (7 7mg) ^«fcrj^*U»>A (1 3 8mg) ftT^ h- h'J;V (lm 

I) J3^#PU ^^18^F^#bfeo BLfom-SW**?*! 

dO^&h 5 -T^y-T >^V-;V (53mg) , ttl(0. 02ml) ^ 
(lmi) £.mmu ^ST»^^>-t:»J^>m (0. 0 6ml) 
Wife. SiJ&^tl^^fiT* 1 8^»bfe^ IS^I^7jc^^ h V t& 
(1ml) ItlNZs ^od*;1/A-7d/V-jv (3/1) tittltfe, 

Omgs l$7 6%l!t#fco 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 4- 1. 5 7 (m, 2H) , 
2. 03-2. 13 (m, 2H), 2. 12-2. 23 (m, 2H) , 2. 34 

(s, 3H) , 2. 84-2. 92 (m, 2H), 3. 25-3. 36 (m, 1 
H) , 3. 52 (s, 2H), 6. 77-6. 82 (m, 2H), 7. 13 (d, 
J = 7. 8Hz, 2H), 7. 21 (d, J = 8. 1Hz, 2H), 7. 28 

(d, J = 8. 5Hz, 1H), 7. 87 (s, 1H) o 
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Wmmm (ES I-MS, m/z) : 3 2 1 (M + +l) o 

mmm\ 40 : n- (ih-5-^>^^u;v) -n- ri- (3--ho^> 
22k) -4-b:^u^;i/1 rxy 

3- -fn^>>»^D7^f H (8 6mg) N 4-fcWj K> • l7jcW • & 
^ (7 7mg) 43«tr>^*Ue7A (1 3 8mg) h-hU;P (lm 
1) fcMBU MlTfl 8«p|ffl*#bfc« RJ6«W*l*-fe5-f «iibfc©t>it 

dCD^^i: >#V-;V (5 3mg) , ftgft (0. 0 2ml) £ 

(1ml) fc*#U iiSW>-K'J^^ (0. 0 6ml) 
SSTbfeo KJtea^H&MTl 8WW«#Ufe^ ISfP^KzklR^h U^A 
(1ml) SJniU ^dd*;1/A-7d;V-;1/ (3/1) 7?tttBUfco 

mgs KI6 5%l?»feo 

'H-NMR (CDCla, 4 0 0MHz) : 1. 4 5- 1. 6 0 (m, 2H) , 
2. 07-2. 15 (m, 2H) , 2. 18-2. 32 (m, 2H) , 2. 82 
-2. 92 (m, 2H) , 3. 3 0-3. 4 0 (m, 1 H) , 3. 63 (s, 2 
H) , 6. 79-6. 84 (m, 2H), 7. 31 (d, J = 9. 8Hz, 1 
H) , 7. 49 (d, J = 7. 8Hz, 1H), 7. 68 (d, J = 7. 1Hz, 
1H), 7. 88 (s, 1H) , 8. 12 (d, J = 6. 9Hz, 1H), 8. 
2 3 (s, 1 H) o 

mMMl 4 1 : N- (lH-5->f>*VU;t/) -N- \ 1 - (4--hP^> 

22k} -4-br^ys?;i/] 

4- -hD^>^D7^f K (8 6mg) s 4-fcr^'J K> • ItMW • 
il(77mg) *iVjRK*y^/x (13 8mg) &7-feh=hy;i/ (lm 

i) c»*u San? 1 8^m^bfeo 54 hiiabfe©^* 

£©4»ISfl^5-7$y>>f (5 3mg) , (0. 0 2ml) £ 

(lmi) cmiu 3fiTM*5>-Ky$»«tf; (o. 0 6mi) 
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7mw. (lmi) fciraiL ^pd^;ua-7°d/v-;i/ (3/1) Tiffibfco 
mg, !K$6 5°/oWco 

'H-NMR (CD C 1 3, 4 0 0MHz) : 1. 4 6- 1. 5 8 (m, 2H) , 
2. 06-2. 15 (m, 2H) , 2. 15-2. 30 (m, 2H), 2. 80 
-2. 90 (m, 2H), 3. 29-3. 40 (m, 1H) , 3. 63 (s, 2 
H) , 6. 79-6. 83 (m, 2H), 7. 31 (d, J = 8. 8Hz, 1 
H), 7. 52 (d, J=8. 3Hz, 2H), 7. 88 (s, 1H), 8. 1 
9 (d, J = 8. 8Hz, 2H) o 

Hflfcff!ll4 2 :N- jJLz T4- ^>^;i/1 -4-t^U^ 

M — N— (1H-5-W y£±JlM 

4 -^^^D^^VWD?^ Mil 6mg) s K> • ItK 

fflft-Jfitttt (77mg) *iVjft||*y»>A (138mg) £T-fch^hU;i/ 
(lml) fc*»U gfit*18^WUfeo M>»MMHs9-r h^ilbfc 

d©*H#i:5-T^^-f (53mg) , (0. 0 2ml) * 

^^;-;Klml) fcj6»U SI-C#7>-K'J*;>»# (0. 0 6m 1) 

(lml) ^Jn^N ^Dn*;VA-rn;v-;i/ (3/1) titiilL 
4mgs mmi 5%"Cntzo 

'H-NMR (CDCla, 4 0 0MHz) : 1. 44-1. 5 7 (m, 2 H) , 
2. 04-2. 12 (m, 2H) , 2. 12-2. 22 (m, 2H) , 2. 83 
-2. 92 (m, 2H) , 3. 26-3. 36 (m, 1H) , 3. 49 (s, 2 
H) , 5. 06 (s, 2H) , 6. 77-6. 82 (m, 2H), 6. 93 (d, 
J = 8. 8Hz, 2H) , 7. 24(d,J = 8. 5Hz, 2H), 7. 25- 
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7. 46 (m, 6H) , 7. 87 (s, 1H) „ 

nmftffim (esi-ms, m/z) : 413 (m + +d 0 

iijl 43 : N- fl- (3, l±k^>2M -4-b'^'J^;i/1 

-N- dH-5-^>^yu;i/) ys> 

3, h^^>WD7^f h* (9 4mg) N 4-h°^U h*> • I7K 

ffltt-ffifcff (77mg) (138mg) ^T-feh-hU^ 

(lml) CjgffU ^-el8^F«Uco fijSS****^ Hlbf: 

C©4>^h5-T^y^>^^-;V (5 3mg) , tf& (0. 0 2ml) & 
^^-JKlml) t»U (0. 0 6ml) 

7jcirt (lml) £in*s ^DD^A-rD;V-;i/ (3/1) filiibfe, 

^DD*;i/A/^^y'-;i/T?sM'raHPLct:«kD3»»u mmit^^i o 

2mgs IR¥6 9%t5»feo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 5- 1. 5 9 (m, 2H) , 
2. 04-2. 13 (m, 2H), 2. 14-2. 25 (m, 2H), 2. 84 
-2. 9 4 (m, 2H) , 3. 27-3. 3 7 (m, 1H), 3. 49 (s, 2 
H), 3. 79 (s, 6H), 6. 35-6. 39 (m, 1H), 6. 50-6. 
5 4 (m, 2H) , 6. 7 8- 6. 8 3 (m, 2H) , 7. 2 6-7. 31 (m, 
1H) , 7. 8 7 (s, 1H) o 

m&^mm (ES I-MS, m/z) : 3 6 7 (M + +l) o 

mmmi 44 :n- { 1 - r (6-gpp- 1 , 3-t>w**v—))/-5- 

£jk) *±M — N— (lH-5->f>^;'J;i/) 

6 -£ppfc^P=;i/£P5>f K ( 1 03mg) > 4-h'^U K> • lTklBtf 
• mm (77mg) *J;tFjR»3bU <i?A ( 1 3 8mg) ^T-fe h- h U;i/ (1 
ml) fc*«PU MTl 8^fTO#bfeo £jfc££**-fe7>f haSflbfc©^ 

i©*^^ >*V-;i/ (53mg), W(0. 02ml) § 
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(1ml) i:^|bs MM.-Z^y-Wyymfo (0. 0 6ml) 
tK^M (1ml) ^in^s ^DD*;i/A-7°D^V-;i/ (3/1) -ettdibfeo 
^ d d * y -;i/t^-r § H P L C lz <k d u dUUb£ft* 1 2 

'H-NMR (CDCla, 4 0 0MHz) : 1. 4 6- 1. 5 8 (m, 2H) , 
2. 0 5-2. 14 (m, 2H) , 2. 2 2 -2. 3 3 (m, 2H) , 2. 85 
-2. 93 (m, 2H) , 3. 2 9-3. 3 9 (m, 1 H) , 3. 56 (s, 2 
H) , 5. 96 (s, 2H)., 6. 7 9-6. 8 4 (m, 3H) , 7. 00 (s, 
1H) , 7. 30 (d, J = 8. 3Hz, 1 H) , 7. 88 (s, 1 H) 0 
Si^«ff(ESI-MS,m/z) : 3 8 5 (M + +1) Q 
mmmi 45 ; 4- { [4- (IH-5- jj/^VJlJkZ-Ll} &±}L2S2 * 

n- {1- [4- (^>^d^» ^osw] ~4-^>;^;i/} -N- (1 

H-5-^>>VU;i/) (^3&0iJ14 2, 3 3mg) k>15$>>>A**3 

(lOmg) Sx^;-;p (3ml) fcl*A,$§£«B\ 1 MB^mmm^T, 

tt*2 lmgs W8 2W:o 

'H-NMR (CDC 1 3 , 4 0 0MHz) : 1. 4 5 - 1. 5 5 (m, 2H) , 
2. 04-2. 20 (m, 4H) , 2. 83-2. 91 (m, 2H), 3. 25 
-3. 35 (m, 1H) , 3. 47 (s, 2H) , 6. 7 0- 6. 8 3 (m, 3 
H), 6. 76(d,J = 8. 3Hz, 2H), 7. 1 7 (d, J = 8. 5Hz, 
2H) , 7. 29 (d, J = 8. 8Hz, 1H), 7. 87 (s, 1 H) „ 
SI^fi(ESI-MS, m/z) : 3 2 3 (M + +l)„ 
gjjMi 4 6 : N- (1 -^>S?;brh7/W Kp- 1 H-PP U;i/) -N- 

(lH-5--f>^;'j;i/) 

i-^>^;i/-3-trni;^y> (I05mg) s 5-y%;jyfrv-)), 

(67mg) , M (0. 0 2ml) ( 1ml) fc*j»U 
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#7>-K«J (0. 0 6ml) SiTlfc, R*S^«*SfiT?18l$ 
IMttbfcfts IWdft«*«^hU*>A*«« (1ml) tJDAx £dp*;VA 
-7*DyV-;i/ (3/1) T'tttBl/fco «4M*^IOH-hU*ATt^U 
«B£T«f*l*B* bTt# (ontcmz ^^dd A/;* * J -frtfmt 3 H 
PLCfc±D»»U $Mffi£tt£4 9mg^ JR*3 4XT?fcfeo 
'H-NMR (CDCls, 4 0 0MHz) : 1. 6 6-1. 7 8 (m, 1 H) , 
2. 3 0-2. 41 (m, 1H) , 2. 44-2. 5 3 (m, 1 H) , 2. 61 
-2. 68 (m, 1H) , 2. 7 7-2. 8 7 (m, 2H) , 3. 66 (s, 2 
H) , 4. 0 0-4. 0 8 (m, 1H) , 6. 7 3-6. 7 6 (m, 1H) , 6. 
7 7-6. 8 3 (m, 1 H) , 7. 2 4-7. 3 6 (m, 6H) , 7. 88 (s, 
1H) o 

ffS#Ufli (ES I -MS, m/z) : 2 9 3 (M + +1) C 

iii 1 4 6 cpft^totpflgflBja 

^IWJI 4 7 : 3 - { [4- ( 1H - k^VUjkZlZ} ^ ^ 

3- (^ua^^-)l) ^Wx-b (92mg) N 4-fcWJ h*> • 
litfam-WaM (77mg) (13 8mg) £7*h^b 

u;v dmi) fc»jspu ifi-ei8W#tfco fij»a^**-fe9-f bra 

£<9#^£5-^^>*V-;i/ (53mg) ,#»((). 0 2ml) § 
y^-;Klml) fcfcHIU MT#5>-£y$»|&<* (0. 0 6ml) 

tiTife. 1 sttiMttifefe muftftdcx^ b u *a 

7jc^ (lml) *Jd^n ^dd^1/A-7d;v-;i/ (3/1) tiffitfeo 

^DD^;VA/^^y-;i/T-Jlli-r?>HPLC^ < ti9^U %J6ft^4to^6 2 
mg N iR2fs4 4%*e^fc 0 
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'H-NMR (CDCls, 4 0 0MHz) : 1. 4 6- 1. 5 8 (m, 2H) , 
2. 05-2. 14 (m, 2H) , 2. 16-2. 28 (m, 2H) , 2. 83 
-2. 91 (m, 2H) , 3. 2 6-3. 3 7 (m, 1H) , 3. 60 (s, 2 
H), 3. 92 (s, 3H) , 6. 78-6. 83 (m, 2H) , 7. 29 (d, 
J = 9. 0Hz, 1H), 7. 40 (t, J = 7. 7Hz, 1 H) , 7. 56 
(d, J = 7. 6Hz, 1H) , 7. 87 (s, 1H) , 7. 94 (d, 3 = 7. 
6Hz, 1H) , 7. 9 9 (s, 1H) o 
W^*fi(ESI-MS, m/z) : 3 6 5 (M + + 1 ) „ 
mmi4S : 4- -f T4- ( 1 H- 5 ->f >£V LUkZi I ) ^1 

222 h 

4- (^DD^;V) ^>^x-h (92mg) N 4-^>JF>« 
l*fflft*Jmtft (7 7mg) *J:ViKtt*U»>A (13 8mg) £T-teh-b 
(1ml) te&«?U M-Cl8^ft#bfeo RJfc»&ttft-fe5>f hit» 

£©*RBfl;fc5-^>M>^vJ--;V (5 3mg) , fftt (0. 0 2ml) & 
( lml) CiiU ^r*^^>-^U^>^ (0. 0 6ml) 

tK^M (lml) ^JPits ^DD*M-7D/V-JV (3/1) "eitlilfe, 

^DP*;PA/^^y-;i/T«Sli8-rSHPLCK:J;»33BMSU &»(b-&$£5 1 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 6-1. 5 8 (m, 2 H) , 
2. 05-2. 14 (m, 2H) , 2. 16-2. 27 (m, 2H) , 2. 82 
-2. 92 (m, 2H) , 3. 2 9- 3. 3 8 (m, 1H) , 3. 60 (s, 2 
H) , 3. 91 (s, 3H), 6. 78-6. 83 (m, 2H), 7. 30 (d, 
J = 9. 8Hz, 1H), 7. 42 (t, J = 8. 1Hz, 2H), 7. 87 
(s, 1H) , 7. 9 9 (d, J = 8. 3Hz, 2H) . 
nmftffim (ESI-MS, m/z) : 3 6 5 (M + +l)o 

mmmi 49 ; 4- { f4- (ih-5-^>^/u;vt^) gsUgZJ ^ 
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3-M 7i-;i/7-bf-h 

4- (^DD^Jl/) 7i-Jl/7tr-F (9 2mg) s Y> • 1 

7jc»-^^ (7 7mg) j3<kVjKK*U^A (138mg) fcT-feh-HJ 
;i/ (1ml) fc*j»U MT1 8BIBiI#bfc. RlM****^ bttgb 

tzvtmmu 

£0*liftfc5-T^>f (5 3mg) , W (0. 0 2 ml) 4 

p^y-^ (1ml) fc«BU ^Mt?^7>-t:U^>^ (0. 0 6ml) 

(lmi) *iois 7DD*M-rn/v-;i/ (3/1) t-^ifep 

A/p< * y -;i/UgH-r 3 H P L C <fc t) MSI U HMftiii tl£ 3 3 
mgs 1R*2 

'H-NMR (CDCla, 40 0MHz) : 1. 4 5- 1. 7 0 (m, 2H) , 
2. 01-2. 20 (m, 2H), 2. 20-2. 28 (m, 2H), 2. 30 
(s, 3H) , 2. 8 5- 2. 9 4 (m, 2H) , 3. 2 8-3. 3 8 (m, 1 
H) , 3. 55 (s, 2H) , 6. 7 8-6. 8 3 (m, 2H) , 7. 04 (d, 
J = 8. 5, 2H) , 7. 29 (d, J = 9. 8Hz, 1H), 7. 35 (d, 
J = 8. 3Hz, 2H) , 7. 8 7 (s, 1H) o 
WMfrtitiM (ESI -MS, m/ z) : 3 6 5 (M + +l)o 

nnmi 50 ; n- c 1 - (2-7pp-6-7/i/tp^>^i/) - 4 - n-^u 

22k] -N- (lH-5-4>W))l) 

2-^PD-6-7MD^;i/7P7>f K (8 9mg) > 4-tr^U K> 
• limm-MmM (77mg) ^AVjKKAU^A (138mg) £r-feh- 
h»j;i/ (1ml) fc»BU SfiTJl 8EHil#Ufc. fiJfc»#»4Hz^>f 

C©*HIft:^5-T^y-ry^y-;i' (53mg),ii(0. 0 2ml) % 
(1ml) fc&HU ^T*^^>-b'U^>m (0. 0 6ml) 

(lml) £JD*> 7PD^A-7"D/V-;i/ (3/1) «bfeo 
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^dd *;va/p< * y -;i/t?SI8"r S H P L C J: D »§S U £®fb£$i£ 8 9 

'H-NMR ( CD C 1 3, 4 0 0MHz) : 1. 4 2- 1. 5 5 (m, 2H) , 
2. 03-2. 12 (m, 2H), 2. 30-2. 40 (m, 2H), 2. 91 
-3. 00 (m, 2H) , 3. 2 5-3. 3 4 (m, 1H) , 3. 75 (s, 2 
H) , 6. 7 6-6. 8 1 (m, 2H) , 6. 9 3-7. 0 3 (m, 1H) , 7. 
17-7. 23 (m, 2H), 7. 25-7. 33 (m, 1 H) , 7. 87 (s, 
1H) o 

mmfrffim (esi-ms, m/z) : 359 (m + +d 0 

mmmi 5 1 : N- CI - (2-^pp^>^1/) f_Lz2W Pp-IH-3- 

t^p'JM -N- (lH-s-^o^ViW 
(r> - (-) - 3 -kdus;^ -Ottawa (7 7mg) 

(2 6 8mg) $^^»Jl/A7^ K (1ml) t»*PU 2-^n 

wovmu^j h* ( 1 1 2mg) ©T-fe h- h y;i/** ( lml) sgfit 

C©*F^AJ: h 'Jx^;i/7 5> (0. 5 0ml) teffokV 7. 
4 K (lml) fc*#U r;i/=f>#H»Ts MtfHWsHflt • hV^^T 

(20 9mg) &jn*fco Ejfe$B^t&*sarc 1 smmmw^tz^ is 

u(5^Bt5-7^>f>^;^ (53mg) , mWt (0. 0 2ml) 
(lml) fcj&flPU gfiT#7>-KU (0. 0 6m 

(lml) >£ijp^s ^dd*ji/A-7*d/v-;i/ (3/1) -eiffli 

fc % ^nD*;i/A/^^y-;i/"CJ8HI"raHPLCt:J:b»«U MMtettft 
54mgs 1*4 l%T*ltfco 
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l H-NMR (CDC la, 4 0 0MHz) : 1. 6 1-1. 7 5 (m, 1 H) , 
2. 2 3 -2. 3 4 (m, 1H) , 2. 44-2. 5 3 (m, 1H) , 2. 63 
-2. 70 (m, 1H) , 2. 7 7- 2. 8 8 (m, 2H) , 3. 73 (s, 2 
H) , 3. 9 5 -4. 0 3 (m, 1H) , 6. 6 8-6. 7 1 (m, 1H) , 6. 
7 2- 6. 7 7 (m, 1H) , 7. 11-7. 18 (m, 2H) , 7. 20-7. 
24 (m, 1H) , 7. 2 6-7. 3 0 (m, 1H) , 7. 40 (d, J = 6. 
8Hz, 1H) , 7. 82 (s, 1H) 0 
Wmfttifm (ESI -MS, m/z) : 3 2 7 (M + +l) . 

mmmi 52 ; n- ci- (3-^pp^;v) z±±m kp-ih-3- 
vvvj/} -N- dH-5-^>^;u;i/) 
(r) - (-) - 3 -ifDUs;y -Ottawa (7 7mg) ^wa^a 

(2 6 8mg) ^fMM7U*(lml)t^U 3-^P 
p^>WD7^f K (1 1 2mg) O^-fe h- h VJimm (1ml) $gi"C 

£©#iig&A*: h»;^f-;i/T^> (0. 50mi) ftj«t*y^^^;i/**^ 

-Y K (1ml) fcjgjUU T;i/^>#fflmTs MTfHIMbttJt- rU^^r 
(2 0 9mg) ftJWitfco EJfe«^*ft^fiTf 1 8«FW»»bfcfts IS 

«UK«b4c*^- h V*&7k®m. (lmi) fciniu ^P^i/A-e»tHbfe« « 

Z<D*mfoBb.5-7$;>(>yV-fr (5 3mg) , $8 (0. 02ml) 
( lml) fcfcJBU (0. 0 6m 

WSSdinl) £2id*. n ^dd*;1/A-7d;v-;i/ (3/1) -ettifflb 

& N ^DP*;i/A/^^y-;ut?jg|g-r5HPLCfc:cfcD^i8u 

'H-NMR (CDCl 3j 4 0 0MHz) : 1. 6 8- 1. 7 9 (m, 1 H) , 
2.30-2. 41 (m, 1H) , 2. 42-2. 51 (m, 1 H) , 2. 61 
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-2. 67 (m, 1H), 2. 76-2. 86 (m, 2H), 3. 62 (s, 2 
H) , 4. 0 1-4. 0 8 (m, 1 H) , 6. 7 4- 6. 7 7 (m, 1H) , 6. 
79-6. 83 (m, 1H), 7. 18-7. 26 (m, 3H), 7. 29 (d, 
J = 8. 8Hz, 1H) , 7. 35 (s, 1 H) , 7. 89 (s, 1H). 
IMKESI-MS, m/z) :3 2 7. (M + +l)o 

mmmi 53 : n- n- (4-*pp^>sw f-LzzH kp-ih-3- 
KPUjk] -N- (iH-5->f>y;'j;i/) 

(R) - (-) -3-bTD y$>y-;HttSMfi (7 7mg) iiWJ'JA 
(2 6 8mg) £^^;i/*;VA7^ h* (1ml) fc$S#U 4-^P 
D^^^D^-f Mil 2mg) on h- h y;i>aSflft (1ml) 

ioxffflfrAi: h Ux^-;i/r^> (o. 5 0ml) £ft*7Xs^ 

h* (1ml) fcigJBU T;Vrf>#iamT> SiBT?H&fli8M$ • hU^^r 
(2 0 9mg) fcJllfcfco £jM&ttftftrci 8l$IINfttUfe&N & 
jRUfttt*3ltf-r U»>A7j<« (1ml) ^P^.s ^DD^VAftttiJbfeo 

£04»^&B£5-TSy^ >£V-;i/ (5 3mg) , (0. 0 2ml) 
(1ml) fcfcflU ML*C#9>-t:y$»&# (0. 0 6m 

t&jk&Wi ( lml) fciraiU ^dd^A-Zd/V-JV (3/1) t-iffiu 
88mgs JR¥6 7%1?^feo 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 6 7- 1. 7 7 (m, 1 H) , 
2. 3 0-2. 41 (m, 1 H) , 2. 41-2. 50 (m, 1 H) , 2. 59 
-2. 65 (m, 1 H) , 2. 75-2. 85 (m, 2 H) , 3. 61 ( s , 2 
H) , 4. 0 0 -4. 0 7 (m, 1 H) , 6. 7 3- 6. 7 6 (m, 1H) , 6. 
77-6. 82 (m, 1 H) , 7. 24-7. 30 (m, 5H), 7. 88 (s, 
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1H) o 

MMfrffim (ESI -MS, m/z) : 3 2 7 (M + +l) 0 

mMMl 5 4 : N— f 1 - (4-7;i/^P^>^;i/) ff 7/W KP-1H-3 

(r) - (-) -3-trnu^y-;vJi^ (7 7mg) ^<tr>^*ue7A 

(2 6 8mg) l^^fMil/A7^ F (1ml) C«U 4-7)]/ 
tD^>^^D7^f h* (1 0 Omg) ©T-fe h-HJ;i/$M (1ml) 

CCffiP^Ailh'Jifil/T^ (0. 5 0ml) £3Rt7.k:^ f-^X;!/*^^ 
y{ Y (1ml) CiiU T;i/^>#H^Ts ^=MK • MM^VT 
(2 0 9mg) ^iO^fco fiJ»»^«ftM-Cl 8 B^if #bfc^ M 

m&im7kmi~hvt?A7kmm dmi) «j£> ^DD^;i/AT-»mufeo mm 

£<D#FJftBfc. 5-7^y-f (53mg) , ii(0. 02ml) 

(1ml) fcfcJBU ^T»^7>-t:U^>m (0. 0 6m 

i) wifeo MM^rti^^T*i 8mmm,ft\stc&s mmj%M7mj-vv 

t72>7k®m (lml) ^P^-s ^PP^M-T-D/V-Zl/ (3/1) T-Jftttib 
5 5mgs K$4 

1 H-NMR (CDCla, 4 0 0MHz) : 1. 6 7- 1. 7 8 (m, 1H) , 
2. 3 0-2. 4 0 (m, 1H) , 2. 4 1-2. 5 0 (m, 1H) , 2. 6 0 
-2. 68 (m, 1H) , 2. 7 6- 2. 8 4 (m, 2H) , 3. 62 (s, 2 
H) , 4. 0 0-4. 0 8 (m, 1H) , 6. 7 3- 6. 7 6 (m, 1H) , 6. 
76-6. 81 (m, 1H), 6. 96-7. 03 (m, 3H), 7. 26-7. 
3 2 (m, 2H) , 7. 8 8 (s, 1 H) o 

nmfrtifm (es i-ms, m/z) : 3 1 1 (M + +n 0 

mmmi 55 : n- r 1- (4-7p^>^;i/) z Lzzii kp- ih-3- 
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gn_LUk] -n— ( i H-5--f 
(r) - (-) -3-t:D>;^y-;i/^M (9 6mg) ^tj^tjU^a 

(2 6 8mg) h* (lml) fcMfU 4-7'd 

^E^>^;i/^P^^ K (1 7 5mg) CDT-feh-hU;^^ (lml) £^ST" 

CCDt^ftAi: b 'JxW^ > (0. 5 0ml) &ftt7X^ ^^V^i* 

k (lmi) tfcaiu T)vot>mm%y, m^z^mtMM - mm^vt 

(2 0 9mg) *mZ-tzo SJ»«^**M"C 1 8B^li#bm IS 
^n^TK^^-b U^AtK^ (lml) £JD>L ^PD^;i/At?^aiUfeo 

ZCDtpmfoBtS-T^SJ (53mg) , mWt (0. 02ml) 

&p<*/-;i/ (lml) fc&jnu ^-e^^v-tr';^^^ (0. 0 6m 

1) ^ITlfeo ^m^tl^^M"el 8B#^ti#b^ ISlO^TK^^hU 
^A7k« (lml) *lN7Ls ^DP^M-rD/V-Jl/ (3/1) TJftmb 

88mgs W5 9 %T»t#fe 0 

1 H — NMR (CDCls, 4 0 0MHz) : 1. 6 0- 1. 7 0 (m, 1H) , 
2. 2 3-2. 3 3 (m, 1H) , 2. 3 3-2. 4 2 (m, 1 H) , 2. 52 
-2. 58 (m, 1H), 2. 67-2. 78 (m, 2H), 3. 53 (s, 3 
H) , 3. 9 2-4. 0 0 (m, 1H) , 6. 6 6- 6. 6 9 (m, 1 H) , 6. 

7 0 -6. 7 5 (m, 1 H) , 7. 14 (d, J = 8. 3Hz, 2H) , 7. 2 
1 (d, J = 9. 0Hz, 1H), 7. 36 (d, J = 8. 3Hz, 2H), 7. 

8 1 (s, 1H) o 

mmfiffim (ESI -MS, m/z) : 3 7 1 , 3 7 3 (M + , M + +2) 0 
litl 5 6 : N- ( >^VUJk) -N- fl - (4-^ h*S/* 
>^;i/) rh?M h'D-lH-3-^P'JM 

(R) - (-) -3-KDUS>y-;VttKtt (9 6mg) *MI*'J^ 
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(2 6 8mg) ^^^fWA7> Y (1ml) fcigflIU ^C^s 4-* h 
^M>^D7^f K (10 9mg) ©r-fe h-HJ;i/iS*ft (1ml) 

Zto^mfoAthV^frT^y (0. 5 0ml) ftftfedc^^^l/^^*** 
-f K (1ml) fc*#U 7;nJ>#fflMTs M-CSMsHHH- hU^;V7 
(2 0 9mg) *M?Lfco 1 8&lIB»#bfegU IS 

SJ^Moft^h V^AzkiM (1ml) *Jm^ ^Dn^VAfiliibfeo #41 

CO*Hit:B 5 - 7 5; >f (53mg) , ffgt (0. 0 2ml) 

&;*y-;i/ (lmi) c»iu ^sr-^^>-t:';^>^#: (0. 0 6m 

1) Wtfeo fOfflMttftSfi-C 1 8«MMH*bfc«N »BK«*«^hU 
(1ml) *AD*.n ^DD^VA-T-P/V-;!/ (3/1) T'lfttBb 

5 6mg s W4 4°/ot#feo 

'H-NMR (CDCL, 4 0 0MHz) : 1. 6 4- 1. 7 5 (m, 1 H) , 
2. 2 7-2. 3 8 (m, 1 H) , 2. 4 0-2. 4 9 (m, 1H) , 2. 58 
-2. 63 (m, 1H) , 2. 7 4-2. 8 8 (m, 2H) , 3. 58 (s, 2 
H), 3. 77 (s, 3H) , 3. 97-4. 05 (m, 1H), 6. 70-6. 
7 3 (m, 1H) , 6. 7 5-6. 7 8 (m, 1H) , 6. 8 4 (d, J = 8. 
8Hz, 2H), 7. 20-7. 26 (m, 3H), 7. 85 (s, 1H) 0 

nmfrffim (esi-ms, m/z) : 323 (m + +d „ 
mnmi 57 : n- (iH-5--<>*yj;t/) -n- ri - 
z_LzZl4 kp-ih-3-kpu;H T^y 

(R) - (-) -3-lfD'J^;-/«l (9 6mg) EJitHfcKfcy £A 
(2 6 8mg) £^;^;i/*;i/A7$ h* (1ml) fc«fj»U ^£-v 4-^ 
;1/^>^;v^d^^ K (9 8mg) ®7t h 'J;i/j§l (1ml) £g$rci» 
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z<DWfcA£ h Uxf-;i/7^> (0. 5 0ml) ^l/*;!/*^ 
h* (lml) ti^U 7;i/^>#HmTs 3fiT?=Kfbifclt ■ hU^^^ 
S (2 0 9mg) *jD*fc. fiJfcfflfcfcfcMTCl 8lMIHl&bfc*N IS 

*UfcS***h U«>A7jC^ (lml) fciQ*.* £DD*;i/AT*8&ttibfeo 

£04*i!3#B£5-T*y^>£V--;i' (5 3mg) , (0. 0 2ml) 
(lml) fcttffU gfi-Ctf? (0. 0 6m 

*A2fc&« (lml) *m%.s ^dpwa-7d;v-;1/ (3/1) -ejflfflb 

^DD7j.;i/A/^^y-;i/-eJlllt-SHPLCK:«kDJfil»U &fHb#S&J£ 
5 6mg> JR*4 0%t5»feo 

'H-NME (CDCla, 4 0 0MHz) : 1. 6 4- 1. 7 6 (m, 1H) , 
2. 30-2. 38 (m, 1H), 2. 31 (s, 3H), 2. 41-2. 50 

(m, 1H) , 2. 5 8-2. 6 5 (m, 1 H) , 2. 7 5 -2. 8 5 (m, 2 
H) , 3. 5 6-3. 6 5 (m, 2H) , 3. 9 5-4. 0 5 (m, 1H) , 6. 
7 1-6. 7 3 (m, 1H) , 6. 7 4- 6. 7 9 (m, 1H) , 7. 10 (d, 
J = 7. 6Hz, 2H) , 7. 20 (d, J = 7. 8Hz, 2 H) , 7. 23- 
7. 2 8 (m, 1H) , 7. 8 6 (s, 1H) o 
R*#*HS (ESI-MS, m/z) : 3 0 7 (M + +l) 0 
mmi 58 : N- (lH-5-^>WJ;V) -N- f 1 - (3-^bP^> 
2M x KP- lH-3-hTPU;V] TXy 

(R) - (-) -3-tn'Ji;;-;i/Ml (9 6mg) :fej:tftt»* U £A 

(2 6 8mg) £^^;i/*;VA73. h* (lml) fc$WBU ^C-s, 3 h 
D^>^D7^ K ( 1 2 Omg) (DT-fe h- h U;i/^« (lml) £^#-e 

il©4'^Aa: h 'JxW^ > (0. 5 0 ml) fcftfck^ 
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4 K (1ml) ic$S#PU T)l3>m®MTs MUH=M<bmn- hVtf-frT 
(2 0 9mg) ^Mtl^HWbfcl tt 

jfDR»**^-hU^A*«» (1ml) fciO*^ ^PD^l/Atiilibfeo ^ 

COWBh5-?^^>^;-^ (53mg),»S(0. 02ml) 
&**>>-;i/ (lml) fcjMIU £»*c#5>-h:yy>«tf: (0. 0 6m 

(lml) £j&n*s ^dd*M-7p;V-JV (3/1) "CffltHb 
8 imgs o%-efffco 

'H-NMR (CD C 1 3, 4 0 0MHz) : 1. 6 3- 1. 7 4 (m, 1 H) , 
2. 2 6 -2. 3 6 (m, 1 H) , 2. 3 7-2. 4 6 (m, 1 H) , 2. 55 
-2. 63 (m, 1H) , 2. 6 9 -2. 8 4 (m, 2H) , 3. 67 (s, 2 
H) , 3. 9 6-4. 0 3 (m, 1H) , 6. 68-6.71 (m, 1H) , 6. 
73-6. 78 (m, 1H), 7. 23 (d, J = 8. 8Hz, 1H), 7. 4 
1 (t, J = 7. 8Hz, 1H), 7. 61 (d, J = 7. 6Hz, 1 H) , 7. 
82 (s, 1H), 8. 04 (d, J = 8. 3Hz, 1 H) , 8. 16 (s, 1 
H) o 

WMfrtifm (ESI -MS, m/z) : 3 3 8 (M + +l) « 

mnmi 59 : n- (ih-5-^>^;u;v) -n- [ 1 - (4--fp^> 

^ h 5 h F P - 1 H - 3 - £P U r ^ > 
(R) - (-) -3-KDiJ^y-M8I (9 6mg) ^iVJfta^U^A 
(2 6 8mg) §^^f;»A7^ H (lml) JdjffiSPU 4 h 

D^>^MD7^ K ( 1 2 Omg) ODT-fe h VJVmWL (lml) *MTf 

C0^#Afch'Jxf;V7^> (0. 5 0ml) ttm&yWbXfrttVr 
-f K (lml) CiiU r;i/=f>»HSlTs tITHiftaN' MM^;b7 
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(2 0 9mg) ftjDitfco RJM^»**»-C1 8WIB»#bfcfts fiS 
*DJfc»**^hU (1ml) %m%., £DD*;i/AT'$ffibfco 

£©*HI#Bfc5-r$^>y\/---H> (53mg) , WWt (0. 0 2ml) 
£**>>-;i/ (1ml) fc$j»U M-C#5>-KU^>«# (0. 0 6m 

£Azk$^£ (lml) fctoiU ^pd*m-7d;v-;i/ (3/1) -elfifcBb 
fee ^M^^7jcM^bUe?AT^U MET«^^*bTtf ^n^a^ 

& N ^DD^A/^^y-;i/-espi'rsHPLct«tDJiS!iu &m{b&®% 

8 0mg^ J&U*6 0%T»^feo 

'H-NMR (CDCla, 4 0 0MHz) : 1. 5 5- 1. 7 5 (m, 1 H) , 
2. 2 6-2. 3 6 (m, 1H) , 2. 3 6-2. 4 8 (m, 1H) , 2. 50 
-2. 63 (m, 1H) , 2. 7 0-2. 8 5 (m, 2H) , 3. 65-3. 7 
1 (m, 2H) , 3. 9 5-4. 0 4 (m, 1 H) , 6. 6 7-6. 7 0 (m, 
1H) , 6. 75 (d, J = 8. 8Hz, 1H), 7. 24 (d, J = 8. 8H 
Z) 1H) , 7. 4 1-7. 2 8 (m, 2H) , 7. 8 1 (s, 1 H) , 8. 1 
1 (d, J = 8. 5Hz, 2H) o 

WMfttm (E S I-MS, m/z) : 3 3 8 (M + + 1 ) „ 

«#J16 0 :N- n- (3. h*$"*>S»V) yh^bKP-lH 

-3-b!PU;Vl -N- (lH-5->f >£2l2k) 

(R) - (-) -3-tP'J^y-;«S(96mg) U£ A 

(2 6 8mg) §^^^1/*M7U* (lml) CiiU 3, 5- 

^ h^>^MP7-f K ( 1 3 Omg) ©7-fe h- h >J;WM (lml) 
&M-C»Tbfe. S«iB^«l«Sfi-C 1 8«HHtt»bfe<0^s -b^W hii^ 

CCD^^Ail h U 3^1/7$ > (0. 5 0ml) *-;i/*;t/**1J- 
-f K (lml) fcigJBU TVI^^B^Tn MTCHKflrtlJt' hU^^T 
^ ( 2 0 9 rag) ZMZ-tzo SJte«^««Wltf 1 8BSISft#bfc&s 

fP^gbfcfit^b V£AzK&$i (lml) *Jd^x ^DP^MfiHibfec £tt 
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Z<D$>mfoBb5-7$y<<>W-)\' (53mg) , (0. 0 2ml) 
(1ml) fcjSIPU M"C#5>--K Uplift (0. 0 6m 
1) ^ITlfeo £j&S6ttftHL-Cl 8WHHfb^ AHUM*** M 
>>A7k«« (1ml) &iQ*. N ^DD*;i/A-7D/V-;i/ (3/1) T'lfitBU 

£ x ^DD*;i/A/^^^~;i/TJgiB'r*HPLCK:iD«fSSU ^Mfb^^ 
7 2mg, JR*5 l%T?Hfeo 

'H-NMR (CDC h, ,4 0 0 MH z ) : 1. 6 7- 1. 7 7 (m, 1 H) , 
2. 2 8-2. 3 9 (m, 1 H) , 2. 4 2-2. 5 1 (m, 1H) , 2. 6 1 
-2. 69 (m, 1H) , 2. 7 4- 2. 8 8 (m, 2H) , 3. 53-3. 6 
3 (m, 2H) , 3. 75 (s, 6H) , 4. 00-4. 10 (m, 1H) , 6. 
32-6. 35 (m, 1H), 6. 48-6. 51 (m, 2H) 3 6. 72-6. 
74 (m, 1H) , 6. 7 5- 6. 8 0 (m, 1H) , 7. 2 3-7. 2 9 (m, 
1 H) , 7. 8 6 (s, 1H) o 

MHMJMt (ESI -MS, m/z) : 3 5 3 (M + +l) 0 

mmmi 6 1 : n- n- (2-^pp^>^) -3-fc°^u^;t/] -n- 
(ih-5-^>#vu;u) TK> 

3-b h*D^>t^U^> (7 lmg) #«fctfUt&:&y (1 3 8Bmg) 
S^f;»A7U* (lml) fc&MU *£^s 

K (11 2mg) ©T-fe r- r U;Wg*fc (lml) ^iStiTbfe. 

uO*PI#:Ahh'Jx^l/7^ (0. 5 0ml) 
-f K (lml) fci»U T^^>#H^Tx SffflT?=«^«t<t • h'^^l/T 
(2 0 9mg) ftjDitfeo MfflMMbftftftTl 8ftlW«#Ufc«k IS 
U^Adciitt (lml) £#n;is ^DD^Atiffitfeo ««l 

£©^&Bfc5-T^>f >*V->^ (5 3mg) , ff& (0. 0 2ml) 
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(1ml) fc*»U gffiT?#7 (0. 0 6m 

1) *»Tbfc. EJfc«£**gUB"C 1 8RfH«#Ufe^s iSSljKtt**^ h U 
^AtIcM (1ml) *jbD*x ^DD*M-7D/V-;i/ (3/1) T?fflffib 

& N ^tiD*;i/A/^^y-;i/-eiilB"r*HPLCt:J:0«l»U MftfrtUft 
8 5mg, H$6 3°/oWco 

'H-NMR (CDCh, 4 0 0MHz) : 1. 4 2- 1. 7 4 (m, 4H) , 
2. 31-2. 53 (m, 3H), 2. 65-2. 7 5 (m, 1 H) , 3. 51 
-3. 60 (m, 3H) , 6. 71-6. 79 (m, 2H) , 7. 07-7. 1 
8 (m, 2H) , 7. 21 (d, J = 8. 8Hz, 1 H) , 7. 28 (dd, J 
= 1. 7Hz, 7. 6Hz, 1H), 7. 34-7. 42 (m, 1H), 7. 7 
8 (s, 1H) o 

WMfttifm (ESI -MS, m/z) : 34 1 (M + +l) « 

mnmi 6 2 : n- n- o-^pp^o^) -3-e^u^;n -n- 

3-b KO*2/K^U^> (7 lmg) jfeitfjftBt* U £A (1 3 8mg) § 
^^fjV*iVA7^ h* (lml) tMU ^Z^s 3-^DP^>»P7 
-f F (112mg) ©T-te h- h y;i/£f« (1ml) ^iSTiTbfeo 

COi+'ltgftAfc h 'JxW^> (0. 5 0ml) ^zK^^^^^*^ 
>f b* (lml) £»U T;v^>#fflM^ M-CHRfls*Mt« hU^^l/T 
S>*g# (2 0 9mg) ^iD^.fco KJ6fi^**^fi"C 1 8R#|ia«#bfc&s 13 
JWIKRtIc*^ h U»>A*»* (lml) SiP^s ^PPWAT-illlbfeo 

CO^Bt5-7^>f>^V-;i/ (5 3mg) , Wffi (0. 02ml) 
(lml) C»«¥bs ^fi*esK5>-bry (0. 0 6m 

(lml) fcinx., ^ppW-7p;v-;p (3/1) t?ttmb 
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^DDsjx;i//x/.?«^y-;i/-CJBH|-r*HPLCK:J:t)»«U 
6 3mgs l$4 6%T*t#feo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 9 - 1. 6 5 (m, 2H) , 
1. 6 8-1. 7 8 (m, 2H) , 2. 3 3-2. 5 4 (m, 3H) , 2. 60 
-2. 73 (m, 1H) , 3. 4 2-3. 5 4 (m, 2H) , 3. 54-3. 6 
4 (m, 1H) , 6. 7 8-6. 8 6 (m, 2H) , 7. 16-7. 22 (m, 
3H) , 7. 27 (d, J = 8. 8Hz, 1H), 7. 34 (s, 1 H) , 7. 
8 5 (s, 1H) o 

(ESI -MS, m/z) : 34 1 (M + +l) o 
mmmi 6 3 : N- CI - (4-^pp^>^) -3-b:^'J$W -N- 

3-t \tu**/W)i» (7 lmg) fcitHMfc&U £A ( 1 3 8mg) * 
^^fWATU* (1ml) fc&JWU ^^-s 4-^DP^>WD7 
-f F (11 3 mg) 07-bh-biJ;v»» (1ml) ft^ItiTUfe, RfoU 

fee 

uCD+^Ai: h ijx^7 5> (0. 5 0ml) %m&i?*?frZ)l**y 
<i Y (1ml) fcfcflIU r;v=r>#H»TN M-C=«ft*Jt • bU;<3Ml/T 
5. (2 0 9mg) fcinfcjfeo SJS6«^»ftM"C 1 8l$iaai#bfe^ IS 

U»>A*«« (1ml) ^Ja^s £nn*;i/AT*Jiijfflbfco 

COWB^S-TU-fV^-^ (5 3mg) , Mt (0. 0 2ml) 
(1ml) fcfcfPU £fiT?#7>-£y$»iifl: (0. 0 6m 
1) ^ITlfeo 1 8ttl««#Lfc8k «tfDjft»**^h'J 

£Azk»ifc (lml) fcflD&s ^dd*/1/A-7d;v-;v (3/1) TfJftWb 

& N ^DD*;i/A/y^y-;i/T?filBr«HPLCfcJ:D»«U MMb*ttft 
3 9mgs JR*2 
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'H-NMR (CDCls, 4 0 0MHz) : 1. 4 3- 1. 5 7 (m, 2H) , 
1. 62-1. 74 (m, 2H), 2. 20-2. 40 (m, 3H) , 2. 63 
-2. 70 (m, 1H) , 3. 3 3-3. 4 8 (m, 2H) , 3. 48-3. 5 
8 (m, 1H) , 6. 7 2-6. 7 8 (m, 2H) , 7. 18-7. 24 (m, 
5H) , 7. 7 9 (s, 1H) o 

M£*fift (ESI -MS, m/z) :34 1(M + +1) 0 

mmmi 6 4 : N- [ 1 - (4-7;i/:frP^>^;i/) -3-fc'^U^;t/l -N- 

(iH-5-^>^V»;;t/) 

3-fc *v**/W)*» (7 lmg) fcJitflftlfcjby^A (1 1 3mg) & 
»A7^ F (1ml) CiiU ^C^s 4-7;i/^-n^>^;i/^D 
7-fMlOOmg) 07th-hU;v«l«[ (1ml) 4MT?«TUfeo KJSS 

dotfj^A^ h ij^;i/7^> (0. 5 0ml) ^7jc^^f-;vx;i/^^^ 

>T K (lml) fcfcJBU 7Vl/:J>MMVK M-CHIWbaHU- hU^^;i/7 
^ (2 0 9mg) ZMiltzo Rfm&lh&£mx 1 8BIBHI#bfc«U IS 

ue?A*&$ (lmi) ^o*, ^DD^MtiffiUc mm 

C0*H#Bt5-7^'f>^;-;i/ (53mg) , ff8(0. 02ml) 
(lml) £.®BLs 1ST^7>-K^>ift (0. 0 6m 

(lml) £JDit> ^0D*M-7"d;v-;p (3/1) TfJfttBb 
2 Omgs JR3*s l 5%T-f#feo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 3- 1. 5 8 (m, 2H) , 
1. 6 0- 1. 7 5 (m, 2H) , 2. 2 0-2. 4 0 (m, 3H) , 2. 6 1 
-2. 75 (m, 1H) , 3. 3 4-3. 4 7 (m, 2H) , 3. 47-3. 5 
8 (m, 1H) , 6. 7 2- 6. 7 8 (m, 2 H) , 6. 8 9 - 6. 9 6 (m, 
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2H) , 7. 19-7. 25 (m, 3H) , 7. 79 (s, 1H) 0 
5C*#tfffit (ESI -MS, m/z) : 3 2 5 (M + +l) . 

nmmi e 5 ; n- n- (4-rp^^>^;i/) -3-e^»j$?;h -n- 
(iH-5--r>^vu;v) 75 > 

3-h Kn^->tr^U^> (7 lmg) *iVltt»*y^A (1 13mg) ft 
^*-;i/*»A7S K (1ml) fc&JBU *£^n 4-^d^>^dy 
>f K ( 1 7 4mg) h- h U;i/«F* (1ml) SSfi^iTl/fe. HJtSiB 

£-&ftgffi*Cl 8«?H»»bfe©^ -fe^ Ml^i^iiU #MftAftt# 

£©4>II9#A£ h 'JxW^ > (0. 5 0ml) ft«C^;*?-;i/;*;i/*^ 
K (1ml) fc*j»U 7;i^>#ffl^ M-CHKflittJt- hU^^T 
(2 0 9mg) ftillitfeo MsmrfbftttM'Cl 8tti«»bfc«s 
ftRtt**^ h (1ml) ft^JQ^s ^DD3jx;pAt?Wiajbfco fttt 

d©4>^Bi:5-^^y>f l/W—))/ (5 3mg) , Mt (0. 0 2ml) 
ft^^y-;V (1ml) fcfcfPU ^fi"??sK^>-t:U^ (0. 0 6m 
1 ) SITbfeo £ft£&ttft£&'? 1 8fifSa#bfe^ fiSffiJ^Kzk^^- h U 

(lml) ftip^s ^pd*m-7p;v-;p (3/1) -etttbb 

6 2mgs JBtfM 0%T*t#fco 

'H-NMR (CDCls, 4 0 0MHz) : 1. 4 2- 1. 5 7 (m, 2H) , 
1. 60-1. 73 (m, 2H) , 2. 20-2. 38 (m, 3 H) , 2. 60 
-2. 75 (m, 1H) , 3. 3 3- 3. 4 7 (m, 2H) , 3. 48-3. 5 

7 (m, 1H) , 6. 71-6. 78 (m, 2H) , 7. 14 (d, J = 8. 1 
Hz, 2H), 7. 22 (d, J = 8. 5Hz, 1H), 7. 36 (d, J = 8. 
3Hz, 2H) , 7. 8 0 (s, 1H) o 

MMMfftt (ESI -MS, m/z) : 3 8 5, 3 8 7 (M + , M + +2) . 

mmm i66:n-(ih-5->t y£2JlM -n- r i - (4-^ h*->^ 



WO 01/56988 



164 



PCT/JPO 1/00721 



> 2M - 3 - tf ^ y 22k] Z I > 

3-t KD*$/K^y$» (7 Img) EJitfJftKfcySA (1 1 3mg) % 
^f»A7U* (1ml) fcfcJBU ^d'V 4-* mr$"<>$;;i/*p 
F (10 9mg) ©T-fe h- h U;M£$ (1ml) SlfifSTtfe. JxJfo 

^®«A^h'Jxf;V7^> (0. 5 0ml) 
>f F (1ml) fc*»U T;i/3>#HMTs MTHiNblUI- hU^^T 
(2 0 9mg) fcjDfcfc. MM«ilTl8«nittU^ ffi 
JfiJjR»**^h U»>A*«f« (1ml) £fln*N ^PD*M*eitiibfeo 

£©*Hg#3 t 5-T^y>f >*V-;i/ (53mg),»(0. 02ml) 
( lml) tjMIU M-C^>-try^>fl# (0. 0 6m 
1) fcaSTUfco jRHMttfttt-? 1 8IMJl#bfc«* ttUlW**:?- h l ) 
$2x7k®m (lml) &jn;fc N ^dd*;va-7d/v-;v (3/1) -e^iBb 

2 5mg^ JR*1 9%T»tffeo 

'H-NMR (CPCla, 4 0 0MHz) : 1. 4 3-1. 5 6 (m, 2H) , 
1. 6 0 - 1. 7 3 (m, 2H) , 2. 2 3-2. 4 0 (m, 3H) , 2. 61 
-2. 80 (m, 1H), 3. 33-3. 47 (m, 2H), 3. 48-3. 5 
8 (m, 1H) , 3. 72 (s, 3H) , 6. 74 (s, 1H) , 6. 78 (d, 
J = 8. 8Hz, 2H), 7. 16 (d, J = 8. 5Hz, 2H), 7. 21 
(d, J = 8. 5Hz, 1H), 7. 79 (s, 1H) „ 
M^tt(ESI-MS, m/z) :3 3 7 (M + +l)o 

mmmi 6 7 : n- (ih-5-^>^;u;v) -n- n- u-^;w^> 

3-fc Yv*i/K^Vi?> (7 lmg) fcitfJMKjb »J t> A (1 1 3mg) & 
i;^jl/^Jl/A7^ F (lml) CSiU ^Cl^Ss 4-^^K>j?;^07 
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<i Y (98mg) h- KU;!/** (1ml) lifi"elTbfeo 

CCD^ftAh h 'Jxf;V7^ > (0. 5 0ml) ^zk^^l^l/**^ 
4Y (1ml) fc»j»U T^r/>#HmTs M"C=ttfl3«Jt • 
^ >m (2 0 9mg) §j)D^feo fiJ&fi^ftftM-Cl 8RfHil#l/fcfts 
«jR«**^-hU^A*«« (1ml) fciniU ^DD^AtttHibfeo ««l 

C©4>H3#3 £5-7§J4>yV-» (53mg) , ffgfc (0. 02ml) 
(1ml) tiiU (0. 0 6m 

1) SilTbfeo KJt^liftiTl 8Aim#l/^fls «WD*«**^*hU 
£AzM§$ (lml) £jo* N ^pn^M-rn/vwv (3/1) T-»tBb 
fee WIMftMcfiltt^hU^A-elKMIU *ffiT*fcfcB*bTft&ftfcB* 

2 8mg^ J|£*2 2%T»t#fe 0 

1 H -NMR (CDCh, 4 0 0MHz) : 1. 4 2- 1. 5 7 (m, 2H) , 
1. 60-1. 7 2 (m, 2 H) , 2. 26 (s, 3 H) , 2. 24-2. 39 
(m, 3H) , 2. 6 2-2. 7 5 (m, 1 H) , 3. 3 5-3. 4 8 (m, 2 
H) , 3. 4 8-3. 5 8 (m, 1 H) , 6. 71-6. 78 (m, 2H) , 7. 
05 (d, J = 7. 8Hz, 2H), 7. 14 (d, J = 8. 1Hz, 2H), 
7. 21 (d, J = 8. 8Hz, 1H), 7. 79 (s, lH)o 

nmftffim (esi -ms, m/z) : 3 2 1 (m + + d 0 

lijl 6 8 : N — (lH-5-^>*VU;M -N — fl - (3--hP^> 

2jk] - 3 -h°^u 22k] Z I > 

3-t KD^>fcWJ^> (7 lmg) *J:VjR«*U>>A (1 1 3mg) £ 
^f^;i/A7U* (lml) t»»U 3--hn^>^^D7 
>f M 1 2 0 m g ) ©T-fe h - h U ;i/&Jft (lml) SSfiT?SST bfco 

£04»H#Ai: h 'JiW^> (0. 5 0ml) %m&P 
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>f K (lml) t»U T;brf>HHmTs gfflTH&fbait • YVtf-frT 
(2 0 9mg) ^P^feo EJfflMttfcSfl'e 1 8R?M»#l/fc«s 13 
WiKBbfc*^- h (lml) &&P;ts ^DD^AfiUibfeo « 

£CD*^ftBh5-T^^>*V--;V (5 3mg) , (0. 0 2ml) 
(lml) ti»U KU$»Hfl: (0. 0 6m 

1). SITbfe. £A»6ttft&&'C 1 8ttlBHt#Ufc«s IS^3«7j<m^ h U 
*AzM&« (lml) £Jp;L^ ^dd*;va-7d;v-;i/ (3/1) ttttHb 

6 Omgs iR^4 3%T*^feo 

'H-NMR (CDCla, 4 0 0MHz) : 1. 5 2- 1. 6 6 (m, 2H) , 
1. 7 1-1. 84 (m, 2H), 2. 26-2. 50 (m, 3H), 2. 70 
-2. 80 (m, 1H) , 3. 52-3. 65 (m, 3H), 6. 77-6. 8 
5 (m, 2H) , 7. 27 (d, J = 8. 8Hz, 1 H) , 7. 44 (dd, J 
= 7. 8Hz, 8.1Hz, 1H), 7. 63 (d, J = 6. 8Hz, 1H), 
7. 83 (s, 1H) , 8. 07 (d", J = 8. 3Hz, 1 H) , 8.- 23 (s, 
1H) o 

IMKESI-MS, m/z) :3 5 2 (M + +1) 0 

mmmi 6 9 n- (ih-5-^>^u;i/) -n- [ 1 - (4--hn^> 

3-b \tv*i'W)V> (7 lmg) fcitfjftKfcy *A ( 1 1 3mg) £ 
^^fM;i/A7^ K (lml) C^iU 4--hD^>^;^D7 
-Y K ( 1 20mg) 07Mrh=HJ;i/8f* (lml) *ffl"?»Tbft. MjiwE 

u©^Ai:hiJxf;i/7^> (0. 5 0ml) *;v*;b*3MJ- 
^ F (lml) fc*fPU T;i/=f>#fflMTs SftTHKn^tft- hU^^;i/T 
^>£g#: (2 0 9mg) fcJP^fco KJtAMmr 1 8B#H§jS#bfc&s IS 
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c©4>P^Bi:5-T$y^>^y-;b (53mg),Bi(0. 0 2ml) 

(lmi) £»pu g$re#7>-t:y$>>Htt (o. o 6m 

1) IITl/fec Mii&^t)^^T-l 8l$F^l#bfc^ |g^«7j<m^hU 
>i7A7j<» (1ml) £#p;U yDD*;i/A-7 , D;v-;i/ (3/1) fitilb 

S> ^DD*;i/A/p«^y-;i/t?jgM-rsHPLCfcJ:D»»lu MWb-&»& 
3 5mgs i&¥2 5%-et#feo 

'H-NMR (CDC1 3 , 4 0 0MHz) : 1. 51-1. 68 (m, 2H) , 
1. 6 9 - 1. 8 6 (m, 2H) , 2. 2 6-2. 4 7 (m, 3H) , 2. 71 
-2. 83 (m, 1H) , 3. 52-3. 65 (m, 3H) , 6. 79-6. 8 
3 (m, 2H) , 7. 28 (d, J = 9. 5Hz, 1 H) , 7. 49 (d, J = 
8. 5Hz, 2H), 7. 84 (s, 1 H) , 8. 15 (d, J = 8. 8Hz, 
2H) o 

%MfWm (E S I -MS, m/z) : 3 5 2 (M + + 1) . 

m&mi 70 : N- Cl- (3, 5-*J* h±k^>2M -3-bT^US?;i/] 

-N- (iH-5--i > >#yj;b) T^y 

3-fc Vti*i/}ZiVt» (7 lmg) £<fctm^by £A (1 1 3mg) £ 
^^jl/A7U* (1ml) fc»#U 3, 5 h 

MP7^f K ( 1 3 Omg) <D7* h- h ij/l/#fflg (1ml) ftSfit»Tbfe. 
»6«*«*a*"Cl8»IB»»Ufta)^ -fe^-f Mta**V«ttU +Bffr 

cotf^Ahh'JxW^ (0. 5 0ml) 
>f K (1ml) CiS»U T;i/=f>#fflMT> li&t'HItt^ hVt+frT 
§>tift (2 0 9mg) ZmZtzo Sj6S^tlill?l 8IPMtm fi 
U»>/x*»* (1ml) £;&P;t> ^7DD^;i/AT*ttmi/feo 

Z(D*mfaBt5-7$;<{>W-))/ (53mg) , fftt (0. 0 2ml) 
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( lml) fc&j&U gfi7?^7>-Ky^>gft (0. 0 6m 
1) S»Tlfe. SJfeiB-&«l%Sfi1f 18«Fffl«#bfefts ISffi^S*^hU 
i>A*«jt(iml) fcJQiU ^pd^;i/A-7°d;v-;i/ (3/1) -etttBU 

55mgs Jfc*3 8%"Cftfco 

1 H — NMR (CDCla, 4 00MHz) : 1. 4 0- 1. 57 (m, 2H) , 
1. 6 2- 1. 75 (m, 2H) , 2. 2 0-2. 4 3 (m, 3H) , 2. 70 
-2. 80 (m, 1H) , 3. 3 5-3. 4 7 (m, 2H) , 3. 50-3. 6 
0 (m, 1H) , 3. 73 (s, 6H) , 6. 29 (s, 1H) , 6. 45 (s, 
2H), 6. 72-6. 79 (m, 2H), 7. 22 (d, J = 8. 5Hz, 1 

H) , 7. 7 9 (s, 1H) o 

MMHi (ESI -MS, m/z) : 3 6 7 (M + + 1) 0 

mmmi 1 1 •. Ni-^>^;i/-N4- (ih-5-^>^/u;i/) -1,4- 

1, 4-*/9v^*Vl/y*l/ ^yx^l/^^-JV (3, 9 0g) , 5- 

rxj^yW-ft (2. 66g) , ft»(o. 5ml) (5 0m 

I) l:j§»bs gffiT*#7>-fcrU (2. 5 0ml) llTbfeo 

1 8 urafttt bfe^s mum*** v y * a*** ( 5 0 m 

1) £5n;t; ^DD*M-7n;v-JV (3/1) T'^tBbfeo WtfUB&ftfcfc 
/^^y-;uTJ1^1-S^U*V;v*7A^pvh^7 7^--lcJ:t)^®iU * 

H(*A*4. 0 9g> JR^7 5%l?t#fco 
*IS#AfcBt&-* (1 : 1, 50ml) fc*«PU 8 0*CT 3fifH8l»bfco 

tflD;Ls £dp#;Wx-:7d;V-;1/ (3/1) TffliHbfeo £4M&ftbkfflK 
B£3. 2 1 1R^9 3%T*^fco 
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dCD+KftB (1 15mg) t^>y)]/Y$> (64mg) > WW. (0. 02 
ml) <3M*7-;i/ (1ml) fcjgJUU SfiT?^>-Kijy^ (0. 0 
6ml) Wlfeo fiJ*;ffl^«lftM7!18«?IB«#Ufc«x 
h U^AzMM (1ml) §JP^.s ^DD*;VA-7o;V-;b (3/1) T?fft 

U HMtfj£tJ&4 3mgs iR*13%t?s 2«»®$>T*xU;m*#0$B-£ 
« (1 : 1) tbTfffeo 

'H-NMR ( CD C 1 3, 4 0 0MHz) ( 2I!S0^77tL'^||:O^ 
#0 : 1. 0 8- 1. 2 2 (m, 2H) , 1. 3 2- 1. 4 6 (m, 2H) , 1. 
64-1, 92 (m, 8H), 2. 05-2. 14 (m, 2H), 2. 17-2. 
25 (m, 2H) , 2. 5 6- 2. 6 7 (m, 1 H) , 2. 7 4-2. 8 3 (m, 
1 H) , 3. 2 2-3. 3 1 (m, 1 H) , 3. 5 3 (m, 1 H) , 3. 8 6 
(s, 2H) , 3. 87 (s, 2H) , 6. 75-6. 86 (m, 4H) , 7. 
23-7. 45 (m, 12 H), 7. 86 (s, 1 H) , 7. 88 (s, 1H) . 
WMftffim (ES I -MS, m/z) : 3 2 1 (M + + 1 ) 0 

mmmi 72 : ni- (ih-5-^>^;ij;i/) -n4-7i-ji/- 1 , 4- 

1, 4-^^D^s^it>i?^> t^x^-l/^^-jV (3, 9 0g) , 5- 

T^y-r (2. 66g),ii(o. 5mi) ^^;-;K50m 

1) fcjgJBU SfiT?^ (2. 5 0ml) 4»TUfe. fiJ6 

i^ftss-c 1 8 mrmftbtz&, mMm&m* h u * a*** ( 5 0 m 

l) fcioiu ^dd*m-7d;v-;v (3/1) -eiffiifeo £#Ui&ftbk 

NlttA&4. 09g, W7 5°/ot*Hfeo 
+n#A*l»-* (1:1, 5 0ml) fcjMU 8 0-C"C3BI»»#bfc. 
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B£3. 2 1 g N 1R$9 3ML 
C©*RB#B (1 1 5mg) hT-'J> (5 6mg) s M (0. 0 2ml) 
(lml) fc**U (0. 0 6m 

(lml) fciniu ^dd*m-7d;v-;i/ (3/1) tiffib 

12mgs iW8%T\ l«£cD$>:r;*xU*g£fl^bT»fco 
'H-NMR (CDCla, 4 0 0MHz) : 1. 2 5 - 1. 3 5 (m, 2H) , 
1. 65-1. 95 (m, 4H), 2. 18-2. 32 (m, 2H), 3. 27 
-3. 36 (m, 1H) , 3. 4 7-3. 5 7 (m, 1H) , 6. 56-6. 6 
4 (m, 2H) , 6. 6 5-6. 7 2 (m, 2H) , 6. 7 8 -6. 8 4 (m, 
2H) , 7. 13-7. 20 (m, 2H) , 7. 30 (d, J = 9. 0Hz, 1 
H) , 7. 8 9 (s, 1H) o 

mmmi 73 : ni- (ih-5-^>w;;i/) -2- {*^2JkZA2} z 

•b NTS P 

2- [ (t e r t -7 h^fc/l/jtfx;]/) T^y] Tttv >?7*sv F (9 6 
3mg) s 5-T^y-T (6 6 5mg) , ^^7^K'jy> 

(lOmg) ^^XfMM7U' (2 0ml) fc*MPU 0°CfN- [3- 
(^x^;i/T^y) -N ' -x*7l/jb;i/#$M ^ K WW (1.54 

g) j3«fc^l-t KD^S/^>^hUT\;-;i/ (1. 2 2g) %MZ.tzo BLJfoM 
6ttft£ft-C 1 8 BIHHftttUfctK «D*fflMc*^ b U * A*** (20ml) 
£jn*.s ^dd^a-7d;v-;1/ (3/1) timtfeo ^ai£«cM 

* y iElBr * ^ U ±VM 5 A * D V h ^ 7 -fc «t D 3»M U 
A£8 4 9mg^ J&*5 9%T?*#fco 
4»M#A**nD#;i/A (5ml) CIIU ^T"h';7;i/^-D^ (5m 
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1) *iin*.fc. £jK»d«ftSfi-e3«Hiffl/^lc> ««bT4»IBM*:B*# 

fee 

*[?3#:B (5 4 6mg) fc'OXlP^t K ( 1 0 6mg) N M (0. 0 5 
ml) (2ml) fc$gfl¥U 0°CT% V^^A hUT-feh^^^ 

p;W K5>f K (2 1 2mg) £fiDx.fco &J&S£4ftl&£&-7 1 8ttlHHtttbfe 
«U «IWSaMc*^hU«>A**«[ (2ml) fcJniU ^pd^A-/d/V 

(3/i) -e&mbfco tai^WT-pj^AT^iu «bet*«i 

7^^D7h^77^f-tJ;f)ilU mm<h&®% 1 2 lmgs Jfc*4 3%T* 

1 H-NMR (CDC Is, 400 MHz) :3. 46 (s, 2H) , 3. 86 
(s, 2H) , 7. 2 5-7. 4 6 (m, 7H) , 8. 02 (s, 1 H) , 8. 
10 (bs, 1.H) , 9. 3 1 (bs, 1H) o 
IiMi(ESI-MS 5 m/z) :28 1(M + +1) 0 

mmmi 74 : ni-^>^-n2- (iH-5->r>^;u;v) -1,2- 
ni - (iH-5->r>^u;i/) -2 - (^>i;;i/T^y) T-fe hr^ K 

(HSfe#ll7 3) (5 6mg) lrh7bHD77> (1ml) fc*«IU 
^7>-rh7k KD77>i#: (1. 0ml) %M%.tco 5 0 

■c-c6«nam«ibfcfts iM£i£^ (o. 5mi) fcjnits *&fcHc*irei 

l*l«*#bfc. ^affiftttWR^hU^ATK** (2ml) £JD;1 N ^pd*M 
-t*d;V-;1/ (3/1) T-ffttBbfeo ««M*«lbKini^hU>>A'C«sfflU 

met****®* br*§ 6 titcmz ^ d p a/* * y -jitmmtzr 

Wi7r^ ^TLCtJ;'0»«bs ^IftMl§2 3mg N i»43%T*f§fco 
'H-NMR (CDC la, 400 MHz) : 2. 86-2. 91 (m, 2H), 
3. 16-3. 21 (m, 2H) , 3. 76 (s, 2H), 6. 66-6. 82 
(m, 2H)., 7. 18-7. 2 4 (m, 6H) , 7. 8 1 (s, 1 H) 0 
M£fflfc (ESI -MS, m/z) : 2 6 7 (M + +l) • 

1 7 5 : N 1 - (1 4 *?))/) -Nl - (1H-5- 



WO 01/56988 




PCT/JPOl/00721 



±>^2J1M Z± \lZ1 if 

mmmi i e : 1- f 5- r a 4 T^yi - 1 h 
-5-4 u M - 1 -x^ y > 
n- (i-^>^;i/-4-t:^u^;i>) -N- ( 1 h- 5 >^v;;v) r 

^> (^»J1 2 6) ( 1 5 3mg) £ h y^;i/7^ (0. 1 4ml) > 
*?))/7$; tTU^> (5mg) *^dd*M (1ml) fcfcJBU 0°C-?ft$ 
( 0 . 0 4 8ml) HTlfeo ^?B^^^T« 1 8 l$igjft#bfe&s 
fiSffi^zK^^hU^ATk^ (1ml) £j&n*s ^DD^;i/A-rn;iy-;i/ 
(3/1) "eittSlfec ^Jf£&7.KS»^ 'J^AT^MU MffT^M© 

SU ^Jte^J 1 7 5 ©lbi^J£ 1 lmgs W6 %T*s flS£#iJ 1 7 6 <ZMbi^tl£ 
4 Omg N JR*2 3%-e*#fco 
H»J 1 7 5. 

'H-NMR (CDCls, 4 0 0MHz) : 1. 2 3-1. 4 0 (m, 1H) , 

1. 5 0 - 1. 7 0 (m, 1H) , 1. 7 0- 1. 8 0 (m, 1H) , 1. 82 
- 1. 9 2 (m, 1 H) , 2. 0 2 (s, 3H) , 2. 11-2. 29 (m 3 2 
H) , 2. 11-2. 29 (m, 2H), 2. 91-3. 08 (m, 2H), 3. 
48 (d, J = 12. 7Hz, 1H), 3. 55 (d, J=13. OHz, 1 
H) , 4. 6 6-4. 7 6 (m, 1 H) , 6. 9 2- 6. 9 8 (m, 1H) , 7. 
20-7. 27 (m, 6H), 7. 52 (s, 1H) , 8. 05 (s, 1H) 

mmmm (esi-ms, m/z) : 349 (m + +d 0 
mmm 1 7 6 

'H-NMR (CDCls, 4 0 0MHz) : 1. 5 0- 1. 6 2 (m, 2 H) , 

2. 05-2. 13 (m, 2H), 2. 18-2. 28 (m, 2H) , 2. 73 
(s, 3H) , 2. 8 5 -2. 9 5 (m, 2H) , 3. 3 0- 3. 4 0 (m, 1 

H) , 3. 58 (s, 2H), 6. 73-6. 76 (m, 1H) , 6. 84-6. 
89 (m, 1H) , 7. 2 4- 7. 3 6 (m, 5H) , 7. 94 (s, 1 H) , 
8. 1 9 (d, J = 9. OHz, 1H) . 
M#*HI (ESI-MS, m/z) : 34 9 (M + +l).o 
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mmmi 11 ; i-^>^;i/-4-£^u^;i/ (ih-5-^>w;;i/) x~ 

4-7^;-m-^l/V-Jl/ (1 23mg) , a^TJ'J^A (2 44mg) , 
Mcg£i?(0. 47ml) ^^DD^>-lf> (2ml) t^I^^ 8 0°CT" 

»v?^i/ (o. 2 0mi) Jtutto m^^m^umxismmm 
nbtz&, 7k (imi) ^DD*Mtitt}ifeo iii^wii- 

y-;i/-ejn^i-§HPLCi3<fcD^u *^A^^#feo 

^H^Afc^-T**/-^ (2ml) iz^mU 8 0°C-e5NfP^#bfeo 
S^vg^rtl^^^TK^h U^AtK^ (2ml) £fln;t N ^0n*M- 
rD7iy-;i/ (3/1) T-MtBbfeo WWffcMcM^h U^at^U M 

dO^F^Bi: 1 -^>^;i/-4-h KD^r>>t^i;^> ( 1 0 5mg) ^ h 
ij7i-JV^7 0 (1 3 lmg) §rh7hFD77> (1ml) fc*JBU 
M-C^x^l/T^^A^^^lz-h (0. 20ml) £#D;tfco 

1 8mmmfthtc'&s mmm&mi- v u atk^ (imi) *jd*.n 

^DD^;i/A-7°P7iy-;i/ (3/1) fiUJlfeo #$S£M<E$:*- h u •> 

•eJHH1-SHPLC{cJ:t)M®iU $Mb&b*3 5mg, JR*1 l%TM#fco 
'H-NMR (CDCla, 4 0 0MHz) : 1. 71-1. 84 (m, 2H) , 
1. 92-2. 00 (m, 2H), 2. 2 0-2. 30 (m, 2H) , 2. 65 
-2. 75 (m, 2H)., 3. 48 (s, 2 H) , 4. 16-4. 28 (m, 2 
H) , 6. 9 6 -7. 0 3 (m, 1H) , 7. 0 7- 7. 0 9 (m, 1H) , 7. 
2 0- 7. 2 8 (m, 5H) , 7. 30 (d, J = 9. 0Hz, 1 H) , 7. 8 
9 (s, 1H) o 

WMfrtifm (ESI -MS, m/z) : 3 0 8 (M + +l) „ 

mmm 1 7 8 : N 1 - {A=¥JL¥M - 2- (2, 4, 6-h^PP7x7 

1 6<Djj)]/#**/)Hfr (5 0 0mg N 1. 9 6mmol) 
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;i/A7U , S«tC4-7^K 1 J^> (2 6 6mg, 1. 9 6mmol, 1. 0 
eq. ) J:WSC-HC1 (451mg, 2. 3 5mmo 1, 1. 2 e q. ) & 
£> ZFtZ. H 0 B t 'E2O (3 2 0mg, 2. 3 5mmol, 1. 2eq. ) £#0;In 

.fc-OMtttK MMb** (2 7 6mgs 4 2. 6%) 
MS m/z :3 3 0, 3 3 2. 'H-NMR <? : 4 . 6 9 ( 2 H, s ) , 

7. 67 (2H, dd, J=l. 59, 4. 76Hz), 7. 70 (2H, s), 

8. 46 (2H, dd, J = 1. 59, 4. 76), 10. 51 (1H, s) . 

(12.3g) s (24.4g) N HfcdcftK 

(47.1ml) ^^DD^>€> (200ml) fc^»**N 80°C^^V7^;i/ 

(0.20ml) ttrnz-tzo m^m^m^mm^immmwvtc^s ?k doom 

^BfrAftttR-^^y-;!/ (200ml) fcMPU 80°C*C5I^M»#bfe« S 
JteS^»lcttSBijftil7K*^hU^A*** (200ml) mnZs *dd*;I/A-:7 

d/v-;p (3/D TMbfeo %w8*m&mmi-Yv$&'etfoMu urt 

»JlftS*bTiaMb^« (7.99g) £t#fco 

1 H — NMR (CDCh, 400 MHz) :6. 95 (d, J = 8. 8Hz, 1H), 
7. 03 (s, 1H), 7. 31 (d, J = 8. 8Hz, 1H), 7. 88 (s, 
1H) . 

4-T^y-3-^^;i/$m#^^ (0.85g) s Mfc&USA (1.47m 
g) s ft2kB|& (1.42ml) BDD^> (20ml) fctt^**s 80°Cf 
1^V7UV (1.17g) SiP^ifeo S^S^S^t>M-el8«fHa^bfe^s 
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tK (20ml) fciDiU ^Dn^A-ettfflbfc. 

*&*U «BE"F*«E*S*^fco (20ml) fc*#U 

80W5B#IH8t#bfe- «tt^*fc«WD*»**^hy^A*»* (20ml) * 

joits ^DP*M-rn;v^ (3/D -cjufflufc. Gwm*m7mmt-h 

■MfcA***;-* (20ml) ttMVU 3 N*»fc* h U ***** (3m 
1) *iD*.fco jBU»^*Mri8WIM#bfcftN «ET*«tfte*btx 

DMtU (0.32g) fctffco 

(ES I -MS, m/z) :16 1(M + -1) 

(R) _ ( _) -3-KD'J^;-M^« (1.23g) £ 3 NTKIMb* b U •> 
A7j<tt (10ml) fc*»U y-tert-^^ b (2. 

40 g) OTHFii (10ml) liStlTlfeo SJiSM^f&Sfi'C ll^NM* 

c©4»NK*:AkbU3:^T$> (2ml) K (10m 

1) fc$g#U T;V^>#ffl^,Ts M'CHtt'ftSttB- \>V*?-fr7K>&it 
(4.44g) ^iP^fco R|W^4fc*«l"C18»IB«»bfc*N tt*ll«***"r- 
U£A*Jlf* (10ml) &Jnjt> ^nD^AtiUlbfeo £*W 
b»J U WHbt+Bi#B*ffft« 

C<D*|BH*Bfc5-T^<Y>*V--H' (0.98g) s BFBK (0. 2ml) 

(10ml) fc*J»U £MT!#7>-ey (1.0ml) SiTlfeo 

KJ«««!ftMTfl8l»««»bfc«N »BJtt«*«^hy*A*«« (10m 

l) £iraiU ^dd*;va-7*d/v-;i/ (3/1) "Cttffibfe. **W 
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(1.59 s) Z'&tzo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 44 (s, 9H) , 1. 68-1. 
7 8 (m, 1H) , 1. 9 6 - 2. 0 6 (m, 1H) , 2. 8 5-3. 0 0 (m, 
1H) , 3. 0 3-3. 2 0 (m, 1 H) , 3. 3 5-3. 4 3 (m, 1 H) , 3. 
6 5- 3. 7 5 (m, 1 H) , 3. 9 8-4. 2 0 (m, 1H) , 6. 80 (d, 
J = 8. 8Hz, 1H) , 6. 8 7 (s, 1 H) , 7. 3 0 (d, J = 9. OH 
z, 1H) , 7: 8 6 (s, 1H) . 

mmmm: t ert-^jv 3- ( iH-o^'Jivr^) -i-^u 

3-tFD^i/t^U^> (l.Olg) ft3N*l*fttf-r U«>A*8fl* (10m 
1) fc*»U *-tert-:WI>3;*-#*-r- (2.40 g) OTHFS 

m (lomi) *MTf«Tbfc- fi»s^n*aa-eiwiiJWbfc<o*s mm 

y*A#*«t (10ml) *ira*.N ^DP*;vAi!»tBbfeo 

C0WBJ:5-7^^^ (0.98g) s W (0. 2ml) 
y-* (10ml) fc»*U (1ml) ^iTbfeo 

1) *JD^ ^nD«-7 , o/V-^ (3/1) -CJftfflbfco £«JB£afcK5ife 
rh'J^«U «BET»«*«*bT#&nfc»*fts *op*;va/ 

(2.30g) £*§fco 

'H-NMR (CDCla, 4 0 0MHz) : 1. 44 (s, 9 H) , 1. 83-2. 
02 (m, 3H) , 2. 15-2. 25 (m, 1H) , 3. 3 0-3. 5 6 (m, 
4H) , 3. 98-4. 10 (m, 1H) , 4. 4 0-4. 4 6 (m, 1H) , 6. 
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77-6. 81 (m, 2H) , 7. 30 (d, J = 8. 3Hz, 1H) , 7. 8 
8 (s, 1H) . 

l, 4-s/9tt<^*v>v*> ^;x?-i/>^^-;v (3.90g) , 5-T^y 

-f>#V-;i/ (2.66g) s ffg (0.5ml) ***;-)\/ (50ml) fc*j»U £ 
fi7?^7>-lfy^>«# (2.50ml) ^iTlfeo a©«^W*Sfi"C18Wra 
S#bfe^s IK^blllfeo £*i£M£-7k (1:1, 50ml) fciftBU 

8o«cT?3«fffl»t^bfeo £j$s£tt*ttttu *#©M&*i&^fc&fcN 

*j|tf-r y*A****ln*.N ^dd*m-t-d;v-;i/ (3/1) t-itHifeo 

D«I«U MMb*« (3.21g) £f#fco 

'H-NMR (CDCh, 4 0 0MHz) : 1. 7 0- 1. 8 4 (m, 2H) , 2. 3 
1-2. 54 (m, 6H) , 3. 7 2-3. 8 4 (m, 1H) , 6. 83 (d, J 
= 8. 83Hz, 1H), 6. 87 (s, 1H), 7. 32 (d, J = 8. 8Hz, 
1H) , 7. 8 9 (s, 1H) . 

frUMM ; 4- (5->f V*J ^JJ^ZAZl ~ 1 zJdL£rz*V2 > 
1, 4-^^D^-y->^^> (6.2g)s 

U> (4.3g) s mm (0.5ml) (50ml) fc$S#U ^ 

try (4.omi) siTife. KjfcMttftftft-cisftmi 

#bfc&> igfc^billSbfeo (1:1, 50ml) fcjg#b> 

80°CT?3«f|H«#bfeo EjS»£*fc$M6U ^©SKS^fc^KlN m\feWl 
TkMi-h y <7A7K*«t*i0its ^DD^M-rD7V-;P (3/1) -ettijmbfco 

^ d p $ j —))/~cmMtz> y * ^ a * n *^ b ^ ? -r — £ 
d*«u MMb^w* (5.8g) ^ttfeo 

'H-NMR (CDCh, 4 0 0MHz) : 1. 8 3- 1. 9 6 (m, 2H) , 2. 4 
0-2. 60 (m, 6H) , 3. 9 0 -4. 0 0 (m, 1H) , 4. 22-4. 3 
1 (m, 1H) , 6. 85 (d, J = 7. 6Hz, 1H) , 7. 35 (d, J = 8. 
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1Hz, 1H) , 7. 47 (t, J = 7. 8Hz, 1H) , 7. 53 (d, J = 

6. 1Hz, 1H), 8. 47 (d, J = 6. 1Hz, 1H) , 9. 16 (s, 
1H) . 

mmmm-.N- (ih-5-^>wj;m -n- u-g^u^i/) 

M&0U79 (450mg) £^PP*;i/A (3ml) tCfcfPU 95% h U 7;i/ 

tfPSf^ (3ml) ^IfifiTbfeo ^I^^S-e2^^bfe®^s 
MIU «M5-6#I (420mg) zmtzo 
Ii^*fI(ESI-MS, m/z) :2 0 3 (M + +1) 

mmmm-.N- (ih-5-^>^'JM -N-^h^fcKp-iH-3-t° 

(474mg) ^^DD*M (3ml) fcfcPU 95% h U 

*Pl|qft (3ml) SifitlTbfeo RjfcE^fcM^ttHatfbfcOfcs 
MU *J«b-&#l (510mg) S#feo 
»^(ESI-MS, m/z) :217(M + +1) 

cti^iji83: N-ri- (->£p^*>>;M^;t/) (ih 
-5-^>*vu;v) 

4-tr^u (77 mg) £«kt^>* d^^>*;v^^t 

;i/xtK (62mg) (1ml) fc»U HMbfCJlWb*** (106 

mg) fciDitfe. KJ«i«^«l«M-C18«flB«#bfcO*H <* 5 -ts y >f 
( 54m g) %to%30frmWU ^5>-KU^>IK#: (0.05ml )£flD£ 

(lml) ^An^s ^dp$M-7p/V-;1/ (3/1) T?ttfllbfeo 
fc*«*hy*AT!«fc*U «ET««l*«*l/T»6nfca**s *pp* 
^/A//^-/-;i/T?JBIB-rSHPLCt:J:D«l«IU (15mg) fcfcfeo 

'H-NMR (CDCla, 4 0 0MHz) : 0. 8 0-0. 9 0 (m, 2 H) , 1. 
10-1. 30 (m, 2H) , 1. 3 0- 1. 5 9 (m, 3H) , 1. 60-1. 
80 (m, 6H) , 2. 0 3- 2. 2 0 (m, 6H) , 2. 8 0-2. 9 0 (m, 
2H) , 3. 2 5-3. 3 5 (m, 1H) , 6. 7 5-6. 8 2 (m, 2H) , 

7. 28 (d, J = 8. 8Hz, 1H) , 7. 86 (s, 1H). 
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K*#tfHB (ES I-MS, m/z) : 3 1 3 (M + +l) 

mnmm-.u- m H-5->f >*v»j;io -n- (i-^>^;w-4- k*u 

K>«Wtt- l7j<» (77 mg) ^i^l/^^rk * (43mg) 
(1ml) fcMU HtfKzMWb*** (106mg) ^AO^feo U 
jfc»^feMT18lina*bfc©^ S&fcS-T^-f (54mg) 
=&iHl*.30#«#U 3P7>-K'JS?>«ft (0.05ml )*»P^fco EJfciI£«££ 
M-CWIBHl^bfc©^ fi»ftK**^hU^^*«* (1ml) ftHn^s * 
Dn^bA-rn;v-;i/ (3/1) -etttabfe. tfMft**flUtf- h 0 

«smu «ET«»*«*bT#fenfea**N ^n^A/^;-K-s 

H-T*HPLCfcJ:DII»U MMb£tt (2mg) fcfffco 

MMMf* (E SI-MS, m/z) : 2 8 7 (M + +l) 

gf»J185:N- (l-/s*»>Jl/-4-E^US?JtO -N- (lH-5-^>gV 

U;U) 

4 — tT-^U l7jc» (77 mg) 7° P >T;i/^t K (50m 

g) (lml) t»»U H»»**ft*^* (106mg) *Jn^feo 

SJ»«-&**^fiT?18»HJl»bfc©^N £££5-7^^ >y*J-fr (54m 
g) £J0*.30#»#U #5>-K'J^>«# (0.05ml )&J0^.feo SJ*S^* 
*M*C18^B8«#bfca)t>s ttftftRzK^bU^^*** (lml) £JP;ts 
^DD^l/A-rn/V-JV (3/1) X-MBLfco mmM*te*MM1'* ] )t>& 

■c««u «fl£T«Hi*«*b'r#&nfcSl*«x ^PD*M/^^-;ve 

MI8* , £HPLCfc«fcD**KU (2mg) £t#feo 

(E S I-MS, m/z) : 3 0 1 (M + + 1) 
g^M186jJLz (lH-5-^>*yU;V) - N- 

4-f^'J 1tK» (77 mg) ^t^V^TOrhF (36m 

g) £,**>-;i/ (lml) tifHU =»iteK*fb* , >* (106mg) §iP^.feo 
Kj&»^»*M"Cl8«?M«#bfc©^s £££5~T^>f >W-JU (54m 
g) £JU*.30#ift#U (0.05m D^JD^feo SJfSS^* 
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^u^mr^mnvtzots a*** (imi) 

^dd*;i/A-7d/v-;v (3/1) fiffilL HJ £ a 

JHH-rSHPLClzJ: DMfiU *»b£«l (lmg) 

Il^lfI(ESI-MS, m/z) :2 7 2 (M + +1) 

jgffiff!1187:N- ( 1 H - 5 ->f U2k) -N-Tl- ( 2 - 7 x_;P7°P 

4-h'^iJ K>JfflMtt- lzlOntl (77 mg) i5<fc^2-7xr;v7D^>7JV 
rtF (68mg) (1ml) fcfcfJBU HIMfcdcJMb*** (106m 

g) ttrntto mM^m^u^m^mnhtc<Dt>s s^ts-T^* > 

£V-;i/ (54mg) Sfln;fc30#»#U #7>-K>JS»8# (0.05m 1 )£;&n*;fco 
SJ*;»^IIB«M-ei8^W«tf Ufc©*N ttSBKK**^ h U ***** ( 1 m 

l) *toZ.s ^do*m-7d/v-;p (3/1) -eiitibL ftMJI&fflfektt 

^^y-;vt-JgHf SHPLC{c«tt)^i[U (21mg) 
Ri^*(ESI-MS, m/z) :3 3 5 (M + +1) 
jgffiffi.1188 : N-Tl- (2->^Pa^-;M^|/) - 4 - b'^U - N- 
(lH-5--^>WJ;i/) 

4-K*U l*JRJto (77 nig) ^TM, 2, 3, 6-r h7t h* 

P^>X7^rb H (55mg) ^^-^ (1ml) fc»f?U H»IMc*fli* 
•>3R (106m g) ^iP^feo RJte®6**M|-C18«?IBHf»bfcO*s &S>fc:5- 

(54mg) ^JP^30^jf#U #7>-try^>^# (0.05m 

*** (lml) ^Jo^> ^DP*;i/A-rD^v-;i/ (3/1) tiffibfeo W 
DD^;i/A/^^y-;i/T-JHPi-rOTLC^J:D*IMbs iiM<biir#i (6mg) £f# 

fee 

IlMt(ESI-MS, m/z) :30 1(M + +1) 
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l-s<^*?frYZUS?> (256 mg) #£Tf 1 H- 5 -> ( >W-)Vti)V#>W. 
(*mfa2) (243mg) *y*f-)\s*)Vh?% Y (3ml) CiiU 
l-:n^;i/-3- O-^^^l/T^^T'D^V) Ktg&E (263m 

g) > l-tFD^^;b'J7V-;V (225mg) ^tf^MrM/T^ J Y. U 
>(5mg)^iJD^.feo S^I^rtl^gST*18^^Ufe0t>s tSW^X^^ h U 

(2ml) ^jbn^s £pp*;i/A-7°p;v-;i/ (3/1) T-JfltBbfco 

^DP^;i/A/^^> > -;i/-CJgHI'r-5HPLCfc«fct)*ll«lU *»b£tt (30mg) 

'H-NMR (CDCla, 400 MHz) :2. 20-2. 80 (m, 4H), 3. 
20-4. 10 (m, 6H) , 7. 18-7. 33 (m, 5H) , 7. 38 (d, 
J = 8. 6Hz, 1H) , 7. 43 (d, J = 8. 8Hz, 1 H) , 7. 78 
(s, 1 H) , 8 . 0 4 (s, 1 H) . 
ftMMHS (ES I-MS, m/z) : 321 (M + +l) 
^M#iJ190:N5- (l-^^rh91;KP-lH-3- KP^) -1H- 

l-^>^-3-7^^D'J^> (256 mg) 1 H— 5 —<i >¥ S J— 

toil ( + Sfr2) (243mg) S^^fMiVA/ 7 ^ K (3ml) £|§li? 

ggfttf (383mg) s l-kpn^WhyrV-ZI/ (306mg) *ilf^^f;i/ 

mm^Y^^^mWL (2m l) fciDils ^on*M-^V-^ (3/ 

{b£tJ (21m g) £f#fco 

■H-NMR (CDCh, 40 0MHz) : 1. 9 0- 2. 0 3 (m, 1 H) , 2. 
3 7 — 2. 5 7 (m, 2H) , 2. 7 3-2. 8 3 (m, 1 H) , 3. 02-3. 
12 (m, 1H) , 3. 2 0- 3. 3 2 (m, 1H) , 3. 83 (s, 2H) , 
4. 79-4. 89 (m, 1H) , 7. 23-7. 40 (m, 6H), 7. 81 
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(d, J = 8. 8 Hz, 1H) 8. 0 7 (s, 1 H) , 8. 2 4. (s, 1H) . 
Wmmm (ES I-MS, m/z) : 3 2 1 (M + + 1) 
H;frfcff!ll91 : N 5 - h7bb 'P-lH-3-tfP'J;i/) - 1 H- 

4-7* ; - 1 ))/W)P> (280 mg) 43«ktF 1 H- 5 —4 >^V— 

<*IBK*2) (243mg) §^^fWA7^ K (3ml) CtM 

(383mg) s l-hh-D^^Wh'J7^-;V (306mg) * J; 

^*^rU*A*$&* (2ml) «Ai ^do*^-7d;V-^ (3/ 

to^tl (42m g) £*#fco 

'H-NMR (CDCls, 4 0 0MHz) : 1. 6 0 - 1. 8 0 (m, 2H) , 1. 
9 5- 2. 0 8 (m, 2H) , 2. 2 0 — 2. 3 2 (m, 2 H) , 2 . 9 0 - 2 . 
98 (m, 2H) , 3. 07 (s, 2H) , 3. 8 0-3. 8 6 (m, 1H) , 
7. 16-7. 40 (m, 5H) , 7. 46 (d, J = 8. 8Hz, 1 H) , 7. 
75 (d, J = 8. 8Hz, 1H), 8. 07 (s, 1H), 8. 14 (s, 1 
H) . 

nmfrffiU (ESI -MS, m/z) :3 3 5 (M + +1) 

mmmm : 4- (iH-5-r^ ;'Jii/7^) -i-->^p^*-9- 

4-^-^V^>^D^^> h (0.85g) s 5-T^y 

^>^VT-.;V (0.60g) )V (10ml) fc*jHU D 

(0.81ml) 4tFl/fe. ««^**»*18lWHl*Ufc«N ttff 
#BbK**MJ (10ml) ^iP^s ^nn*M-^n;V-/l/ (3 

/l) tttllilfeo *«M*lli*a«^by^AT«SjliU «EET*«tfte*bT 

# t> titzmzts ? p p a/p< * ; -^-eJSSB-f s * u * y ;i>* n r 

74-fc«fc&l»KU «B^3^» (1.37 g) fc«H?l : lfl>««Mltettk l/CW 
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'H-NMR (CDC1», 400 MHz) : 1. 15-1. 23 (m, 6H) , 1. 
4 0- 1. 5 6 (m, 3H) , 1. 6 0 - 1. 7 0 (m, 3H) , 1. 74-1. 
82 (m, 1H) , 1. 8 7 -2. 0 5 (m,5H) , 2. 15-2. 32 (m, 
3H) , 2. 4 0-2. 4 8 (m, 1H) , 3. 14-3. 23 (m, 1 H) , 
3. 3 8 -3. 4 6 (m, 1 H) , 4 . 0 3 - 4 . 1 4 (m, 4 H) , 6 . 7 5 
-6. 9 9 (m, 4H) , 7. 2 3 (d, J = 8. 8 Hz, 2H) , 7. 8 1 
(s, 1H) , 7. 83 (s, 1H) . 

mmmm:*?-K 2- (ih-b-o^;'J )V7$;) -i-^p^-9- 

x ^. ;l/ 2-^-^V^>^D^^> -hJU^i/V— h (0.85g) N 5-T^y 

jy^;- }]/ (o.60g) (10ml) £i§8?u ^a^^-ii'J 

(0.81ml) *«Tbfc. Rj««#lll*a»'ei8»IBIll»U*:«H «*0 
JRgfcdc**by*A**tt (10ml) *in*^ ^DD*M-rn;V-^ (3 
/l) «Uo «jf^7jc«^hU^AT^U MET«£g*bT 

» & nfc»* i/DDW/^^^ -^-ejiw-r a ^> u * ^ * p ^ ^ ^ 

7 4-\mm*\js $Mfc*m (1.37 g) ftBSl : l©«WH4#kbt# 

'H-NMR (CDCh, 4 0 0MHz) : 1. 10 (t, J = 7. 1Hz, 3H) , 
1. 13 (d, J = 7. 3Hz, 3H) , 1. 3 3- 1. 4 6 (m, 4H) , 1. 
5 5- 1. 7 5 (m, 5H) , 1. 8 0- 1. 8 8 (m, 1H) , 1. 90-1. 
99 (m, 2H) , 2. 10-2. 20 (m, 1 H) , 2. 2 5-2. 3 7 (m, 
1H), 2. 78-2. 88 (m, 2H) , 3. 49 (dt, J = 3. 9Hz, 
10. 5Hz, 1H) , 3. 67-3. 74 (m, 2H), 3. 94-4. 10 
(m, 5H) , 6. 7 5-6. 9 5 (m, 4H) , 7. 23 (d, J = 8. 5H 
z, 2H) , 7. 8 1 (s, 2H) . 

mmmm: j3R} - 1 -^>^;^ h^n kp - l H-3-fcr p (1H- 

lH-5->f (+B#1) (67mg) £ (S) -1— O^V 
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-3-£DUiV-;i/ (89mg) s h D 7x-M^7^ > (131mg) 
bFD77> (1ml) £$gfl?U ^T'40%^x^;i/T^^^;i/^dr^>l/--h© 

h;i/x>^ (o.50mi) ^iPx.^o mm^^u^immmwhtc^ t§ 

(3/1) fittibL WM^^TkM^-hU^A-e^u 
^tJ^fbilrt! (42m g) £t#fco 

'H-NMR (CDCla, 4 0 0MHz) : 1. 9 4-2. 0 2 (m, 1H) , 2. 2 
1-2. 3 3 (m, 1H) , 2. 4 8-2. 6 3 (m, 1 H) , 2. 6 5-2. 
77 (m, 2H), 2. 90-3. 00 (m, 1H), 3. 60 (d, J=12. 
7Hz, 1H), 3. 65 (d, J = 1 2. 7Hz, 1H) , 4. 73-4. 8 
4 (m, 1H), 6. 92 (s, 1H), 6. 97 (d, J = 9. 0Hz, 1 
H) , 7. 2 0-7. 3 1 (m, 6H) , 7. 8 8 (s, 1 H) . 

mnmm: os) -i-^>^fb7bh'P-iH-3-t;p'j;i/ (ih- 
5-^>^VU;v) ^nzik 

(R) - (-) -KDU^y-^ttii (73mg) &&V&miiV*& (165m 
g) ^S?^f;»A7^ h* (lml) fc&JBU ^>^07^f K 

(70mg) ©T-fe h 'J« (lml) ftSfiTf»TUft. £jfc$B«&$l&£$& 

1H-5-4 >*V-;i/*-/i> (*H3#1) <67ing) fc*IH#A* hU7x- 
;i/^7>f> (131mg) §rh7tFD77> (lml) fcjgjBU M^40X^ 
X7*-;WT\;^pb;i/^^l/-h© h;i/x>^ (0.50ml) %M%.tzo RfoMG 

va%gM"eimmmn\stz'&s ««««*«^hu dmi) &jni*.x 

^pp^l/A-7 , D/V-;i/ (3/1) «bfeo **MI*«fcdc»Rtt^hU»A 

M^-f&HPLCfcJ; DIMU ^M^tl (45mg) £f#fco 
'H-NMR (CDCla, 4 0 0MHz) : 1. 9 4-2. 0 2 (m, 1H) , 2. 2 
1-2. 33 (m, 1H), 2. 48-2. 63 (m, 1H), 2. 65-2. 
77 (m, 2H) , 2. 9 0-3. 0 0 (m, 1H) , 3. 60 (d, J=12. 
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7Hz, 1H) , 3. 65 (d, J=12. 7 Hz, 1H), 4. 73-4. 8 

4 (m, 1H) , 6. 92 (s, 1 H) , 6. 97 (d, J = 9. 0Hz, 1 
H) , 7. 20-7. 31 (m, 6H) , 7. 88 (s, 1H) . 
Il^DfKESI-MS, m/z) :2 9 4 (M + +1) 

mmmm: i-^>^;i/-3-h'^u^;v (iH-5-^>£V'j;i/) ^zzJk 

3-fc *u**/W)i» (61mg) ^ < t«AU')^ (165mg) fc^^ 
;^;i/A7^ K (lml) fc&»U ^>WH7>f K (70mg) (D 

T*h-hVfr®m (lml) §lfil?iTUfe, KlSfi^*ftM7!18«?ra«ff 

lH-5->f>^;-^-n/ (67ig) fc^S^As h'J7x- 

;i/*^7^f> (131mg) §rb7tFD77> (lml) fcfcJBU ^^40°^ 
x^-;i/T^^*;i/^^i/^-h© h;i/x>$g$ (0.50ml) %to%.tz 0 fclfoU-a 

m*mm*immm\ji£it> mmmmxmi- v u * dmi) sun^s 

^np$;i/A-7D;v-;i/ (3/1) 7?Jftfflbfeo *«jB&Mc»f£K^ h U £A 

SH-r«HPLCfcJ:Ol!l«U *»b** (46mg) £t#fco 

H«##ffi (E S I -MS, m/z) :3 0 8 (M + +1) 

^M^'J197: lH-5--f >ffVU;i/ (l-^^l/-3-K^'J^) £n£2k 

lH-5->f (67mg) tl-^f;i/-3-tK 

D*M^|J$>> (58mg) \ h "J7x-;i/^^7^f > (131mg) §rh7b>* 

D77> (lml) ic$$#u i?af405!^x^7\;^*;i/5}?^^i/- h© 

(0.50ml) fcjDfcfeo S^^9*^mt?18Rp|B«»tfe«s tSflJ^ 
»**^hU»>A*** (lml) fciniU ^dd*m-7*d;V-;1/ (3/ 

Ibl^tJ (36mg) £*#fco 

l H-NMR (CDCh, 4 0 0MHz) : 1. 4 5- 1. 5 0 (m, 1 H) , 1. 

5 0- 1. 6 5 (m, 1H) , 1. 7 5- 1. 9 0 (m, 1H) , 1. 90-2. 
05 (m, 1H) , 2. 0 5- 2. 2 5 (m, 2H) , 2. 25 (s, 3H) , 2. 
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50-2. 60 (m, 1H) , 2. 85-2. 95 (m, 1H) , 4. 26-4. 
36 (m, 1H) , 7. 02 (d, J = 9. 0 Hz, 1H) , 7. 13 (s, 1 
H) , 7. 30 (d, J = 9. 0 Hz, 1H) , 7. 88 (s, 1H). 
MbMN! (ESI -MS, m/z) :2 3 2 (M + +1) 
mmmm: lH-5-^>#VU;v (l-^f-;i/-3-b:^U^;v) x-y;i/ 

1H-5-4 >W-M-fr (*B#1) (67mg) i:l-^^-3-bF 
D^K^iJ^> (58m g) s 0 (131mg) 4rh7tK 

D77> (1ml) fc&JBU ^MT»40%^x^;i/T^^*;i/^^^l/-h©h;V 
x>«« (0.50ml) *Jn*fco fiJ««^4hftM-ei8WHmWfUfc*N fiffilft 
BbdcJR^hU^A*** (1ml) **P^s ^pd*M-7d/V-;1/ (3/ 

Ih&M (36m g) 

'H-NMR (CDCh, 4 0 0MHz) : 1. 14 (t, J = 7. 2Hz, 3H) , 

1. 7 0- 1. 9 0 (m, 3H) , 1. 9 6 -2. 0 5 (m, 1 H) , 2. 21 

-2. 36 (m, 1H), 2. 38-2. 50 (m, 1H), 2. 80-2. 9 

1 (m, 1H) , 2. 9 3-3. 0 5 (m, 1H) , 3. 15-3. 25 (m, 

1H), 3. 85 (dd, J = 6. 8Hz, 9. 0Hz, 1H), 3. 98-4. 

06 (m, 1H) , 7. 04-7. 10 (m, 2H) , 7. 35 (d, J = 9. 

8Hz, 1H) , 7. 94 (s, 1 H) . 

W&fttifiM (ESI -MS, m/z) : 2 4 6 (M + +l) 

^iE0!ll99 : 1- (3-->^P^-te^;M^;i/) -3-W)t?fr (1H-5- 

3-t h*D^->tr^U^> (71mg) *5<tt>*l> 2 N 3^ 6-rh7kFD^ 
>X7;i/rt F (77mg) £p<*y-;i//THF (1 : 1, 2ml) fcifHU * 
C-Ns ^S-eHB^zkffrfb*^ (211mg) §^b^otjp^.fe 0 SJfoMl§rtl£^ 
*"Cl8l*IMW*Lfc«s t^*tt***rU£A*J^ (1ml) *fti*.x *D 
d^va-7d;v-;1/ (3/1) -eWttlbfeo «4M«lll*m^h U>>ATK 
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1H-5-- f yW-M-frWtofol) (67mg) fc+IBH*A N h U 7 x- 
;i/**7-f> (131m g) $rh7tFP77> (1ml) fciMU gffi"C40J(^ 

h<£> h;Vx>^ (0.50ml) £#D£7co RJfeS^ 

•*aa-ciffl»imawi/fcftN t»wft«*«^hy^A*«« dmi) 

JHH-T^HPLCtJ; DflHftU *Bfc£*l (20mg) £*#feo 

JK«#*ffc (ES I -MS, m/z) :3 12(M + +1) 

%fl|g!l200:l- (2-^PP^>^) (lH-5-^>#VU 

4-fc KP^>fc a ^U^> (61mg) 45J;im&# U £A (165mg) 

(1ml) fcig#U 2-^PD^>^D7^F 
(lOOmg) h- h V;i/^?£ (1ml) 4ifi7f»Tbfe. S>^*&*** 

1H-5— -f>*V-;M--;V (*IBM*1) (67mg) fc*IS#A^ h'J7i- 
;V^7^f> (131m g) $rh7tFP77> (1ml) fc*#U gM*C4(«$> 
x^;i/7\/^*;i/#^>U-b0hM>*fl!t (0.50ml) £fln£fco SiSM-a 
*&MTl8WIIB»»bfcftN ISWPttK**^hU^A*** (1ml) fciO*N 
<7dd^;i/A-7'd7nv-;i/ (3/1) -eiffiUo Wil^ttWT-h'J^A 
•ett«u *ffiT&&&e*b"tft&ftfc££*s ^pp*m/^^;-;^ 

®IB-r*HPLCt:J:t)«WSU *04b£t) (2mg) fcftfco 

'H-NMR (CDCh, 40 0MHz) : 1. 8 0- 1. 92 (m, 2H) , 1. 

9 5-2. 0 8 (m, 2H) , 2 . 3 0-2. 4 5 (m, 2 H) , 2 . 76-2. 

90 (m, 2H) , 3. 5 8-3. 7 0 (m, 2H) , 4. 2 7-4. 3 6 (m, 

1H), 7. 08 (d, J = 9. 0 Hz, 1H), 7. 14 (s, 1H), 7. 

24-7. 28 (m, 3H), 7. 33 (d, J = 8. 0Hz, 1H), 7. 3 

7 (d, J = 9. 0Hz, 1H) , 7. 94 (s, 1H) . 

R*#*rtt (ES I -MS, m/z) : 34 2 (M + +l) 

ff»iJ201 : 1- -4-b^U^;i/ (lH-5-^>#VU 
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4-tFD^i/^'J^> (61m g) *«fcVjRtt*U^A (165mg) 

(lOOmg) <DT* h- h (1ml) ^StiTbfeo fiJfea^fc&Sl 

lH-5-^f>^V-^*-^ (+IB*1) (67mg) fc*H3#A> h»J7*= 
;V**74> (131mg) §rh7tFD77> (1ml) fcfcJWU S»T!40Xy 
xWV^3b;i/##'>l/- h©b;v^>^ (0.50ml) %tiU%.tzo RJ&M-a 
#l*a»'C18WBW*bfc*x l>ft*»**^hU*A**«[ (lml) 
^dd*m-7d;V-;i/ (3/1) T-^tBbfeo *rtil**fek«tt^h U 

Jgia-rSHPLCfc^D^SiiU ^gfc-G*! (7mg) 

'H-NMR (CDCla, 400 MHz) : 1. 79-1. 92 (m, 2H),.l. 
9 5-2. 0 8 (m, 2H) , 2. 2 0-2. 4 0 (m, 2 H) , 2. 68-2. 
80 (m, 2H) , 3. 48 (s, 2H) , 4. 2 3-4. 3 5 (m, 1 H) , 
7. 06 (d, J = 9. 0Hz, 1H), 7. 14 (s, 1 H) , 7. 18-7. 
28 (m, 3H) , 7. 34 (s, 1H) , 7. 37 (d, J = 9. 0Hz, 1 
H) , 7. 9 4 (s, 1H) . 

li^lfi (ESI-MS, m/z) :3 4 2 (M + +1) 

g|ffiffi]202 : 1- (4-»DP^JV) -4-E^'jy;i/ (lH-5->f>y^U 

4-fc KD^i/tf^U^> (61mg) *J;lWMI*U£A (165m g) 

(lOOmg) ©T-b h - h (lml) ^StSTbfeo Kfc$B£4fel&£ 

1H-5-- f >^-^*-/K+BM*D (67ig) fc+BM*As by 7*= 
;i/**7>r> (131m g) ^T^tFP77> (lml) CSiU £MH4Q%P 
xfJb7^;^*M^>l/-h©Ml/x>it (0.50ml) £flax.feo 
«*M-C18l#IHI»#l/fcftN (lml) §iP^ s 
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^DD^I/A-/D/V-^ (3/1) T'&ffibfco M^KWth'J^A 

MlftSHPLCJiJ^fliiU Mfl3£* (4m g) fcfafco 
1 H-NMR (CDCh, 40 0MHz) : 1. 7 6- 1. 9 2 (m, 2H) , 1. 
9 5-2. 0 8 (m, 2H) , 2. 2 0-2. 4 0 (m, 2H) , 2. 68-2. 
80 (m, 2H) , 3. 48 (s, 2H) , 4. 2 3-4. 3 6 (m, 1H) , 
7. 05 (d, J = 9. 0Hz, 1H) 3 7. 13 (s, 1H), 7. 24-7. 
28 (m, 4H) , 7. 36 (d, J = 9. 0Hz, 1H) , 7. 94 (s, 1 
H) . 

MMMfflt (ES I-MS, m/z) :3 4 2 (M + +1) 

gHM2Q3j±= (4-7;i/^-p^>^;i/) -4-t^U^;b (lH-5-^>£V 

4-h h'D^^tr^U^^ (6img) 33<J;W^7 V«7A (i65mg) 
;v*JVA7^ K (lml) fcS»U 4-7Mo^>WD7^f b* 

(86mg) OT-teh~MJ;WM (lml) t^iTlfeo £J5&$B<&#|££© 

lH-5->f (+BB#1) (67mg) £*HttAx hU7x- 

;i/**7-f> (131mg) tTh7kb*D77> (lml) KHSIIU SaT40X^ 
xf;i/7V^*Jl/^^l/-b<Dh^>M (0.50ml) £iD;l;fco 
«4SStfl8l©IBIif»bfefts «8«ljKiMc*^h ue?A*»* (lml) fcfln&s 

^DDW-rp/v-;!/ (3/D -cituifeo ^Jffci^^-hv^A 

JUB-rSHPLCtiDSMSU (7mg) 

■H-NMR (CDCh, 4 0 0MHz) : 1. 7 2- 1. 8 5 (m, 2H) , 1. 
88-2. 03 (m, 2H) , 2. 15-2. 33 (m, 2H), 2. 60-2. 
75 (m, 2H) , 3. 44 (s, 2H) , 4. 2 0-4. 3 0 (m, 1 H) , 
6. 88-6. 97 (m, 2H), 7. 01 (d, J = 9. 0Hz, 1H), 7. 
08 (s, 1H) , 7. 2 0-7. 2 8 (m, 2H) , 7. 31 (d, J = 9. 
0Hz, 1H) , 7. 89 (s, 1H) . 
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MfttirU (E SI-MS, m/z) :3 2 6 (M + +1) 

4-tFP^^^'J^> (61mg) %£T$$im*V$k (165mg) 
WA7^ F (lmD^iU %z^s 3--hn^^P7^ K (1 
03mg) ©T-fe h-hU;i/^ (1ml) ^i&1!lTbfeo £JfoM£t>£^t* 

1H-5--T yW-M-K (+MfrD (67mg) h*Ha&A, h'J7x^ 
;i/*^7^> (131mg) §rh7tFD77> (1ml) Cjg^U 
x^;i/:P\7^#;i/*>^l/- h© h;t/x>^£ (0.50ml) £fln;?.;ko 
tJ£^^18l£P^f;#bfc^ |g|q^7j<^^bU»>A7K^ (1ml) £fln£s 
^pd^;va-7°d;v-;i/ (3/1) -e^tBbfeo ^#M^7j<W^hU^A 

SW1"SHPLCfcJ:»)*IISiU £l)Stfi£«J (llmg) 

'H-NMR (CDC1 3) 4 0 0MHz) : 1. 8 0- 1. 9 2 (m, 2H) , 1. 
9 5- 2. 0 8 (m, 2H) , 2. 2 8-2. 4 0 (m, 2H) , 2. 6 8-2. 
8 0 (m, 2H) , 3. 6 1 (s, 2H) , 4. 2 8-4. 3 8 (m, 1H) , 
7. 07 (d, J = 9. 0Hz, 1H), 7. 36 (d, J = 8. 8Hz, 1 
H), 7. 49 (dd, J = 5. 6Hz, 7. 8Hz, 1H), 7. 67 (d, 
J = 6. 8Hz, 1H), 7. 95 (s, 1H), 8. 10 (d, J = 8. OH 
z, 1H) , 8. 2 1 (s, 1H) . 

mmM205: lH-5-^>£VUMl- (4- ^KP^>^V) 

4 _ t ]«D^S/K^U^> (61mg) *J:rfjftK*U^A (165mg) 
M/I/A70' (lml)fc«»U 4--hD-<>WP7^F 
(103mg) ©T-fe h- h U;i/** (1ml) §II"elTW:o £ji&*g-&^£^ 

1H _ 5 _^ > ^y-;^_;V (^#1) (67mg) h^F^frAs F'J7x^ 
;i,**:7^> (131mg) ^rF7tFD77> (1ml) t^iU ^T»40^ 
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x^JV7^^*M>^1/- f;Vx>ti (0.50ml) fcin^fco S^l-a 
«j*MTl8IMft#bfc«s IS»ltt»7k*^hU*A**«[ (1ml) ZMZ-s 
^dd^va-7d/v-;p (3/1) T'tttBbfeo h U 

M08?-*HPLCfcJ;D**SKU &frfb£4fe (7mg) £t#fc 0 
'H-NMR (CDCh, 4 0 0MHz) : 1. 8 0- 1. 9 2 (m, 2 H) , 1. 
9 5- 2. 0 8 (m, 2H) , 2. 2 8-2. 4 0 (m, 2H) , 2. 6 8-2. 
80 (m, 2H) , 3. 61 (s, 2H) , 4. 2 8-4. 3 8 (m, 1 H) , 
7. 06 (d, J = 9. 0 Hz, 1H), 7. 14 (s, 1H), 7. 38 (d, 
J = 8. 8 Hz, 1H) , 7. 51 (d, J = 8. 5Hz, 2H) , 7. 95 
(s, 1H), 8. 16 (d, J = 8. 8Hz, 1H). 
K«#*H* (ESI -MS, m/z) : 3 5 3 (M + +l) 
mwmm: (3S) -1- (2-»PP^^) ^h^bFP-lH-3-fc: 

pu;i/ (iH-5--f>^u;i/) 

(R) - (-) -t0'jy^-;«l (73mg) WWJ^A (165m 
g) ^^^f;WA7U' (lml) fc»»U ^^^s 
//D7^ h* (97mg) (lml) SIfitiSTbfe. &Jfovg 

1H-5--T yfJ-M-fr (*^D (67mg) ilffP^As h'J7i- 
;i/**7-f> (131mg) Srb7th'D77> (lml) CS#U g$B*e40X^ 
i^Jl/7^y*M^^l/-h© h;i/x>^i (0.50ml) £2JD£fco SJfo*g-& 
**3fi-ClM3ia«#bfc&* fi«IJRItek*^hU»>A*** (lml) &jD*.x 

^dd^m-7p;v-;i/ (3/1) -ettmbfeo #«UiftWc»»^ b U 
•cf£»u MjET^sesbT^&nfcgi^^N ^dp^a/^;-;^ 

Jg&8?*3HPLCfcJ;D*ta4U &®fb-£$l (25mg) £t#fco 
'H-NMR (CDCh, 400 MHz) : 1. 95-2. 08 (m, 1H), 2. 3 
3 (dt, J=7. 3Hz, 14. 2Hz, 1H), 2. 65-2. 73 (m, 
1H), 2. 82-2. 92 (m, 2H), 3. 08 (dd, J = 6. 1Hz, 
10. 5Hz, 1H) , 3. 82 (s, 2H) , 4. 8 0-4. 8 8 (m, 1 
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H), 6. 99 (s, 1H) , 7. 02 (d, J = 9. 0Hz, 1H) , 7. 1 
3-7. 24 (m, 2H) , 7. 3 0 -7. 3 7 (m, 2H) , 7. 49 (d, 
J = 7. 6Hz, 1H) , 7. 9 5 (s, 1 H) . 
MWMHI (ES I -MS, m/z) :3 2 8 (M + +1) 

mmmm: (3S) -1- (3-»pp^>^) erb^t pp-ih-3-k 
pujk ( ih-5— f y^JJlM 

(R) _ ( _) -kpijsv -/i/affl»! (73mg) *J;tWR«*y^A 065m 
g) (1ml) fc»»U ^-^s 3-^D0^>^ 

^P7^ J* (97mg) CDT-b h- h U;P^t (1ml) SIStlTlfeo KJforl 

1H-5-- f >^-^*-;K+HI#l) (67mg) fc*BfrA N MJ7x- 
;i/**7-f > (131mg) §rb7th'077> (1ml) £$«U 
xf-;V7y^*;i/^^U-h©h/^>ii (0.50ml) fciP^feo 
«fcM-Cl8B*ra«#bfc«N (1ml) &iP^-s 

^pp^M-7P/V-;V (3/1) tifflUfe. ^Jl£«<E^-bl>£A 

SH* SBPLCfc J; Dtt»U (25mg) fc^fco 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 9 2-2. 0 8 (m, 1H) , 2. 3 
3 (dt, J = 7. 1Hz, 13. 9Hz, 1H), 2. 55-2. 65 (m, 
1H) , 2. 7 0 -2. 8 5 (m, 2H) , 2. 98 (dd, J = 6. 1Hz, 
10. 3Hz, 1H), 3. 63 (d, J=13. 2Hz, 1H), 3. 65 
(d, J = 12. 9 Hz, 1H) , 4. 8 0-4. 8 8 (m, 1H) , 6. 9 7 
(s, 1H), 7. 02 (d, J = 9. 0Hz, 1H), 7. 16-7. 24 
(m, 3H), 7. 34 (d, J = 8. 8Hz, 1H), 7. 33-7. 37 
(m, 1H) , 7. 9 5 (s, 1H) . 
IiMi(ESI-MS, m/z) :3 2 8 (M + +1) 

mmmm: os) -1- yh^tipp-iH-a-K 

(R ) _ (_) -kdiJ^-MWI (73mg) ;j3J:tflR»*y*A (165m 
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g) K (1ml) fc*#U *Z<^s 

b* (97mg) (1ml) *SMt?85Tbfeo SJSS 

(+BK*1) (67mg) k+W^ HJ7*= 
;i/*7 7 4> (131m g) ^r^bh*D77> (1ml) CMU MTC40XS> 
if;i/7^y*M* % >l/- hM>iS* (0.50ml) £#D£fco KJfc$B£ 
*«MT?18«?IBHi»bfc«s ttBIlJfflWcjR^hU^A*** (1ml) fcJJD&s 
^dp^M-7'd;v-;1/ (3/1) fitBlfe. M»X»h'J>7A 

SBIf 5BPLCfcJ:DJ(l»U $Mfc&to (14m g) £#fco 
'H-NMR (CDCls, 4 0 0MHz) : 1 . 9 5 - 2 . 0 8 (m, 1H) , 2 . 2 
9 (dt, J = 7. 3Hz, 13. 9Hz, 1H) , 2. 52-2. 62 (m, 
1H) , 2. 70-2. 80 (m, 2H), 2. 94 (dd, J = 6. 3Hz, 
10. 5Hz, 1H), 3. 60 (d, J=13. 2Hz, 1H), 3. 63 
(d, J = l 3. 2Hz, 1H), 4. 77-4. 84 (m, 1H), 6. 94 
(s, 1H) , 7. 02 (d, J = 9. 0Hz, 1H), 7. 25-7. 3 5 
(m, 4H) , 7. 3 2 (d, J = 9. 0Hz, 1H) , 7. 9 1 (s, 1H) . 
IIMIKESI-MS, m/z) :3 2 8 (M + +1) 
mnmm: (3S) -1- (4-7 tortus *;)],) rb7bFn-lH-3- 

h-pu;i/ (ih- 5-w >^2J1M *L=±2k 

(R ) _ (_) -Kpijyy-Mil (73mg) EitfiKKfcy^A (165m 
g) (1ml) 4-7fr*w<>i> 

frtrvvJ b* (97m g) ©T-feb-bU;i/« (1ml) ^IStlTbt SJfo 

1H-5-- f >yV-M-fr OWBttl) (67ig) k+IBM*A> h'J7x- 
^7^0 (131mg) §rb7hb'D77> (1ml) CUffU «T?40X^ 
xf;i/7 x ;y*;V5P#'>V- (0.50ml) ^iP^.feo Kj&$g£- 
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*dp*;w*-:7d;v-;i/ (3/1) T?iHibfe, #4M£ft*ttS*- h U ^ 

J8PBt3HPLCfc<fc!)HKKU M4b£$l (18m g) £t#;fco 
'H-NMR (CDCh, 4 0 0MHz) : 1. 9 2- 2. 0 2 (m, 1H) , 2. 2 
6 (dt, J = 6. 8 Hz, 14. 2Hz, 1H), 2. 48-2. 57 (m, 
1H) , 2. 65-2. 7 7 (m, 2H) , 2. 90 (dd, J = 6. 3Hz, 
10. 5Hz, 1H), 3. 60 (d, J=2. 9Hz, 1H), 3. 59 (d, 
J = 12. 9Hz, 1H) , 4. 73-4. 84 (m, 1H) , 6. 87-6. 
97 (m, 4H) , 7. 2 0-7. 2 7 (m, 2H) , 7. 29 (d, J = 9. 
OHz, 1H) ,7.91 (s, 1H) . 
IiM«(ESI-MS, m/z) :312(M + +1) 

mmmzio: (3S) - ri- o-^hP^^) 

j-v^m kp- i H-3 -b'P u 

(r) - (-) -KDU$;y-;i/ttSttB (73mg) :fc,fctfj&K* V £A (165m 
g) (1ml) fc*#U 3--hn^>^;i/ 

^P7^f h* (103mg) <DT* Y-Y U^/»* (1ml) lifitiTbfec EJ& 

fee 

lH-5->f yyV-M-fr (*mm) (67mg) l:H»|BK*A* bU7x- 
0 (131mg) 4rh7tFD77> (1ml) fc*»U SJBT?4«^ 
x^7y^*;v^*>l/-h© (0.50ml) %1)\i%.tz 0 

VB^weimmmnistz^ mm&m&mi- v v $ &&&& dmi) sjd^> 

i7DD*M-7D/V-;i/ (3/1) ttttBUc. **Mi*«t*»»^hy^A 

J8HT3HPLCfc«fcD*MRU MMb^ (25mg) £*#fco 
1 H-NMR (CDCh, 400 MHz) : 2. 00-2. 10 (m, 1H), 2. 3 
3 (dt, J = 7. 3Hz, 13. 9Hz, 1H), 2. 55-2. 65 (m, 
1H), 2. 75-2. 86 (m, 2H), 2. 98 (dd, J = 6. 1Hz, 
10. 5Hz, 1H), 3. 75 (d, J=13. 7Hz, 1H), 3. 76 
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(d, J = 13. 4Hz, 1H) , 4. 8 2-4. 8 8 (m, 1 H) , 6. 97 
(s, 1H), 7. 02 (d, J = 8. 8 Hz, 1H) , 7. 35 (d, J = 9. 
0Hz, 1H) , 7. 45 (t, J = 7. 8Hz, 1 H) , 7. 67 (d, J = 
7. 6Hz, 1H), 7. 93 (s, 1 H) , 8. 08 (d, J = 6. 8Hz, 
1H) , 8. 2 1 (s, 1H) . 

mmmzu: os) - (iH-5->f>Wjjn Ll_= u--hp^>^;v) 

rf7bFP- lH-3-l^PU;i/1x-^;i/ 

(R) - (-) -Kny$V-;i/ttWI (73mg) £A (165m 

g) ^^1/*M7U' (1ml) fc*#U ^z^n 4--hD^>$>;i/ 
^D5^1 ? (103m g) ©T-fe r- h U;H§$ (1ml) SifiTiTbfeo £j© 

o 

;i/*^7^f> (131mg) Srh7tHP77> (1ml) fc*g#U MTC40JS$> 
xfjl/Tl/^^M^^lz-hOf^Vx^ (0.50ml) £2)D£fco RJ&SM 1 
»fta«18«mHW*l/fc*N (lml) fcinfcs 

^dp^;i/A-7°d/\v-;i/ (3/1) -eft&tfjufco w«UB*«c«KK^- h 

SHj-rSBPLCfc^DIMttU MMb£* (40mg) £#fco 
'H-NMR (CDCla, 400 MHz) :2. 02-2. 10 (m, 1H), 2. 3 
3 (dt, J = 7. 6Hz, 13. 9Hz, 1H), 2. 55-2. 63 (m, 
1H), 2. 75-2. 86 (m, 2H), 2. 98 (dd, J = 5. 8Hz, 
10. 2Hz, 1H), 3. 75 (d, J=13. 9Hz, 1H), 3. 76 
(d, J = 13. 9Hz, 1H), 4. 82-4. 88 (m, 1H), 6. 97 
(s, 1H), 7. 02 (d, J = 9. 0Hz, 1H), 7. 36 (d, J = 9. 
0Hz, 1H), 7. 51 (t, J = 8. 8Hz, 2H), 7. 93 (s, 1 
H) , 8. 1 5 (d, J = 8. 8Hz, 2H) . 
ft*##flil (ESI -MS, m/z) : 3 3 9 (M + +l) 

mmm2i2: l- (2-»pp^>^) -3-e^us?;i/ (ih-5-4>?v 
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3-tHD^>^'jy> (61mg) *J:WjR»*U^A (165mg) 

(1ml) C«fj»U 2-^oP^MP5'f K 

(97mg) ®7-b b- h l);W§T# (1ml) S^ST'lTbfeo £j&$B-&#l*£ffi 

1H-5-4 >yy-;V*-;v (67mg) fc#FilftA> h'J7x- 

;m7^f> (131m g) Sfb7tFD77> (1ml) t»U M*C40X^ 
x^-;i/T^^pb;i/^^r$/^— bo h;wx>^rt (0.50ml) ^iD^.feo SJfofl'n 
«&M-Cl8«?ffl»»bfcas fi^#&zk**b (lml) 

^DD*M-rD;v-;v (3/1) «bL **W4»l*WBtf-r U** 

SH-r*HPLCt:J:D«l«U ^Mlb-^tl (23mg) &#fc 0 

SiMi(ESI-MS, m/z) :34 2 (M + +1) 

HI;Sfeff!l213 : 1- -3-^^U^;i/ (!H-5->f>gV 

3-hKP^>b^'J^> (61mg) toJLXmm* U *A (165mg) 

(lml) £&#U ^Z'V 3-^PP^MP7^fh' 
(97m g) ©T-fe h- h U;i/$Sfll (lml) ^liStlTbfeo 
■C18ttIH«*bfe©%N -fe^ btl*£J:tfllttU *ffll#Aft»feo 

lH-5->f >^y-;v*-;K*IH#l) (67mg) ^(f^As bU7x- 
;i/**:M> (131m g) §rh7tKP77> (lml) fcMPU £ST?4<H^ 
x^VTV^y*^^^^— b© (0.50ml) %1)ti%.tzo RfoUGt 

»&^fi-C18»ffl«#Ufc«N IMPltt»**^-hy^A*«« (lml) fcjrafcs 
^od*M-7p/V-;1/ (3/1) T-ttffibfeo **Mfft«UfcflKil^hU>>^ 

JSI81-*HPLCJC«fcDJ»aSU ^Mlbl^tl (25mg) £*#fco 
li^fKESI-MS, m/zi) :3 4 2 (M + +1) 

mmmzu: l- (4-^pp^>^) -3-t^u^;u (iH-5-^>ffV 
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3-bFD^>^'Ji;> (61mg) U<7 A (165mg) 

;i/*;VA7^ F (1ml) KftJBU 4-^DD^>^P7-f F 

(97mg) CDr-ter-=rUM6* (1ml) lifitifbfeo EJ&®&fll4£fi 

1H-5-- f >^-^/*-;K*BI#l) (67mg) t*^#:As MJ7i-;i/ 
(131mg) §fh7bFD77> (1ml) fc*J»U M"C40JS^3: 

(0.50ml) £AQ£fco £J&fc$B£$> 
«MT?18KHB«»bfcft> MWUMMc** r U * (1ml) *in*^ 
^pn^M-rn/VWl' (3/1) «bfeo WM^W»^hUe7A 

fiM-r£HPLCfc:J;!)*tSSU £@fb£«B (27mg) £t#fco 

fti^UHKESI-MS.m/z) :3 4 2 (M + +1) 

**fcgl2l6: 1- U-7fr*u«^*JM (1H-5-- f>y 

3-tFP^>^'J^> (61mg) (165mg) 
;i/*;VA7^ Y (1ml) fcfcJHU 4-7/P*n^Wn5^f Y 

(86mg) ©T-fe h=r U;W6* (1ml) SIStliTbfe. SJte»-&**3W 

>*V-;i/*--H' WD (67mg) h'J7i- 
;i/**:?^> (131mg) ^rF7hFD77> (1ml) K:*»U ^f40%^ 

hA^>$&$ (0.50ml) %1)W%.tzo 
»*MT?18«?IBI»»bfcas U (1ml) £JD;ts 

^PP$;i/A-7'D/V-Jl/ (3/1) tiHibfeo *IMi**6*««^by»>A 

HM-r*HPLCfcJ:DIMttU Mfc^t) (14m g) ^Iffeo 

lMi(ESI-MS,m/z) : 3 2 6 (M + +l) 

^^1216: lH-5-^>^U;vn- (3-- hP^V) -3-bVQJ3? 

3-fc Fn^>^U^> (61mg) fcilWfcttfcUfr* (165mg) fc^T^ 
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;»A7^ F (lml) CiiU ZZ^s 3-rhD^>^MD7'fF 
(103mg) ©T-feh-hU;^^ (lml) tlMTbfeo H^iAt)^^ 

lK-5--(>W-M-)\< (67mg) h*^A N h'J7x^ 

;i/**7-f> (131mg) ^rh7hFD77> (lml) fc«JBU ^rUT-40^ 
x^;vt n /^^;i/^^^>1/- h© h;vx>^t (0.50ml) ^fln^feo 
tJ&gm?18R#^#Lfc^ IS^I^TK^^hU^ATK^ (lml) 

^dd^ji/a-7d/v-;v (3/i) -eambfeo mwrn^mymwii- v >; # a 

JgH-rSHPLCKiiDlKSlU MMb-^ (25mg) fcftfco 
1 H — NMR (CDCh, 4 0 0MHz) : 1. 4 6- 1. 5 7 (m, 1 H) , 1. 
5 7- 1. 7 0 (m, 1H) , 1. 7 3- 1. 8 8 (m, 1H) , 2. 05-2. 
15 (m, 1H) , 2. 15-2. 3 4 (m, 2H) , 2. 6 3-2. 6 8 (m, 
1H), 2. 3. 04 (m, 2H) , 3. 63 (s, 1H), 4. 32-4. 3 
8 (m, 1H) , 7. 05 (d, J = 9. 0Hz, 1 H) , 7. 14 (s, 1 
H), 7. 36 (d, J = 9. 0 Hz, 1H), 7. 43 (t, J = 7. 8Hz, 
1H), 7. 62 (d, J = 7. 8 Hz, 1H), 7. 93 (s, 1H), 8. 
07 (d, J = 8. 0Hz, 2H), 8. 21 (s, 1H). 

mmmzii: ih-s-^^vumi- (i-7i-)i/x^) -3-e^u^ 

3-t Kn^>e^y (61mg) ^i^'J^ (165mg) 
;i/$;i/A7^ K (lml) fc*»U ( 1 -^n^x^i/) ^>-fe*> 

(lllmg) 07^b-b'J;i/ii (lml) liiStlTl/fe. 

lH-5-^>*V-;M--;i/ (67mg) fc*IBK*A N h'J7i- 

;i/*77-f> (131mg) §rh7tFD77> (lml) t^fifU gM*C40X$> 
i^VT^^^^^U-hOb^x^i (0.50ml) ^SO^feo Rfc&£ 
•*a»-Cl8WIB»»bfc^ »W*«**^ b U l> (lml) tiD^s 

/7dd*m-7d/v-;p (3/1) t-ittitfeo t«l§i7k5Si7-f 'J 7 a 
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M?*BFI£fcJ:t>JlttU &»b** (23mg) *mtzo 

IiMfil(ESI-MS, m/z) :3 2 2 (M + +1) 

^jfeffiJ218: N- (1H-5— j^VJlM -N-[l- LLzZ^=^± 

)i) -4-b:^u^;i/]T^> 

4-tWJ l*>gaKIl*|Dtt (77mg) *J:tf*«*y^A (138mg) £5? 
^WA7^ K (1ml) fc$S#U ^<>-fc? 
> (93mg) (D7*h~hV)imm (1 ml) ftgfCiTtfe. RJfc££»£ 

uCWAiiS-T^-fV^V (52mg) > im (0.02ml) 

(lmi) t**u Sfi7f^>-b:u^>«g# (o.07mi) *mrv 

tco Rj^m^^mux-mmmnvtz^ m%]%tm&mi- h v * (i 

ml) £fln*s ^op*M-7d;v-;i/ (3/1) tiffibL ftttJB^fflteK 

Mffi-&4fe (14m g) ft N 2M®ttfeJltt<t (lfcSK50 : 50) £bTf#fco 
'H-NMR (CDCb, 4 0 0MHz) as a mixture of 2 diastereomers : 1 . 
4 0- 1. 7 5 (m, 1 OH) , 1. 9 8-2. 2 8 (m, 8H) , 2. 80-2. 
9 5 (m, 2 H) , 3 . 0 0-3. 15 (m, 2 H) , 3 . 2 0-3. 3 2 (m, 
2H) , 3. 5 0- 3. 6 3 (m, 2H) , 6. 7 3-6. 7 8 (m, 4H) , 
7. 23-7. 28 (a, 6H), 7. 30-7. 34 (m, 6H), 7. 84 
(s, 2H) . 

IMKESI-MS.m/z) :32 1(M + +1) 

H»>J219:N- (lH-5-^>yV';;V) -N-n- (l-7xr;i/xf 

)]/) KP-lH-3-b!PU^;i/lT^> 

«#]179 (700mg) £^PD*;i/A (3ml) CiiU ^Z^s 95% h U 
4- Dim (3ml) &SM*C»Tbfc. fiUMMftMT 2 B#B&#bfc©*>> 
ilbfeo JftttAU^A (690mg) t^^MJl/A7^ K (3ml) 
U ^OSliStB^^N (l-yn^x^l/) ^>Hf> (408mg) OT-bh^h 
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V)imWL (2ml) ^Tbf:o m^WZ^U^immmfthms fgffi« 

Tk^^-hU^ATk^ (3ml) %MZs ^Dn*;vA-rn/v-;i/ (3/1) 

'tl£150mgs 21iCMttft (tb«&50:50) tbTtffco 
'H-NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 1 . 
3 0- 1. 3 9 (m, 6H) , 1. 5 4- 1.7 2 (m, 1H) , 2. 17-2. 
2 8 (m, 2H) , 2. 2 8-2. 4 5 (m, 3H) • , 2. 53-2. 61 (m, 
1H) , 2. 6 5- 2. 7 0 (m, 2H) , 2. 7 0-2. 7 7 (m, 2H) , 
3. 17-3. 25 (m, 2H) , 3. 8 8-3. 9 8 (m, 2H) , 6. 63 
-6. 73 (m, 4H) , 7. 10-7. 30 (m, 12 H), 7. 80 (s, 
1H) , 7. 8 2 (s, 1H) . 

ItMKESI-MS, m/z) : 3 0 7 (M + + 1) 

mnmmiN- (iH-5-^>#vu;i/) -n-[i- a-y^-jv^ 
)]/) -3-br^u^;i/]T^> 

H2fe09181 (700mg) ^^DO^VA (3ml) fc$S#U %Z~>s 95% h U 7;V 
*pfftt (3ml) ^iiST'lTbfeo SliSS^»l*^St?2KpK«#bfe©^N 
«bfeo &&*tf£A (690mg) t^^f;V*M7^ K (3ml) £flDx.Jf# 
U ^>^"> (408mg) ©T-feh-h 

U;v#« (2ml) ZmTLtco KJ»«^»*M*C18«fia«#bfc^ ffilDiKft 
7jcHt:M* U^AzMgJ* (3ml) ^J0^.s ^nD^l/A-rD/V-jl/ (3/1) 

^^185mgs 2*titGD$ll£JI4£ft (J£&l£50 : 50) hbTfffco 
'H-NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 1 . 
2 8- 1. 3 4 (m, 6H) , 1. 4 0- 1. 5 5 (m, 4H) , 1. 55-1. 
70 (m, 4H) , 2. 18-2. 45 (m, 3H) , 2. 6 4-2. 7 4 (m, 
2H) , 3. 41-3. 54 (m, 4H) , 6. 6 6-6. 7 8 (m, 4H) , 
7. 12-7. 26 (m, 12 H), 7. 80 (s, 2H). 
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MMfttfrm (ES I -MS, in/z) :32 1(M + +1) 

mmmzi: 2 — r 3 — (ih-5-^>*vu;i/t:* y) k^ullLz 

3-t FD*S/K^U^> (1.41g) *J:tWft»*U^A (2.76g) fc^^ 
MMTU* (20ml) fc»#U ^fJl/a-^n^?!-^ 
x-h (3.23g) (20 ml) SMfiTlfee SJ©«^ 

CGD^BSftAfc h >Jx^7^> (3ml) %ffi&V*?)l J K (5 
ml) C»U Tft^ymmMtTs M-CHmbttN- hUy^T5>«» 
(3.69g) £iD>lfco £«S^ftMT?18l*H»#Lfe8k ttffijKRdclK^h 

(10ml) &ia*. N ^op^A-e^mufeo w«f 

d©^^Bi:5-T^y>f >W-)l (1.33g) (0. 2ml) 

-)]/ (20ml) fcfc#U SSW^-K'JJ^KI: (1.5ml) fciTFbfco 
£jfc&^*£MTl8B#IHI»#bfegk «ffUJM**:J-r U*A*$&8[ (20m 
1) £#D>L> ^DD*M-7o;V-^ (3/1) "■CMfctibfco #8§Jf£fttaKB& 

ft-£t> (3.55g) £ s 2WR0ttftlltt# (JtSii50 : 50) £:bTt#fco 
'H-NMR (CDC1 3 , 4 0 OMH z) as a mixture of 2 diastereomers : 1 . 
4 4- 1. 6 2 (m, 4H) , 1. 6 4- 1. 7 8 (m, 4H) , 2. 18-2. 
52 (m, 6H) , 2. 6 7-2. 8 8 (m, 2H) , 3. 4 6-3. 5 6 (m, 
2H), 3. 60 (s, 1H), 3. 62 (s, 1H), 4. 06-4. 10 
(m, 2H) , 6 . 6 5-6. 81 (m, 4 H) , 7 . 18-7. 38 (m, 12 
H) , 7. 7 9 (s, 2H) . 

MM^W (ES I -MS, m/z) :3 6 5 (M + +1) 

fHffiff!1222: 2 -r 3 - (lH-5-^f>^;'J;i/7^) t^U ^yl- 2 -7x 

H»J221 (500mg) (1ml) £ 3 N*»ft^ h U ^A^k^ 
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(lml) fcJMU 2MXimm#Vfc<DH>s 1 N8SIT! PH = 7 fr£fc**n 

DiHU «jtfls^»4460mgs 2«»0*lftJltt4* (J±&£50 : 50) fcl/C# 

gi^*fI(ESI-MS, m/z) :3 4 9 (M + -1) 

^<W223 :N1-**J1/-- 2-T3- K^U 

*?-;i/7^> (30mg) £J;tF*»09222 (88mg) S^^f^MT; b* (1 

ml) fc*W»u i-x^;i/-3- (s-sM^rsyruK/i/) * 

/HtfSM 3. Kttfttt (86mg) N 1 -t b'P*$"<W b (77mg) *«fc 

^ ttmWWc*^hUe'A*»« (lml) ^in^s ^dd*M-7d;V 
(3/1) «lfeo *«l&«llzlca«^hy*A"C«S«U WETJMKft 

g£ bttf 6 ftfc£t£ ^ * o n a/* * ^ -;i/TJRWr *HPLCfc £ *> *sti£ 

U MMfaa»*52mg* 2»|0ttftM£tt (JibS«50 : 50) iHTffec 
1 H — NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 1 . 
3 3- 1. 5 0 (m, 2H) , 1. 5 5- 1. 6 9 (m, 2H) , 1. 70-1. 
9 5 (m, 4H) , 2 . 12-2. 42 (m, 3H) , 2 . 4 2-2. 5 5 (m, 
1H) , 2. 5 8-2. 6 7 (m, 3H) , 2. 76 (s, 3H) , 2. 77 
(s, 3H), 3. 48-3. 58 (m, 2H), 3. 89 (s, 1H), 3. 
94 (s, 1H) , 6. 7 2 - 6. 8 3 (m, 4H) , 7. 2 0 -7. 3 8 (m, 
1 2H) , 7. 8 3 (s, 2H) . 
Si^ff(ESI-MS, m/z) :3 6 4 (M + +1) 
*ttffi224:Nl-rpK/l/- 2-T3- 

»j^y1-2-7x_;i/7 > -fe hZUf 

7-pfjV7^ (30mg) ££ltttJM222 (88mg) b* 
(lml) fc**U 1-^^-3- (3-^WU7P^ 

;v) S Fill (86mg) s b U (77m 
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#bfc£>t>s «Sfl]ft»**^h U£A*** (1ml) 4i0*> ^PD*;i/A- 

/n;v-;i/ (3/1) -cffllHbfc. **Wft#fcdcaffll^ b U ^A"C«*U ME 
T»«*e* UT# ftfc£§3 «n * P n * >> -^-CJHWf *HPLCfc 

iD*»U Mft^*ft72mgs 2fflH0ttftM£tt (ttKHSO : 50) fcl/C» 

o 

1 H — NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 0 . 
79 (t, J = 7. 3, 3H), 0. 82 (t, J = 7. 6, 3H) , 1. 25 
-1. 5 0 (m, 6H) , 1. 5 2- 1. 6 5 (m, 2H) , 1. 65-1. 7 
8 (m, 2H) , 1. 7 8- 1. 9 4 (m, 2H) , 2. 0 0-2. 2 0 (m, 2 
H) , 2. 2 2-2. 3 3 (m, 1H) , 2. 4 0 -2. 5 5 (m, 2H) , 2. 
7 0 - 2. 8 7 (m, 3H) , 2. 9 0 -3. 0 3 (m, 1H) , 3. 10-3. 
19 (m, 4H) , 3. 4 5-3. 5 4 (m, 2H) , 3. 83 (s, 1 H) , 
3. 86 (s, 1H), 6. 65-6. 76 (m, 4H), 7. 15-7. 27 
(m, 1 2H) , 7. 7 8 (s, 2H) . 
W^I(ESI-MS, m/z) : 39 1 (M + +l) 
^m#iJ225:Nl-->^P7°P^^- 2-[3- ( 1 H- 5 >W l 12kZl 
J) bf^U^y1-2-7x^;i/T-fe K 

i/^D7*nf;i/T^> (30mg) £«fctmil0!l222 (88mg) **>*f-)\>*n<J*'r 
U' (1ml) fcSJBU l-x^;i/-3- (3-^W^7p 

tVV) S jctfHfttt (86mg) s 1 -t Kn^^>V h >JT\/-;i/ (77 

mg) js^m^^vr^ t'U^>(5mg)£flDx.fco M&ftftftM'CisiMil 
ig^n^TK^^-bU^ATK^ (lmi) ^Jn^-x ^pd*;va- 

7-d;^-;v (3/1) T^tBbfco *«IJi*«feK«ft»^hy^A"Cft»U ME 
T*F&*«* £ftfcB£ ^ * dd*;1/A/^ * y -;i/TfJSIB1- SHPLCtc 

1 H-NMR (CDCh, 4 0 0 MH z ) as a mixture of 2 diastereomers : - 0 . 
5 0- 0. 0 6 (m, 4H), 0. 16-0. 3 4 (m, 4H) , 1. 10-1. 
23 (m, 2H) , 1. 2 3- 1. 3 5 (m, 2H) , 1. 4 0- 1. 5 0 (m, 
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2H) , 1. 5 5- 1. 7 5 (m, 3H) , 1. 8 0 - 1. 9 0 (m, 1H) , 1. 
9 8-2. 10 (m, 2H) , 2. 12-2. 18 (m, 1H) , 2. 18-2. 
2 8 (m, 1H) , 2. 3 0 -2. 3 9 (m, 1 H) , 2. 4 0-2. 5 0 (m, 
1H) , 3. 0 0-3. 10 (m, 2H) , 3. 4 0 (s, 1H) , 3. 4 1 
(s, 1H) , 6. 2 5- 6. 3 5 (m, 4H) , 6. 7 5- 6. 8 7 (a, 12 
H) , 7. 39 (s, 1H) , 7. 40 (s, 1 H) . 
WMf (ESI-MS, m/z) :3 9 0 (M + +1) 
^ffiffi]226 : N 1 , Nl-WH/- 2-T3- ( 1 H - 5 -4 >W % 

^xW^> (35mg) SXTPnUmZM (88mg) S^^f^VAT^ K 
(lml) fc*#U 

JV) *fr#*M K KtttHft (86mg) N 1 - 1 KD*^>V h U r*/-* (77m 

g) siv^w^ ^u^>(5mg)*in^.feo Sii&?g^^^"ei8^M 

taW^7K^^hU«>A7jc^ (lml) fcinfcs 7PP*;i/A- 

7-p;v-;i/ (3/1) -e^tbbfeo ^«Ui*iRfc!k»lt^hU^A-cflg«iu ^ffi 

LT*# £> n^a^ *n 7 d P * y -;veSM-r SHPLCfc 

1 H — NMR (CDCh, 4 0 0MHz) one diastereomer : 0 . 9 5 (t } J = 7. 
1, 3H) , 1. 0 1 (t, J = 7. 1, 3H) , 1. 4 2- 1. 5 8 (m, 2 
H) , 1. 6 0 - 1. 7 5 (m, 2H) , 2. 3 5- 2. 5 0 (m, 2H) , 2. 
5 8-2. 6 8 (m, 1H) , 2. 7 4-2. 8 2 (m, 1H) , 3. 02-3. 
32 (m, 6H) , 3, 3 5-3. 5 3 (m, 2H) , 4. 31 (s, 1 H) , 
6. 68 (s, 1H), 6. 72 (t, J = 8. 8, 1H) , 7. 15-7. 3 
0 (m, 4H) , 7. 3 0-7. 3 7 (m, 2H) , 7. 76 (s, 2H) . 
R*##NI (ESI -MS, m/z) : 4 0 6 (M + +l) 
^ffi#il227:Nl- (2-7J^Pxf;V) - 2-T3- (lH-5-^>*VU 

)vrK J ) t^u svi- 2 -7 L2HJf 

2 _ 7j)WO x^l/7^>« (50mg) :6«fctf|SJ60i222 (88mg) 

(lml) fc*JBU l-x^;i/-3- (.3-^^^ 
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*JW*M$MLWtm (86mg) N l-kFn^Wh'J7 
(7 7mg ) teXXfittrfrT^J t!U^>(^mg)^P^feo £JB®^«I*MI 
•C18fifK«#bfe®^x taajR«**^hU^^*** (1ml) £iJ0£s *P 
D^;vA-7°D;iy-;v (3/1) "ettfflbfeo '«IM.ftMciai^ r- U £A-eS£ 

*5HPLCfcJ:D»»U mmih&M*Mmgs 2&9R0ttftM£tt (tt««50:5 
0) hbTfifco 

'H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 1 . 
2 7- 1. 4 0 (m, 2H) , 1. 5 5- 1. 6 8 (m, 2H) , 1. 68-1. 
8 0 (m, 2H) , 1 . 8 0- 1. 9 2 (m, 2 H) , 1 . 95-2. 15 (m, 
2H) , 2. 2 4-2. 3 5 (m, 2H) , 2. 4 5-2. 6 0 (m, 2H) , 2. 
7 5- 2. 8 5 (m, 2H) , 3. 2 5-3. 4 5 (m, 2H) , 3. 45-3. 
62 (m, 2H) , 3. 90 (s, 2H) , 4. 2 7-4. 4 0 (m, 2H) , 
4. 4 0-4. 5 5 (m, 2H) , 6. 6 7-6. 7 3 (m, 4H) , 7. 15 
-7. 30 (m, 12H) , 7. 79 (s, 1H) , 7. 80 (s, 1H) . 
Si^lfi(ESI-MS, m/z) :3 9 6 (M + +1) 
*MM228:N1. Nl-SM»fr- 2-T3- ( 1 H- 5 -4 >£VUjkZi 

y) e^u^y 1- 2 -7:n~;vT-fe ^ K 

(lOOmg) &&Tf9mm2to (350mg) §i?^f»A7^ K 
(5ml) CilU ^C-n, l-x^;i/-3- 

5 Pttfttt (257mg) N l-kFP^Wh'Jr;-/!/ (227mg) 
fcitfSM^l/T^ b-U^>(5mg)^P^feo ^R^*M^18BIBI*#b 
ta»ftifcdc*^hU^A*«F» (5ml) ftjp^ ^nn*M-^P/t 
(3/1) T-ttffibfco *«l««l*a«^hU*>A-C««IU MfltTtl 
£g£ btt# bntzBZ # d p a/^ * y -^tsut shplc <fc t)JS 

«U *»b*4to*180mgs 2WH©««»tt# (Jfc«KB0:50) hbTtffeo 
•H-NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 1 . 
40-1. 60 (m, 4H), 1. 60-1. 7 7 (m, 4H) , 2. 22-2. 
52 (m, 4H) , 2. 5 2-2. 6 5 (m, 2H) , 2. 7 0-3. 0 3 (m, 
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2H), 2. 86 (s, 6H), 3. 44-3. 54 (m, 4H), 4. 3 2- 
4. 45 (m, 2H) , 6. 6 5 -6. 7 9 (m, 4H) , 7. 15-7. 40 
(m, 12H) , 7. 7 5- 7. 8 0 (m, 2H) . 
n&fttifB (ESI -MS, m/z) : 3 7 8 (M + +l) 

mmmzzQ : 2- (4-7MP7i^v) — 2 - r 3 - (iH-5--r> 

4-7;^P7xr;i/»^ (252mg) , N-7*n ; EC!i<^ S K (354 
mg) *«tW7\;if^-f v^D-bU;P (lOmg) &E3«Hb#& (3ml) fc&fl? 
U 8 0°C-C'18^^m#bfeo x-^l/SiQ*^ -fe^-f rttft33 

^»J180 (407mg) §^dd*M (3ml) fcjftBU 95% h U 

to^ (3ml) Sgjg-ClTl/fe. SJtM^M , C2^1l#bfeO^ 
*IBbfco (mg) t^^f;»A75 K (3ml) &jD*it#U 

^©M/fo?!^^ *IW#A©:F*r-ry;i/** (2ml) =£ITlfeo 
^»*M-ei8W?M«»Ufcftx «3WiK»zK*^hU^A*** (3ml) *MZs 
^pd^1/A-t*d;v-;|/ (3/1) T!«itHbfeo h U *A 

JgHI-SHPLCICtDJfilSiU ^®fb£tl£370mgs 2iIit©it#JI4$# (ttKK 
50:50) tbtffeo 

'H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 1 . 
5 2 - 1. 7 0 (m, 4 H) , 1 . 7 0 - 1. 9 0 (m, 4H) , 2 . 32-2. 
64 (m, 6H) , 2. 7 5- 2. 9 5 (m, 2H) , 3. 5 5- 3. 6 5 (m, 
2H) , 3. 65 (s, 3H), 3. 66 (s, 3H), 4. 12-4. 28 
(m, 2H) , 6. 9 0- 7. 0 4 (m, 8H) , 7. 3 4-7. 4 8 (m, 6 
H) , 7. 83 (s, 2H) . 

Ri^I (ESI-MS, m/z) :3 8 3 (M + +1) 
mi&mZZQ: 2- (4-^PP7i-^) -2-[3- (lH-5--f>^ 

yjjikZlZ) ^'J^7l-2-7xx;V7-fef- r 
4-^PD7i-;i/W^l/ (276mg) , N-l/D^fcUIR-f 5. K (354m 
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g) %>&X*TV\fiMV73-&±>YV)], (lOmg) %mMb)m (3ml) fc&ffl 

M$!I180 (407mg) £^DD*;i/A (3ml) C^iU 95% hi) 7;V:t 

vWM (3ml) SiKlflfeo Sii&B-&tl^^^2^M#bfe©*)s it 

mvtco j^^u^a (mg) t^^^;v^;i/A^^ H (3mi) £#n;tif#u ^ 

OSl&^tlKls *p^A©T-feh-hU;V^ (2ml) llfbL sjs&m^- 
«gMT'18l$^M#bfc^ ISlO^TK^^h U^ATkiM (3ml) %JP^ N 
^pd*;i/A-7°d;^-;1/ (3/1) -«ffibfco «Ji h U £A 

jggrrsmcfc«fc!)*iisiu MMb-&»*420mgs 2ast0*Mfe£tttt (jtais 

50 : 50) tltffeo 

1 H — NMR (CDCls, 4 0 OMH z) as a mixture of 2 diastereomers : 1 . 

5 2- 1. 7 0 (m, 4 H) , 1 . 6 8 - 1. 9 0 (m, 4H) , 2 . 32-2. 

6 0 (m, 6H) , 2. 7 5-2. 9 3 (m, 2H) , 3. 5 3-3. 6 5 (m, 
2H), 3. 65 (s, 3H), 3. 66 (s, 3H), 4. 10-4. 22 
(m, 2H) , 6 . 8 0- 6. 9 7 (m, 4 H) , 7 . 2 2-7. 4 0 (m, 12 

H) , 7. 8 4 (s, 2H) . 

MMfttifm (ESI -MS, m/z) :3 9 9 (M + +1) 

^»J231:N1- (2-7MDx^Jl/) - 2- (4-7;i/tP7x-jl/) - 

2 -[3- (lH-5-^>£Vl);i/T^y) ^US?;]-2-7i~mh 

MS#|229 (192mg) (1ml) £ 3 NzK^b^ h U t> AzK^tt 

(lml) fcfcjBU M*ei8l$|lB«#bfe©^ INMf PH = 7 tt3£fc**D 

2-7MoxW^>M| (99mg) ^J:tF4>FlfrAS^^^*/VA7 
5. F (2ml) C^iU ^C^ s 1 -xf/i/- 3 - (S-^^^rn^ 
;i/) 3b;i/#SM K&Bfttt (191mg) N 1 -t Kn^>^>V h 'J7V-;i/ (153 
mg) *J:Uf^^^;i/7^yKyy>(5ng)*JDitfeo £J&S£«&&SilT?18l$|IS» 
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(3/1) ^ttffitfco %mm%fa7k$&M±h u^at-^u MEET 
£ ftfc?§£ £s * p d A/y * y -^-en^t shplck: £ 

fro 

1 H — NMR (CDCh, 4 0 OMH z) as a mixture of 2 diastereomers : 1 . 
2 5- 1. 4 2 (m, 2H), 1. 4 5- 1. 6 7 (m, 2H) , 1. 68-1. 
77 (m, 2H) , 1. 8 0- 1. 9 2 (m, 2H) , 2. 00- 2. 2 0 (m, 
2H) , 2. 2 4-2. 3 5 (m, 2H) , 2. 4 0-2. 5 5 (m, 2H) , 2. 
7 0-2. 8 0 (m, 2H) , 3. 2 5- 3. 6 3 (m, 6H) , 3. 89 (s, 
1H), 3. 92 (s, 1H), 4. 27-4. 38 (m, 2H), 4. 40- 
4. 55 (m, 2H) , 6. 6 3- 6. 7 7 (m, 4H) , 6. 85-6. 97 
(m, 4 H) , 7 . 10-7. 25 (m, 4 H) , 7 . 5 0- 7. 6 5 (m, 2 
H) , 7. 7 9 (s, 1H) , 7. 8 0 (s, 1H) . 
Mmfttftm (ES I-MS, m/z) :4 14(M + +1) 
fgffi50H232 : N 1 - (2-7^Px^) - 2- (4-^PP7x-jl/) -2 
-C3- (lH-5-^>*VU;i/Ti;y) ^'JS?y]-2-7i^7-bh7 

^JfE0!)23O (200m g) (1ml) t 3 N7.kM^ h U £ AzkiM 

(lml) CSffU MTl8«fHHt#Lfc©^ 1 NttUfC PH = 7 

2-7WDxf/V7^W (99mg) #£Tf$fflfaA%PM-))'*)]/2±y 
=• t* (2ml) CttflU ^C'V l-x^;i/-3- (3-^f;V7U7*DK 
;i/) KfMit (191mg) n l-tKo^MWhU7^-;i/ (153 

mg) fc^U^^T^y tr'J^>(5mg)^iD^feo £Jfo^lirt>£^-£l8B#P^ 

#bfc£>£s im^kfif^h «;e7A7j<^ (2ml) ^in^s ^ddsM/A-:?- 
n;iy-;v (3/1) T^tBbfeo M^tt«7-F'j7i«U MET 

d»»u ^M^ti^io9mgs 2mm®mmm&fo at&&50 : 50) t^xm 
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tea 

'H-NMR (CDCh, 4 0 OMM z) as a mixture" of 2 diastereomers : 1 . 

2 5- 1. 4 0 (m, 2H) , 1. 5 0 - 1. 6 7 (m, 2H) , 1. 68-1. 
7 7 (m, 2H) , 1. 7 7- 1. 9 2 (m, 2H) , 2 . 00- 2 . 2 0 (m, 
2H) , 2. 2 4-2. 3 5 (m, 2H) , 2. 4 0- 2. 5 7 (m, 2H) , 2. 

7 0-2. 9 0 (m, 2H) , 3. 2 5-3. 6 5 (m, 6H) , 3. 89 (s, 
1H) , 3. 92 (s, 1H) , 4. 2 7-4. 4 0 (m, 2H) , 4. 40- 
4. 55 (m, 2H), 6. 63-6. 77 (m, 4H), 7. 10-7. 25 
(m, 10H) , 7. 5 0-7. 7 0 (m, 2H) , 7. 79 (s, 1H) , 7. 

8 0 (s, 1 H) . 

WMfrffim (E S I -MS, m/z) :4 3 0 (M + +1) 

H5f5fli]233 : N 1 - (Q-^;i/fc Kp5->» -2-T3- (lH-5--f>^ 

mnmm (i75mg) (imi) t3^7KBib±v ] )^^7m^ 

(lml) fc«F#U M"C18Bm»#bfc<DfcN 1 N« PH = 7 tt$Efc**I 

O-^^VtHD^W^iii (84mg) ^<t^P^A^^^fM;VA 
7^ b* (2ml) £$gfllU l-xf;v-3- 

*;M*$M % Ffttttt (263mg) s l-th'PW>V r UT^-;i/ (2 
25mg) :J3J;rJ$>**-;i/7^ trU^>(5mg)^JP^feo SJ®^^«lSM*C18fipH 

ii#bfe0t>s mm&wt&x+Y v^^mm (2m d &jo*.n ^dd*m- 

rn;v-;v (3/1) -ettmbfeo l»l*Mi-HJ^t«U U& 
•kDHMttU ^S<b^tl4202mgx 2aa<Dtt*£tttt (JtS:&50 : 50) £bT 

'H-NMR (CDCh, 4 0 0MH z) as a mixture of 2 diastereomers : 1 . 

3 2- 1. 5 0 (m, 2H) , 1. 5 5- 1. 7 0 (m, 2H) , 1. 72-1. 
94 (m, 4H) , 2. 0 0-2. 4 5 (m, 4H) , 2. 5 0-2. 6 5 (m, 
2H) , 2. 7 3- 2. 9 5 (m, 2H) , 3. 2 5-3. 4 5 (m, 2H) , 3. 
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45-3. 62 (m, 2H) , 3. 64 (s, 6H) , 4. 00-4. 15 (m, 
2H) , 6. 7 2- 6. 8 3 (m, 4H) , 7. 2 5 -7. 3 5 (m, 12H) , 
7. 8 3 (s, 2H) . 

mm^mA: ni - (o-^jvmyv^^^) -2 -[3- (ih-s-^>^ 

«#I222 (175mg) (1ml) h 3 NTkM^ h 'J tf A7j<i§$ 

(imi) izmmu &ux*i8mmmnbtz<D*>, inmmx* ph = 7 (*a£fc+* 

0-x^-;i/b KD^ri>;i/T^>m^ (98mg) &&Xf$fflfaA&*J*3 L ))/*M 
T^h* (2ml) Ki§#U ^d^s l -x^;i/-3- ( 3 ^ 7 t°d 
e;w) 3. Kffl&g (263mg) . l - 1 fd*^W h y (2 

25mg) tru^>(5mg)^iD^feo ^U^^uxismm 

iSfnj^^^^hU^ATk^ (2ml) ^in^.s ^dp*m- 
7*p^y-;i/ (3/D fifflbfeo «ii^«^^h';^A-e^u Mje 

T^£@£ £> ftfe^ &n 7 D D ^ A/p< # y Jgii-r SHPLC£ 
J;!)ilU MMb-&«*204iiigs 2fim©»fcS£# (Jt«K50 : 50) £UT 

'H-NMR (CDCla, 400MHz) as a mixture of 2 diastereomers : 1 . 
11 ( t , J=7. 1, 6H) , 1. 30-1. 45 (m, 2H) , 1. 55-1. 
6 5 (m, 2 H) , 1 . 6 8 - 1. 8 8 (m, 4 H) , 2 . 15-2. 40 (m, 
4H) , 2. 4 5-2. 6 0 (m, 2H) , 2. 7 3- 2. 8 5 (m, 2H) , 3. 
45-3. 55 (m, 2H) , 3. 70-3. 88 (m, 4H) , 3. 96-4. 
15 (m, 2 H) , 6 . 7 0 - 6. 7 7 (m, 4 H) , 7 . 2 0-7. 2 7 (m, 
1 2H) , 7. 7 8 (s, 2H) . 

HWJ235 :N1- (Q-^;i/bl^P^>;i/) -N 1 2 -f 3 - (1 

HM^J222 (175mg) (1ml) £ 3 NTkRft^" h 'J 7 

(lml) fc&fl¥U ^fi-Cl8l^ia»^bfe0^s 1N*M"C PH = 7 ffiEfc** 
U «tl/C*IBM*A*»fc. 
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N> o.^^^t^dew^lil (98mg) tiXV^mfcAZi/tf-K 
^A7U' (2ml) KSfltU 1 3 - (3 -S^^TS 

y7°Db°;v) *;i>#s>-r ^ p-«Wfi (263mg) N l-kFn^Wh'JTy- 
;i/ (225mg) #£Tf¥*?frT^; t? »J ^>(5mg)&jbn£feo EM^St 

18»W«#lyfc0^x IMUK»**^hy*A**» ( 2ml ) **** ^ 0O * 
M-rn/v-;i/ (3/1) tittilfco #|(MI*«l*«ai^hy^AT«*U 

LCfc«fct>*iM8U ^^b-^)^124mgs 2aftt0tt*Jltttt (J£«&50 : 50) 
bTf#feo 

1 H — NMR (CDCls, 4 0 OMH z ) as a mixture of 2 diastereomers : 1 . 
45-2. 05 (m, 8H), 2. 33-3. 05 (m, 8H) , 3. 15 (s, 
6H) , 3. 42 (s 5 6H) , 3. 5 5- 3. 7 3 (m, 2H) ,4.76 
(s, 1H) , 4. 87 (s, 1H) , 6. 7 6-6. 8 5 (m, 4H) , 7. 
23-7. 38 (m, 8H) , 7. 38-7. 48 (m, 4H) , 7. 79 (s, 
2H) . 

**K0!I236:N- (lH-5-^>^U;V) -N-Tl- ( 1 -7 x_;i/7°P bf 
;M -3-b^U^;i/lT^> 

x*-;WO«tf> (llOmg) , N-^P^Ctt^'f ^ b* (267mg) 
^V^D^h>j;i/ (lOmg) ftQttbJt* (3ml) fc*j»U 8 0-CTM8B 
P^M#bfeo x-T^l/fcj&D&s -fe^-f MBfifcJitffclBU *IS 

HJt&#J180 (252mg) S^PD^A (3ml) fc$S»U 95% h U 7;i/ 

*PMt (3ml) ftgfi-caTl/fe. fijS»«tl*«l"e2»IBil»bft©*s 
atfgbfeo ftttjbU^A (276mg) k^^fWA7^ K (3ml) £fln£it# 
U ^©Jxlforl^fcs ^A07tf-h'J^li!t (2ml) £}&Tbfco S 
Jfe«i#»*MTl8«?IID»»bfc«x ISlPft»**^hU^^*** (3ml) £ 

#n;t> *dd#;i/A-7d>v-;1' (3/1) t-ifKUco 

-;i/t?JRi8-raHPLCtJ:D»»U *Ms£»*130mg N 2M<Z)ttfc£tttt 
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(Jfc&&50:50) 

^-NMR (CDCla, 400MHz) as a mixture of 2 di aster eomers : 0 . 
73 (q, J = 7. 3Hz, 6H) , 1. 3 5- 1. 9 0 (m, 8H) , 2. 2 
0-2. 75 (m, 2H) , 2. 2 0-2. 4 5 (m, 4H) , 3. 20-3. 3 
0 (m, 2H) , 3. 3 8-3. 5 8 (m, 2H) , 6. 6 6- 6. 7 6 (m, 
4H), 7. 07-7. 27 (m, 12 H), 7. 80 (s, 2H). 
MMfttirm (ESI-MS, m/z) :3 3 5 (M + +1) 
g|flSffi]237 :N- (lH-5-^>WJ;V) - N-Tl- (1-7 a-frf* 
-3-b^l)^;i/lT5> 
yuWOVl/ (120mg) , N-^D ; E^li<^ S H (267mg) £&T$T"J 

ex^fv^o-hu;i/ domg) *mm\j)m (3mi) izmmu so-c-ei 
snmmnhrco mu^mfe, x-^i^in^ b^i^tm^u * 

%m$\\W (252mg) ^^PD^VA (3ml) £i&fl?U 95%hU^;V 

^-d^ (3mi) sffitiTtfeo m^m^^MrQ 2mrmn\stc<D*>, 

Mbfeo ^3bU£A (276mg) tVtf-frftfr&TK F (3ml) 
U ^©^Ji&m^-tl^s *^A©T-fe h-h U;i/«« (2ml) SiTlfe. S 
*»&«ftWC18»Ba»bfcllN »WJft«**^hU^A**« (3ml) * 
flD* N ^dd^;i/A-7-d;w-;i/ (3/1) «IL ^Mtm^nmi-h 

(itS&50 : 50) £bTt#fco 

'H-NMR (CDCh, 400MHz) as a mixture of 2 diastereomers : 0 . 
37 (q, J = 7. 3Hz, 6H), 0. 60-0. 85 (m, 4H), 0. 8 
5-1. 46 (m, 8H), 1. 70-2. 00 (m, 6H) , 2. 05-2. 
4 0 (m, 2H) , 2. 8 5- 2. 9 7 (m, 2H) , 2. 9 7-3. 15 (m, 
2H) , 6. 2 5- 6. 3 3 (m, 4H) , 6. 6 5-6. 8 5 (m, 1 2H) , 
7. 3 8 (s, 2H) . 

HmMHi (ESI-MS, m/z) : 34 9 (M + +l) 
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mmmzss: 2 -r 3 - ujlzJL=a>£2Amz±^ ^u^yi-2-7x 

-)]/- 1 -x^y-;i/ 

**flsU^-«>AT;i/^=e?A (50mg) £THF (2ml) fcMBU 
KU6245 (364mg) ©THF&$ (2ml) SOWITl/fe. filKfi'&WSM 
T?l 8«fffl»«il/fe©"feN 0*Cfc^JjIU * (0.5ml) Wbfeo IKEK^ h U 
7 A (300mg) fciDiU fiJftti^«l«M-C3»|B«lffbfcfts -fe^-f r-T?it»l/ 

50:50) thxmzo 

'H-NMR (CDCl 3j 4 0 OMH z) as a mixture of 2 diastereomers : 1 . 
40-1. 80 (m, 8H) , 2. 40-2. 55 (m, 2H) , 2. 55-2. 
75 (m 3 2H) , 2. 7 5-3. 0 5 (m, 2H) , 3. 4 0-3. 8 0 (m, 
6H) , 3. 9 0-4. 10 (m, 2H) , 6. 7 1-6. 7 9 (m, 4H) , 
7. 15-7. 35 (m, 12 H), 7. 80 (s, 2H). 
SiMKESI-MS, m/z) : 3 3 7 (M + +l) 
^jj^iJ239: Nl- (3, 4-*J* h*->^>S?;i/) -2- \3- (1H-5--T 

^ h ] ))VT$.> (257mg) *«kV^^J222 (350mg) t^^^*;i/A7^ 
K (2ml) fc*#U ZZ^s l-x^;b-3- (3-^^W^/7Dt 
^ Ptt&fi (256mg) N 1 -t KD**/^W h UT^— ;i/ (227 

mg) 43<k7j^^^;i/^^y try^>(iOing)*iPAfeo sism^SM-eisi^K 

JtftbfcOfcs miim&Xi- h V $ 2>*.mtii (2m l) £in*. N 7nn*M- 

7°D7^-;i/ (3/1) tidiifc. «Mft^fitll^hU^A-ett«U ME 

M'fbM (310m g) *mtco 
K«#*HS (ES I -MS, m/z) :5 0 0 (M + +1) 
CTff!)240:N- (lH-5-^>^;'J;i/) -N-[ 1 - ( 2 -p< 1 -7 

^fV7^>-if> (201mg) , N-7*P ; EC:fci:<K>f $ K (354mg) £<fc7JT 
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*;wy^Drh^ (lOmg) %WM4bfcm (3ml) fcjgffU 8 0°CT 
18WBJt»bfc. Sicm x-x;i/<S:i]n^s -fe^ Mt«*J:V«ttU 

(407mg) ^^DD*M (3ml) fc»»U 95% h U 7;M" 

Dt^ (3ml) *MW*Tbfc. fiJ&»^ft«MTf2»M»»bfc©^ * 
*bfc. *»*»J»>A (414mg) t^^fMMT^ K (3ml) *iD*.*#U 
*®£j&$g£&|fc: N *BB*ACDT-fe r=rU;i/*ift (2ml) *»Tbfco'Rl6S 
^43fi*18l$H«#bfc*N «Wd*«**^b'J«>A*«« (3ml) fciniU 

^dd^m-7d/v-;i/ (3/1) tidibfeo *«Wl&«tdc«ffll^-hy»>A 

0:50) i: ITHfco 

*H — NMR (CDCla, 4 0 0MHz) as a mixture of 2 diastereomers : 0. 
62 (d, J = 6.6Hz, 3H) , 0. 63 (d, J = 6. 6Hz, 3H), 1. 
02 (d, J = 6. 0 Hz, 3H) , 1. 07 (d, J = 6. 4Hz, 3H), 
1. 3 0 - 1. 7 2 (m, 10H) , 2. 0 0- 2. 3 2 (m, 6H) , 2. 3 
2-2. 60 (m, 2H) , 2. 93 (d, J = 1 0. 0Hz, 1H), 2. 9 
6 (d, J=l 1. 2Hz, 1H) , 3. 42-3. 57 (m, 2H), 6. 7 
0-6. 77 (m, 4 H) , 7. 00-7. 06 (m, 4 H) , 7. 15-7. 2 
8 (m, 8H) , 7. 8 1 (s, 2H) . 
M^tt(ESI-MS, m/z) :3 4 9 (M + +1) 
*IIBfl!l241 :N1 -^>^;U-N4- ( 1H- 5 ->f >WV)l) -U 4— >»P 

4- (lH-5->f >^U;i/T^y) -l-^D^UVV (*ia#3) 
(57mg) s ^>^)VT^> (53mg) 4**y-;i/ (1ml) fc&#PU 
T-H^M^b*^ (105mg) ft'J>btJoJnitfc. £j&8te«Jft&&'C18ftn 

0.5% h U 7i^D»J<«/7-k h- h U;UTfJSWi-r*HPLCK: X D3»«U * 
n*ft©fli^««P«fctt»*»**:*- r U »> Azk** (2ml) 4in * N 
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^dd*M-7d;V-;p (3/1) -eililbfeb ^«UB%«lzfc«»^b , J«>A 
■Cft*U *BET*ii*fl*bT7>^<*: (14mg) N (24 mg) T?^feo 

'H-NMR (CDCls, 4 0 0MHz) : 1. 0 5- 1. 3 2 (m, 4H) , 1. 
95-2. 03 (m, 2H) , 2. 05-2. 20 (m, 2H) , 2. 52 (tt, 
J = 3. 9Hz, 11. OHz, 1H) , 3. 20 (tt, J = 3. 7Hz, 1 
1. OHz, 1H) , 3. 70 (s, 2H) , 6. 6 8- 6. 7 7 (m, 2H) , 
7. 22 (d, J = 8. 8Hz, 1H) , 7. 2 5- 7. 3 0 (m, 5H) , 7. 
8 1 (s, 1H) . 

»Wi(ESI-MS, m/z) :32 1(M + +1) 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 5 0- 1. 8 2 (m, 8 H) , 2. 

68 (tt, J = 3. 9Hz, 7. 6Hz, 1 H) , 3. 44-3. 5 2 (m, 

1H), 3. 90 (s, 2H), 6. 70-6. 77 (m, 2H), 7. 20- 

7. 3 2 (m, 6H) , 7. 8 0 (s, 1H) . 

Jt*#*HI (ESI —MS, m/z) : 3 2 1 (M + + 1) 

fdfeffi]242 ; N 1 - ( lH-5->f >^VU;i/) -N4-^^l/-K 4-->^P^ 

4- (iH-5-^>^';;i^y) («£na#3) 

(57mg) N ^;i/T^> (20mg) (1ml) K:«fHU M"C 

=Mfcdc#ffe#£* (105 mg) %>ph"3^i)\\ztzo ^m^^Mu^ismmm 
n*noft^ft$tr.^Hfc«jWjR«**^-h>;i>A*»« (2 mi) fcin*^ 

pUVftJlA-rnA;-))/ (3/1) T'^aibfeo MJ £A 

•C<6«U WET«FSSEftS*bTr>f-i*: (lmg) N (1 ig) T'tffeo 

(T>5Sfc) 

H^i(ESI-MS, m/z) :2 4 5 (M + +1) 
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(ESI-MS, m/z) :2 4 5 (M + +1) 
HM243:N1- ( 1H- 5 >£V -N4-7'P^-K 4-->^P 

4- (1H-5--T >^U;VT^y) -l-^D^+JV > (*P^3) 
(57mg) N 7°Dt:;i/T^> (30mg) (1ml) £&fl?U 

-e=.Bwmih*$m (losmg) z'Ph^mz-tco m^^^^^m 

0. 5U y 7;i/to«gt/7-fe h - h y ;vT-Ml!§-f shplcic: j; dimsu j e 
n*noflj^»*^tr^Htia«ift»**^ r y * ( 2 m i ) ^jp^s 

^Do$M-rn;v-;i/ (3/1) "ejftffibfco W«JP*«feKWEtt^ h 'J 
■C««U MEET^fc^bTTV^ft (5mg) s (5 nig) nmzo 

1 H — NMR (CDCh, 400 MHz) :0. 87 (t, J = 7. 3Hz, 3H), 

1. 04-1. 32 (m, 4H) , 1. 42-1. 53 (m, 2 H) , 1. 91 
-2. 03 (m, 2H), 2. 10-2. 20 (m, 2H), 2. 42-2. 53 
(m, 1H) , 2. 58 (t, J = 7. 4Hz, 2H), 3. 19 (tt, J = 
3. 4Hz, 10. 5Hz, 1H), 6. 68-6. 77 (m, 2H), 7. 2 
2 (d, J = 8. 5Hz, 1H), 7. 81 (s, 1H). 
RWKESI-MS, m/z) :2 7 3 (M + +1) 

1 H-NMR (CDCh, 400MHz) : 0. 87 (t, J = 7. 4Hz, 3H) , 

1. 5 0 - 1 . 9 5 (m, 1 OH) , 2. 7 6-2. 9 0 (m, 2H) , 2. 9 

5-3. 08 (m, 1H), 3. 53-3. 60 (m, 1H), 6. 69 (s, 

1H), 6. 72 (d, J = 9. 0Hz, 1H), 7. 16 (d, J = 8. 8H 

z, 1H) , 7. 7 5 (s, 1H) . 

1I^« (ESI-MS, m/z) :2 7 3 (M + +1) 

Hffiffj244 : N 1 - (lH-5-^>£Vy;V) -N4- (l-7i-;Vx^) - 

1, 4-i/?u^*y>¥T$> 

4- (iH-5-^>^y;i^y) - (*n&3) 
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(57m g) v 1 -7 i-jHW^> (61m g) ( lml) 

j&U &fi^=ftR**fb#£* (105mg) £'J>b-3oin£fco MJi&S^tl^M 

nfc»**x 0.5%b U 7^*oMMc«»/THs h- h y;i^JRH«HPLCC«fc 
DJt&U ^n^no^^S^tt^HCISjKjKSTKSI^hU^^*^ ( 2m 
l) $fln*N ^DP^;i/A-7°p^y-;v (3/1) t-itHlfeo W$IJi£«fi& 

•*hy U OTimit7>^ (20mg) s (15 

mg) T-tffeo 
(7>*-fr) 

'H-NMR (CDCla, 400 MHz) : 0. 90-1. 30 (m, 4H), 1. 
30 (d, J = 2. 6Hz, 3H), 1. 70-1. 80 (m, 2H) , 2. 0 
0-2. 15 (m, 2H) , 2. 91 (tt, J = 3. 7Hz, 11. 0Hz, 
2H) , 3. 14 (tt, J = 3. 6Hz, 10. 7Hz, 1H), 3. 90 
(s, 1H) , 6. 6 6-6. 7 6 (m, 2H) , 7. 15-7. 30 (m, 6 
H) , 7. 8 0 (s, 1H) . 

IiMi(ESI-MS, m/z) :3 3 5 (M + +1) 

1 H-NMR (CDCh, 400 MHz) : 1. 31 (d, J = 6. 6Hz, 3H), 
1. 4 8- 1. 7 8 (m, 8H) , 2. 4 0-2. 5 0 (m, 1H) , 3. 40 
-3. 48 (m, 1H), 3. 85-3. 92 (m, 1H), 6. 70-6. 7 
7 (m, 2H) , 7. 15-7. 30 (m, 6H) , 7. 79 (s, 1H) . 
liMi(ESI-MS, m/z) :3 3 5 (M + +1) 
3ffl50iJ245 : N 1 - ( 4 - 2Jk*^^2M ~N4- ( 1H- 5 — { y£± UJV) 

-1, ± Jz p_2JB^t^Lk2ZA> 

4- ( i h- 5 -4 >w*))vr$s) - l-t/pu^-y-; > (+r^3) 

(57mg) s 4-7;i/tn^>^;v7^> (70mg) £p<*y-;v (lml) 
^iU g.We=MMfo%4b*t>M (105mg) £'J>b-3oJa;tfco KJ&fi^** 
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ml) tflnjU ^dd*;i/A-7-d;v-;i/ (3/i) -ertifflbfeo W*W&*R* 
««^hU^A-e«*U «ET*«E*fi*btT>^# (20mg) s 
(12 mg) "Cftfeo 

•H-NMR (CDCh, 4 0 0MHz) : 1. 0 1-1. 30 (m, 4H) , 1. 
9 2-2. 0 4 (m, 2H) , 2. 08-2. 18 (m, 2H) , 2. 49 (t 
t, J = 3. 6Hz, 10. 7Hz, 1H), 3. 19 (t t, J = 3. 7Hz, 
10. 8Hz, 1H), 3. 74 (s, 2H), 6. 68-6. 76 (m, 2 
H), 6. 94 (t, J = 8. 8Hz, 2H), 7. 16-7. 28 (m, 3 

H) , 7. 8 1 (s, 1H) . 

MMfrffim (ESI -MS, m/z) : 3 3 9 (M + +l) 
(*>>#) 

'H-NMR (CDCh, 40 0MHz) : 1. 4 5- 1. 6 0 (m, 2H) , 1. 
6 0-1. 7 1 (m, 4H) , 1. 7 1-1. 8 2 (m, 2H) , 2. 6 2-2. 
70 (m, 1H) , 3. 4 3-3. 5 0 (m, 1 H) , 3. 72 (s, 2H) , 
6. 70-6. 77 (m, 2H) , 6. 93 (t, J = 8. 8Hz, 2H), 7. 
16-7. 2 8 (m, 3H) , 7. 8 1 (s, 1 H) . 
3Sta^*f<i (E S I -MS, m/z) : 3 3 9 (M + + 1) 
mMM2tf : N 1 - (2-7^px^) -N4- (lH- R-^W'Jjl/) - 
1, 4-t/>7U^*V>9?X> 

4- ( m-s-jypvvfrTXJ) - (^^3) 

(57mg) s 2-7JWoxW^M (50mg) 1t**;-)\> (lm 

I) fcftiWU SfiT?HOTbk*fb#£* (105mg) £4>L^oin£fco SJfoSS 

HPLCtc «fc D»»U ^n^O^^ft^^lHfctaftttlteK*^ b 'J £A7.ki§ 
$ (2ml) ^iQ^s ^DD^-rn^V-JV (3/1) T-Jfiffibfco lil 
*«S*M^hU»>A-Cia»U «ET«»*fi*bTT>^# (12m g) s 
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><& (12 mg) T*t#feo 

'H-NMR (CDCh, 4 0 0MHz) : 1. 0 0- 1. 4 0 (m, 4H) , 1. 

91-2. 00 (m,2H) , 2. 10-2. 20 (m, 2H) , 2. 49 (tt, 

J = 7. 4Hz, 10. 7Hz, 1H) , 2. 85 (t, J = 4. 9Hz, 1 

H), 2. 92 (t, J = 4. 9Hz, 1H) , 3. 19 (tt, J = 3. 7H 

z, 10. 6Hz, 1H), 4. 43 (t, J = 4. 8Hz, 1H), 4. 55 
(t, J = 4. 8Hz, 1H) 6. 6 8- 6. 7 7 (m, 2H) , 7. 22 (d, 
J = 8. 8Hz, 1H) , 7. 8 2 (s, 1 H) . 
mmfrffim (ESI-MS, m/z) :2 7 7 (M + +1) 

•H-NMR (CDCla, 4 0 0MHz) : 1. 4 5- 1. 5 6 (m, 2H) , 1. 
5 8- 1. 7 0 (m, 4H) , 1. 7 0- 1. 8 2 (m, 2H) , 2. 60 (m, 
1H), 2. 84 (t, J = 4. 9Hz, 1H), 2. 91 (t, J = 4. 9H 
z, 1H), 3. 45-3. 53 (m, 1H), 4. 44 (t, J = 4. 9Hz, 
1H) , 4. 56 (t, J = 4. 9Hz, 1 H) , 6. 6 8 - 6. 7 5 (m, 2 
H), 7. 22 (d, J = 9. 5Hz, 1H), 7. 80 (s, 1H). 
WMfrtirm (ESI -MS, m/z) :2 7 7 (M + +1) 
^j|^1247:Nl-->^P7 , Pb , ;V-N4- ( 1H- 5 - -f Ujk] -1, 4- 

4- (1H-5--T >^$>U;i/7S>0 -l-$>*D«'v*"tfV> (^IfflttS) 
(57mg) s */#v7vwr$> (30mg) (1ml) fc$S#U 

MlTHIffltek*^*^* (105 mg) £'J>bo-ojjQ£fco EJfe&£tl 18 

o.5U >j 7)i/*uffim7mw./7'b v- v v)n?mm?zmwfo& ohm 
u *n*n©ft^«^tt^iBfciBVfajRB»*^by^A*«^ (2 mi) & 

jp^. s /7DD*M-7D/V-;V (3/1) t^ttJbfeo *«Wi&«c»»^ h 
>J U WET*«E*e5febtr>^-# (5m g) s (12 mg) f 
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1 H-NMR (CDCla, 4 0 0MHz) : - 0. 1 3 0. 0 7 (m, 2H) , 

- 0. 0 3- 0. 0 2 (m, 2H) , 0. 6 5-0. 8 5 (m, 4H) , 1. 6 
0-1. 7 5 (m, 5H) , 2. 12-2. 2 1 (m, 1 H) , 2. 7 2-2. 
81 (m, 1H) , 6. 2 8-6. 3 3 (m, 2H) , 6. 80 (d, J = 8. 
6Hz, 1H) , 7. 40 (s, 1H) . 
MAfrffiW. (ESI -MS, m/z) :27 1(M + +1) 

1 H-NMR (CDCh, 4 0 OMHz) : - 0. 1 3 0. 0 7 (m, 2H) , 

-0. 04-0. 0 2 (m, 2H) , 1. 02-1. 16 (m, 2H) , 1. 1 
8-1. 38 (m, 6H), 1. 64 (tt, J = 3. 7Hz, 6. 6Hz, 1 
H) , 2. 2 8-2. 3 8 (m, 1 H) , 3. 04-3. 10 (m, 1H) , 6. 

2 8-6. 3 5 (m, 2H) , 6. 80 (d, J = 9. 5Hz, 1 H) , 7. 3 
9 (s, 1H) . 

Ii^M(ESI-MS, m/z) :27 1(M + +1) 
^^1248 :N1- (lH-5--f >*V'J>>V) -U 4 -: $/* p^»>yy^ > 
4- (1H-5--T l/PWfrTKJ) - 1 > (4>^3) 

(57m g) s MTV^E-^A (lOOmg) ZttS-fr (1ml) fci§fl¥U g 

st*£Wi'ib*'>i (io5mg) *'j>b^ojn^fco Rfcm'&VB&gMreiQft 

£ s 0.5% b U ^M-nfftMcfctt/T-fe b- b U;PTfHIB1-SHPLCt: i D»»U 
7>m (lOmg) s i/>fo (12 mg) 

It^M (ESI-MS, m/z) : 23 1 (M + +l) 

M^«fI(ESI-MS, m/z) :23 1(M + +1) 

^»J249 :N1-->^P^^->>>V^^-N4- ( 1H- 5 -4 y£± UJk) -1, 

4- (iH-5->r ypwfrTXJ) -i-*/tru^*y-;y (*na&3) 
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(57mg) s i/tu^y-yti-fyy^y (57mg) (1ml) £ 

^fi*CH»S*3H'fb*'>* (105mg) ^'PL^MZ-tzo 

t>hfcm*s 0.5U y 7;vtD»^t/7"fe h- h y;vT?jwrrsHPLCfc 

ml) fciDiU ^dd*M-7d/V-;v (3/1) -Ctofflbfeo £$SJl£*izk 
»K*H;*AT?lfc*U WETttltftflSbTTy^flc (29mg) N 

(35 mg) Tf»feo 

(T>^) 

'H-NMR (CDCh, 4 0 0MHz) : 0. 7 8-0. 9 2 (m, 2H) , 1. 
0 6- 1. 2 8 (m, 7H) , 1. 3 0- 1. 4 5 (m, 1H) , 1. 55-1. 
80 (m, 5H) , 1. 9 0-2. 0 0 (m, 2H) , 2. 10-2. 20 (m, 
2H) , 2. 3 8-2. 5 1 (m, 3H). , 3. 15-3. 2 5 (m, 1 H) , 
6. 71-6. 77 (m, 2H), 7. 22 (d, J = 8. 3Hz, 1H) , 7. 
8 1 (s, 1H) . 

JR*##HB (ESI -MS, m/z) :3 2 7 (M + +1) 

'H-NMR (CDCh, 400 MHz) :0. 76-0. 90 (m, 2H) , 1. 
0 5- 1. 2 5 (m, 4H) , 1. 3 5- 1. 4 5 (m, 1H) , 1. 45-1. 
8 2 (m, 1 2H) , 2. 4 1 (d, J = 6. 6 Hz, 1H) , 2. 5 6 (t t, 
J = 3. 9Hz, 8. 3Hz, 1H) , 3. 90-4. 10 (m, 2H) , 6. 
67-6. 75 (m, 2H), 7. 21 (d, J = 9. 5Hz, 1H), 7. 8 
0 (s, 1H) . 

J«#*fli (ESI -MS, m/z) :3 2 7 (M + +1) 

%flSfla250 :N1 ->^P7'P^^1/-N4- ( 1H- 5 -4 >W U;v) -1, 

4- (1H-5--T ytryvfr'rxj) - l-ytv^-v-; > (4»H#3) 

(57mg) s i/^P/oWM^l/7^> (54mg) (1ml) lz 

mmVs gffiTJHtfKzKJMb*** (105mg) £'J>b-3oin£fco 
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e>ftfe^££s 0.5% h u 7;v^-d WtK^/thz h-b y ;v-eJHWr*HPLCC 

J: D»»U *n*n©fl3^»*^«r^HCI8Wi*«**^ r ! J ***** ( 2 
ml) ^jUn^-s ^Dow-rn;v-;i/ (3/1) -ettffibfco *«MP&*R* 

a»*r'J*A-Cft*IU «ETiI^^bt7>fft (13m g) s 
(7 mg) T*#feo 
(7>f-flO 

gMi (ESI-MS, m/z) :2 8 5 (M + +1) 

1 H — NMR (CDCla, 4 0 0MHz) :-0. 0 9-0. 0 4 (m, 2H) , 0. 
30-0. 40 (m, 2H), 0. 82-0. 88 (m, 2H) , 1. 42-1. 
80 (m, 8H) , 2. 39 (d, J = 6. 8Hz, 2H) , 2. 55-2. 6 
3 (m, 1H) , 3. 4 0-3. 5 0 (m, 1H) , 6. 6 2 - 6. 6 8 (m, 
2H), 7. 12 (d, J = 9. 8Hz, 1H), 7. 70 (s, 1H). 
R*#*Hfi (ES I-MS, m/z) :2 8 5 (M + +1) 
1HM251 :N1-^P^*^-N4- ( 1H- 5 ->f >gVU 2k] =-L» 4 ~ 

4- (iH-5--f >^y^T^y) -i-^^D^^y> (*ffl#3) 

(57mg) s i/iru*<*wr§> (50mg) (1ml) fcJMVU 

^m-eHftK**^*^^ (105mg) frPL-l-oMtco EJfc»£**3WCl8 

o.5U y ^^niwwcWft/y* y^TfSH-raHPLct J: 

U tn^ftMlt W**^ 1* 'J W*1W1 (2ml) ft 

SO^s ^DP^VA-T'O/V-^ (3/1) "Caffibfe. **W4*R*»«*r 
y^A-CftjiU «ffiT««E*«*bTr>^# (22mg) s (23 mg) T? 

(T>:H*o 

l H — NMR (CDCh, 4 0 0MHz) : 1. 0 1-1. 3 8 (m, 1 OH) , 1. 
6 1-1. 7 4 (m, 2H) , 1. 8 2- 1. 9 2 (m, 2H) , 1. 92-2. 
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0 4 (m, 2H) , 2. 0 8,-2. 18 (m, 2H)«, 2. 5 5-2. 7 5 (m, 
2H) , 3. 12-3. 25 (m, 1 H) , 6. 6 6-6. 7 7 (m, 2H) , 
7. 22 (d, J = 8. 6Hz, 1H) , 7. 81 (s, 1H). 
M0*rft (E S I -MS, m/z) :3 13(M + +1) 

l H-NMR (CDCh, 4 0 0MHz) : 1. 0 2- 1. 2 5 (m, 4H) , 1. 
3 5- 1. 5 8 (m, 4H) , 1. 5 8- 1. 7 5 (m, 2H) , 1. 77-2. 
10 (m, 8H) , 2. 8 5-2. 9 8 (m, 1 H) , 3. 0 1-3. 14 (m, 
1H) , 3. 5 0-3. 61 (m, 1 H) , 6. 70 (m, 1H) , 6. 75 
(d, J = 8. 8Hz, 1H) , 7. 14 (d, J = 8. 8Hz, 1 H) , 7. 
7 3 (s, 1H) . 

W^I(ESI-MS, m/z) :313(M + +1) 

*flBfl!l252 :N1 ->»P^»J1/-N4- { 1H- 5 -J >£V Uik) ~1> 4- 

4- (ih-5 — r>^'j;i/T^y) - 1 - istv^v; y (*^3) 

(57mg) ^ *s9u^73-fr , r%y (57mg) ft (1ml) C§iU 

(105mg) ^Pb^-oMtfco SIK®*^&M7?18 

0.5% h U 7JVtO»^/7-fe h- h ';;i/*eJSH1-SHPLC{3«t 
U *n*neo^'&*«^5&^lIfctt»ft»**^ b U ***** (2ml) £ 
j&DiU ^DD^l/A-rn/V-^ (3/1) tiffilfe. r 
U^AT?«5«U «BET«*lft«*bTr>^# (20mg) > (31 mg) "C 

1 H-NMR (CDCh, 4 0 0MHz) : 1. 0 3 - 1. 2 8 (m, 4H) , 1. 
3 0- 1. 3 9 (m, 4H), 1. 39-1. 54 (m, 4H), 1. 55-1. 
6 7 (m, 2 H) , 1 . 7 2- 1. 8 6 (m, 2 H) , 1 . 9 0-2. 0 0 (m, 
2H) , 2. 10-2. 20 (m, 2H), 2. 56 (tt, J = 3. 6Hz, 
10. 5Hz, 1H), 2. 70-2. 82 (m, 1H), 3. 17 (tt, J 
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= 3. 6 Hz, 10. 7 Hz, 1H) , 6. 6 7 - 6. 7 5 (m, 2 H) , 7. 
2 2 (d, J = 8. 8Hz, 1H), 7. 81 (s, 1H). 
IiM«(ESI-MS 3 m/z) :3 2 7 (M + +1) 

1 H-NMR (CDCla, 4 0 0MHz) : 1. 2 3- 1. 6 9 (m, 14H) , 1. 
72-1. 88 (m, 4H), 1. 88-2. 05 (m, 2H), 2. 84-3. 

0 4 (m, 2H) , 3. 5 0-3. 6 0 (m, 1H) , 6. 7 1 (s, 1H) , 
6. 75 (d, J = 8. 8Hz, 1H) 7. 17 (d, J = 9. 0Hz, 1H), 
7.7 5 (s, 1H) . 

nmfrffim (esi-ms, m/z) : 327 (m + +d 

Hffiffj253:Nl- (2, 3-^bfP-lH- ^>r^) -N4- (1H-5- 
^>#VU;i^ -1, 4-i/*u^*V>y7$> 

4- (1H-5--T >m ] ))b7$S) -l-i/W^VSy (4 3 P^3) 
(57mgK 1 (67mg) ;U (1ml) tiibv 

^wz^Mmfomfc^M (io5mg) %>ph~3-oti\\?Ltcio fcrnm^^u-eiz 
u %n?ft(Dih&M*^tsftmfcumim7mi-vv*&7^& (2 mi) & 

jd^s ^ddw-7d/v-;v (3/1) -r-tttBbfeo 

UfrA-CtSfcU MET^^^bTTV^ (17mg) > (18 mg) 

(r>:N*0 

1 H-NMR (CDCla, 4 0 0MHz) : 1. 0 6- 1. 2 3 (m, 2H) , 1. 

2 4- 1. 4 0 (m, 2H) , 1. 7 0- 1. 8 2 (m, 1H) , 1. 94-2. 
0 9 (m, 2H) , 2. 11-2. 2 0 (m, 2H) , 2. 3 2-2. 4 2 (m, 
1H) , 2. 6 7- 2. .8 0 (m, 2H) , 2. 9 0-3. 0 0 (m, 1H) , 
3. 22 (tt, J = 3. 9Hz, 11. 0Hz, 1H), 4. 31 (t, J = 
6. 6 Hz, 1H) , 6. 7 0-6. 7 7 (m, 2H) , 7. 10-7. 19 
(m, 3H) , 7. 22 (d, J = 8. 8Hz, 1H) , 7. 29 (d, J = 4. 
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4Hz, 1H) , 7. 8 1 (5, 1H) . 
ii^KESI-MS, m/z) :3 4 7 (M + +1) 

■H-NMR (CDCL, 4 0 0MHz) : 1. 5 0- 1. 8 9 (m, 9H) , 2. 
32-2. 43 (m 5 1H) , 2. 68-2. 79 (m, 1H) , 2. 82-3. 
00 (m, 2H) , 3. 4 5-3. 5 4 (m, 1 H) , 4. 28 (t, J = 6. 
6Hz, 1H) , 6. 71-6. 77 (m, 2H) , 7. 08-7. 15 (m, 
3H) , 7. 19 (d, J = 9. 5Hz, 1H) 7. 31 (d, J = 3. 7Hz, 
1H) , 7. 8 0 (s, 1H) . 

SWKESI-MS, m/z) :34 7 (M + +1) 

^«S#iJ254 : N 1 - ( 1H- 5 >*V'J )V) -N4-T (IS) -1, 2, 3, 

4rh7bb < P-l-t7^1/^1-l, 4- f7a^*V>¥7K> 

4- ( i h- 5-4 yfrwfr'rx ;) -i-i/Zu^vsy (4>F^3) 

(57mg) . (S) -1, 2, 3, 4rh^W KD - 1 -^7^;VT^ > (74 
mg) ^ (1ml) Cilbs MTHWR*JlWb#£* (105mg) 

r-fe b~ b u^»H-r*BPLCfc«k D»»U *ft*tt©fc^*«r#HfclS 
TO^TKm^hU^AzkM (2ml) ^SP^s ^dd*M-7o/V-;v 
(3/1) T?»tBbfco ««JiftlR*«^hU^A ,, e«*U «BET«rtl*«* 
(9mg) s (14 mg) T-#feo 

(T>^#0 

'H-NMR (CDCla, 4 0 0MHz) : 1. 0 8- 1. 3 8 (m 3 4H) , 1. 
57-1. 95 (m, 5H) , 2. 04-2. 21 (m, 3H) , 2. 58-2. 
70 (m, 3H) , 3. 22 (tt, J = 3. 7Hz, 10. 7Hz, 1H), 
3. 82 (t, J = 4. 4Hz, 1H) , 6. 71-6. 77 (m, 2H) , 6. 
9 7 - 7. 0 4 (m, 1 H) , 7. 0 4-7. 2 5 (m, 2H) , 7. 22 (d, 
J = 8. 6Hz, 1H), 7. 26-7. 32 (m, 1H), 7. 81 (s, 1 
H) . 
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KiMi(ESI-MS,:m/z) :36 1 (M + ,+ l) 

'H-NMR (CDCls, 4 0 0MHz) : 1. 5 2-2. 0 4 (m, 12H) , 2. 
64 (dt, J = 8. 3Hz, 16. 8Hz, 1H), 2. 7 7 (dt, J = 5. 
4Hz, 17. 1Hz, 1H), 2. 86-2. 95 (m, 1H), 3. 4 5- 
3. 5 4 (m, 1H) , 3. 7 8 -3. 9 3 (m, 1H) , 6. 7 5 (s, 1H) , 

6. 78 (d, J = 8. 8Hz, 1H), 7. 33-7. 41 (m, 1H), 7. 
78 (s, 1H) . 

Il^«ff(ESI-MS, m/z) :36 1(M + +1) 

^ffififfil255 : N 1 - (lH-5-^>^'J;V) - N4- (1. 2, 2=±W±Jk 

4- (1H.-5-J >W ] ))b7K;) - 1 -s/zu^y-s > (#H9#3) 
(57m g) s (2-7^-3, (51mg) 
(lml) CMU MTHIMfcdcJlMb*** (105mg) £'J>b^ofln;lfco 

|§3*§HPLC{;:<fc *ne*i0<b^&^#iafc«Sffi&&**:*" h 

AtK*« (2ml) £jJD;ts ^DO^A-7D/V-;i/ (3/1) t-aajbfco 
#»f*«fc*W^by^A-C«Sj»U Kl£ET«Wi*«*l/Tr>^# (8m g) s 
(5 mg) -C#fco 
(T>if#) 

1 H-NMR (CDCh, 400 MHz) : 0. 89 (s, 9H), 1. 01-1. 

2 0 (m, 5 H) , 1 . 9 3-2.21 (m, 3 H) , 2 . 2 6 -2. 7 5 (m, 
1H) , 3. 15-3. 25 (m, 1 H) , 6. 6 6-6. 7 5 (m, 2H) , 

7. 22 (d, J = 8. 8Hz, 1H), 7. 79 (s, 1H). 

(ESI -MS, m/z) :3 15(M + +1) 

1 H-NMR (CDCh, 400 MHz) :0. 85 (s, 9H), 0. 91-1. 
05 (m, 3H) , 1. 4 0- 1. 8 3 (m, 8H) , 2. 2 0 -2. 3 7 (m, 
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1H) , 2. 5 7 - 2. 7 5 (m, 1 H) , 3. 3 8 -3. 5 0 (m, 1 H) , 

6. 73 (s, 1H) , 6. 76 (d, J = 8. 8Hz, 1 H) , 7. 22 (d, 
J = 8. 8Hz, 1H) , 7. 79 (s, 1H) . 

Jt*#*FH (ESI-MS, m/z) :315(M + +1) 

3flfcfll256 :Ml- -N 4-T1- (1H-3-- f>K 

4- (ih-5— r>^u;vT^y) -l-^P^iJVV (*Hatt3) 
(57mg) s hU7**^> (80mg) ^^^^-;v (1ml) fc«HU 
HMfcWMb* 1 ** (105mg) %'Ph-3-o1]\\%.tzo KJM£«*M'ei8l$W* 

0.555 h >j7;vtP»XSiAt b- h y;VT?Jg||-rSHPLCfcJ:t)«f*iU * 

nen©ft^**^tr^iifc<MPittfiK**^ r u £ azMM ( 2 m 1 ) &;&n£s 

^nn^M-rD/V-^ (3/1) t'iiUbfeo W«f h U £A 

■C<S»U «ffiT»*l*e*bTr>^fr (26mg) s (24 mg) T!f§fco 

(T>*ft) 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 0 2- 1. 2 5 (m, 4H) , 1. 
85-1. 95 (m, 2H), 2. 05-2. 17 (m, 2H), 2. 44 (t 
t, J = 3. 9Hz, 10. 8Hz, 1H), 2. 86-2. 97 (m, 4H), 
3. 16 (tt, J = 3. 6Hz, 10. 8Hz, 1H), 6. 67-6. 73 
(m, 2H) , 6. 98 (s, 1H) , 7. 05 (t, J = 7. 8Hz, 1 H) , 

7. 13 (t, J = 8. 0Hz, 1H), 7. 20 (d, J = 9. 8Hz, 1 
H) , 7. 29 (t, J = 8. 1Hz, 1H), 7. 56 (t, J = 8. 0Hz, 
1H) , 7. 8 1 (s, 1H) , 8. 02 (s, 1 H) . 

H5##HS (ESI-MS, m/z) : 3 7 4 (M + +l) 

'H — NMR (CDCh, 4 0 0MHz) : 1. 3 8 - 1. 5 2 (m, 2H) , 1. 
53-1. 76 (m, 9H), 2. 59 (tt, J = 3. 9Hz, 8. 3Hz, 
1H), 2. 93 (s, 1H), 3. 43-3. 51 (m, 1H), 6. 6 5- 
6. 73 (m, 2H), 6. 97 (s, 1H), 7. 05 (t, J = 8. 1Hz, 
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1H) , 7. 13 (t, J = 8. 3Hz, 1H) , 7. 18 (d, J = 8. 6H 
z, 1H), 7. 2 8 (t, J = 8. 0Hz, 1 H) , 7. 56 (t, J = 7. 
8Hz, 1H) , 7. 79 (s, 1H) , 8. 05 (s, 1H). 
TOIfKESI-MS, m/z) :3 7 4 (M + +1) 
^WJ257 :Nl-r2- ( 1 H - 5 -4 X gV Ujk) xfjl/]-N4- (1H-5- 

£>£y_U2kj -l, 4-$/»p^-»>^y^> 

4- (lH-5-^>^U;PT^y) -l-**P'v¥1JV> (*M#3) 
(57mg) > t^^^>M (92mg) (1ml) fcjgflPU ^ 

»^Hi«dc*fb*£* (io5mg) frpis^-Dtoztco Ejfom&to&g.u-eim 

£ s 0.5%h U ^^sJ-DMzk^/THr h- h U^TfJHWrSHPLCfcJ: DH»U 
*n^tio^b^S^tr^lifcia*l^K**^- b U £ -M<» (2ml) £;bP£s 
^np$;i/A-rD;v-;i/ (3/1) T'tttHbfco WWf h>; £A 

"ClfcJKU MET$8J&&@*bT7>*-# (lmg) s (2mg) 
(T>5H*0 

»#*Ht (ESI-MS, m/z) :3 7 4 (M + +1) 

HlMfi(ESI-MS,m/z) :3 7 4 (M + +1) 

«50!1258 :N1- ( 1H- 5 ->f > £VVM -N4-T2- (3-^xx;y) x 

^;i/]-l, 4-S/»P'vfr»>^3 y S> 

4- (lH-5--f >^U;i^^) -1-^^P^^^> (fpmi&3) 
(57mg) s 2 -^7i>xfjl/7> > (64mg) ;b (1ml) 13 

»jBU afli"CSIW*JWb*^* (105mg) £'J>b^o;&P;fcfeo £j£tt64to* 
MT?18WIBUi#bfc^ *BH— ^ > — jpits m#bfc^> ftffibfco 

6nfc»**N 0.5% h >; 7^tni«*i«/7t hx h u^-cfiH-rsHPLCfc 

ml) *ip^ N ^pd*m-7d;v-/I/ (3/1) -ettmufco £#&Jf£ftfek 
«ffltf-HJ*A"Clfc*U «ET*«l*ffl*bTr>^# (30mg) N 
(23 mg) -e&feo 
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'H-NMR (CDCh, 4 0 0MHz) : 1. 0 5- 1. 28 (m, 4H) , 1. 
9 0- 2. 0 0 (m, 2H) , 2. 0 8-2. 2 0 (m, 2H) , 2. 46 (t 
t, J = 3. 6Hz, 10. 5Hz, 1H) , 2. 90 (t, J = 5. 6Hz, 
2H), 2. 96 (t, J = 8. 0Hz, 1H), 3. 16 (tt, J = 3. 7 
Hz, 10. 7Hz, 1H), 6. 67-6. 75 (m, 2H), 6. 77 (d, 
J = 3. 4Hz, 1H), 6. 86 (dd, J = 3. 4Hz, 5. 1Hz, 1 
H), 7. 07 (d, J = 5. 1Hz, 1H), 7. 21 (d, J = 8. 6Hz, 
1H) , 7. 8 1 (s, 1H) . 

Ki«(ESI-MS,m/z) :34 1(M + +1) 

'H-NMR (CDCla, 4 0 0MHz) : 1. 4 2- 1. 5 4 (m, 2H) , 1. 
58-1. 78 (m, 6H), 2. 64 (tt, J = 3. 9Hz, 8. OHz, 
1H), 2. 89 (t, J = 6. 8Hz, 1H), 2. 99 (t, J = 6. 4H 
z, 2H) , (s, 1H) , 3. 4 3-3. 51 (m, 1 H) , 6. 67-6. 
74 (m, 2H) , 6. 7 5-6. 7 8 (m, 1 H) , 6. 8 3 -6. 8 8 (m, 
1H) , 7. 0 7 (d, J = 5. 1Hz, 1H) , 7. 2 0 (d, J = 9. 3H 
z, 1H) , 7. 7 9 (s, 1H) . 
IiM(ESI-MS, m/z) : 341 (M + +l) 
#ffififl!l259 : N 1 - (lH-5-^>WJJl/) -N4-7x-Jl/xfJl/-l, 4- 

4- (1H-5-- ( >W ] )fry$ S) -l-S/tV^VJl' (4>H3&3) 
(57mg) % 2-7xW7^> (61mg) J -to (1ml) fc»#U 

M-CHIffltzK*^*^* (105mg) &4>L"3oin*fco EJfc»&**fflrei8 

0.5U U 7MPl»*l«/^ h- h U^TfJRM-rSHPLCfcJ: 
U *ft WO^t^Bt<WII«**t h 'J * (2ml) ft 
in*.* ^noW-/D/V-;i/ (3/1) fitflbfeo #4Mft*fcklUR*' b 
U^A-Ctt»U «EET«WI*«*^Tr>f-flc (30mg) N $/>tt (24 mg) f 
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fttCo 

1 H-NMR (CDC1 3 , 4 0 0MHz) : 1. 0 2- 1. 25 (m, 4H) , 1. 
88-1. 96 (m, 2H) , 2. 07-2. 16 (m, 2H), 2. 45 (t 
t, J = 3. 7Hz, 10. 5Hz, 1H) , 2. 75 (t, J = 7. 1Hz, 
2H) , 2. 87 (t , J = 6. 8Hz, 2H), 3. 17 (tt, J = 3. 7 
Hz, 10. 5Hz, 1H), 6. 67-6. 75 (m, 2H), 7. 10-7. 
17 (m, 3H) , 7. 17-7. 25 (m, 3H) , 7. 81 (s, 1 H) , . 
mmmniU (ESI-MS, m/z) :3 3 5 (M + +1) 

'H-NMR (CDCla, 400 MHz) : 1. 50-1. 65 (m, 2H), 1. 

6 5- 1. 8 8 (m, 6H) , 2. 7 6-2. 8 8 (m, 1 H) , 2. 97 (s, 

4H) , 3. 4 5- 3. 5 5 (m, 1H) , 6. 6 5-6. 7 0 (m, 2H) , 

7. 07-7. 19 (m, 6H) , 7. 74 (s, 1H) . 

MMftffim (ESI-MS, m/z) : 3 3 5 (M + +l) 

H$fcff!l260 : N 1 - (5-^V3VU;i/) -N 4 -7°P Vfr- 1 , 4-->£P^* 

4- (5-^V^;'J;b7^) - l-i/>?u^*V;> W*3ft4) (60m 
g) N 7*0^1/7^ (30mg) (1ml) !<z®MU gMUBB 

m^m^t^m aosmg) fc^t-^n^fco m^^^unsmmm,nv 
tz&s im-**;-K%tinz.s mnhtz&, mmhtz 0 n^ntzn^^, 0.5% 

noi^m^^m\z.m\)m.7mi-Y^^h^m (2 mi) &an;^ *d 

d^;i/A-7-d;^-;i/ (3/1) tittibL «M^7jcm^ h ';e?A-e^ 

J*U MJ£T^£@£b"CT>?-& (18mg) N (22 mg) -e#fco 

(T>:N*0 

1 H-NMR (CDCh, 400 MHz) :0. 87 (t, J = 7. 4Hz, 3H), 
1. 18-1. 33 (m, 4H) , 1. 41-1. 52 (m, 2H) , 1. 94 
-2. 06 (m, 2H) , 2. 14-2. 26 (m, 2H) , 2. 44-2. 5 
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8 (m, 1H) , 2. 5 7 (t, J = 7. 5Hz, 2H) , 3. 31-3. 44 
(m, 1H) , 4. 0 6-4. 2 0 (m, 1 H) , 6. 70 (d, J = 7. 6H 
z, 1H), 7. 21 (d, J = 8. 0Hz, 1H), 7. 38 (t, J = 7. 
8Hz, 1H), 7. 44 (d, J = 6. 1Hz, 1H), 8. 38 (d, J = 

5. 9Hz, 1H) , 9. 07 (s, 1 H) . 
RMKESI-MS, m/z) :2 8 4 (M + +1) 

'H-NMR (CDCla, 400 MHz) :0. 86 (t, J = 7. 3 Hz, 3H), 
1 . 4 0-1. 5 0 (m, 2 H) , 1 . 5 0 - 1. 6 0 (m, 2 H) , 1 . 68 
-1. 7 6 (m, 4H) , 1. 8 0- 1. 9 0 (m, 2H) , 2. 57 (t, J 
= 7. 3Hz, 2H), 2. 5 8- 2. 6 8 (m, 1 H) , 3. 60-3. 70 
(m, 1H) , 4. 3 3-4. 4 5 (m, 1 H) , 6. 68 (d, J = 7. 8H 
z, 1H), 7. 20 (d, J = 7. 6Hz, 1H), 7. 36 (t, J = 7. 
7Hz, 1H) , 7. 47 (d, J = 5. 8Hz, 1 H) , 8. 37 (d, J = 

6. 1Hz, 1H) , 9. 0 7 (s, 1H) . 
MMfrtirm (ES I -MS, m/z) :2 8 4 (M + +1) 

fg$Sffi]261 : N 1 - (2-7^Di^) -N4- ( 5 V 3V D ;i/) -1, 

4 _ (5-^fV^;'J;i/7^) -l-S/&n<\*VJ> (#IS(M) (60m 
g) N 2-7;i/tDx^;i/7^Iii (50mg) (1ml) fcig 

&W£=WWk%<h*$% (105mg) %'J>\s-3-otin%.fco 

titzm*. 0.5U U 7^*n#«**«/T-b b- h U;i/-eJHWr*HPLCfc J: 

fjiiu *n*n©ft^*£fc#HifcE*D#»**:J- h u^Azkaun (2m 

1) fciiDiU ^DD*M-7n/V-;i/ (3/1) titBbfeo fiflljl&fttafcfiJK 
■th';^"C««U «BET«tt***UTT>^# (18m g) > (12 
mg) "CWfeo 
(T>^) 

'H-NMR (CDCh, 4 0 0MHz) : 1. 18-1. 34 (m, 4H) , 1. 
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9 5 - 2. 0 5 (m, 2H) ; 2. 16-2. 30 (m, 2H) , 2. 45-2. 
60 (m, 1H) , 2. 86 (t, J = 4. 9Hz, 1H) , 2. 93 (t, J 
= 4. 9Hz, 1H) , 3. 3 3-3. 4 5 (m, 1H) , 4. 07-4. 21 

Cm, 1H) , 4. 44 (t, J = 4. 8Hz, 1H) , 4. 56 (t, J = 4. 
7Hz, 1H) , 6. 7 1 (d, J = 7. 8Hz, 1H) , 7. 2 2 (d, J = 
8. 1Hz, 1H) , 7. 3 8 (t, J = 8. 0Hz, 1 H) , 7. 4 5 (d, 
J = 6. 1Hz, 1H), 8. 38 (d, J = 6. 1Hz, 1H), 9. 07 

(s, 1H) . 

IMKESI-MS, m/z) :2 8 8 (M + +1) 

'H-NMR (CDCla, 4 0 0MHz) : 1. 5 0- 1. 6 2 (m, 2H) , 1. 
6 3 - 1. 7 8 (m, 4H) , 1. 8 0- 1. 9 0 (m, 2H) , 2. 69 (t 
t, J = 3. 9Hz, 7. 8Hz, 1H), 2. 84 (t, J = 4. 9Hz, 1 
H), 2. 91 (t, J = 4. 7Hz, 1H), 3. 60-3. 70 (m, 1 
H), 4. 31-4. 41 (m, 1H), 4. 44 (t, J = 5. 0Hz, 1 
H) , 4. 56 (t, J = 5. 0Hz, 1H) , 6. 69 (d, J = 7. 6Hz, 
1H), 7. 21 (d, J = 8. 0Hz, 1H), 7. 36 (t, J = 7. 9H 
z, 1H), 7. 46 (d, J = 6. 1Hz, 1H), 8. 38 (d, J = 6. 
1Hz, 1H) , 9. 0 7 (s, 1H) . 
MAfttiflM (ESI -MS, m/z) : 2 8 4 (M + +l) 
^8fifl!l262:Nl-->*P^Pfc^-N4- {S^ d^JLLtiM ~^ 4-»>g 

4 _ ( 5 _^ y*j\))\,7%J) - l—>*n^*t>V> (#HKM) (60m 
g) x ^D7°D£;i/T^ > (30mg) J -ft (1ml) fc^«?U 

T'H^Tfc^b^^* (105mg) frPV-S-oHQXIto £Jfc$I£® 18&IIB 

0.5% h y 7;^D»»*««/r-fe h- r y^tfjgw-rsHPLCfciOJfiiaau * 
n^no^^^tr^iifciMDiftiMc^^hy^/x*** (2 mi) *io*.s 
^7dd^m-7d;u-;v (3/1) tttffibfe. ««l*lt*«ltb'JW 
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Ttt*U METiI^^lT7>^ (llmg) N >y>ft (12 mg) X^tco 

'H-NMR (CDCh, 4 0 0MHz) : - 0. 1 6 0. 0 9 (m, 2H) , 

-0. 0 4-0. 2 0 (m, 2H) , 0. 7 5-0. 9 3 (m, 4H) , 1. 5 
8-1. 7 2 (m, 3H) , 1. 7 5- 1. 8 5 (m, 2H) , 2'. 16-2. 
27 (m, 1H) , 2. 8 7-3. 0 3 (m, 1H) , 3. 6 0-3. 8 5 (m, 
1H), 6. 29 (d, J = 7. 6Hz, 1H) , 6. 79 (d, J = 8. 1H 
z, 1H), 7. 00 (t, J = 8. 0Hz, 1H), 7. 02 (d, J = 6. 
OHz, 1H) , 7. 96 (d, J = 6. 1Hz, 1 H) , 8. 65 (s, 1 
H) . 

m&fttirfe (ESI -MS, m/z) : 2 8 2 (M + + 1) 

1 H-NMR (CDC1 3 , 400 MHz) : - 0. 04-0. 02 (m, 2H), 0. 
07-0. 13 (m, 2H) , 0. 90-1. 58 (m, 8H) , 1. 68-1. 
78 (m, 1H) , 2. 48 (tt, J = 3. 9Hz, 7. 8Hz, 1H), 3. 

2 8-3. 4 0 (m, 1 H) , 3. 9 5-4. 13 (m, 1 H) , 6. 39 (d, 
J = 7. 6Hz, 1H), 6. 89 (d, J = 8. 8Hz, 1H), 7. 06 

(t, J = 8. OHz, 1H), 7. 16 (t, J = 6. 1Hz, 1H), 8. 
08(d,J=5. 8Hz, 1H), 8. 76(s, 1H). 
WMfttirm (E S I -MS, m/z) :2 8 2 (M + +1) 
HfiSff!l263 : N 1 - U±^jV±ZlM -N4-7x-j|/xf;i/- 1 , 4-*>» 

4- (5->T V*J VftTXJ) -\-*yZv^*V;> (#BB#4) (60m 
g) s 2 -y ^-jVai^-jlTX y (61mg) — )]/ (1ml) fc$g#U 

mm."e=.mm&m4b*vm dosmg) fc^u^ojnitfco Kmrn.^zmux-is 

0.5% h U 7^*Dim**|»/TH2 h- h U;i/T?jRH1-«BPLCfc J; 
U *n*n©<b^*$tf^Hfct8«jRtt*3({^hU»>A*** (2 ml) 4 
JO*, ^dd$M-7'd/V-J1/ (3/1) T-ftiBbfeo W«Ui*«l7jcaK^h 
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ij^T^IU »BET«$l*S*bT7>*-# (24mg) N (11 mg) T? 

'H-NMR (CDCh, 4 0 0MHz) : 1. 15-1. 30 (m, 4H) , 1. 

9 2-2. 0 3 (m, 2H) , 2. 12-2. 25 (m, 2H) , 2. 45-2. 

55 (m, 1H) , 2. 76 (t, J = 7. 1Hz, 2H) , 2. 88 (t, J 

= 7. 1Hz, 2H), 3. 29-3. 42 (m, 1 H) , 4. 05-4. 18 
(m, 1H) , 6. 6 9 (d, J = 7. 6Hz, 1 H) , 7. 12-7. 2 6 
(m, 6H), 7. 37 (d, J = 7. 9Hz, 1H), 7. 43 (t, J = 6. 

1Hz, 1H), 8. 37 (d, J = 6. 1Hz, 1H), 9. 06 (s, 1 

H) . 

fii^*f«(ESI-MS, m/z) :3 4 6 (M + +1) 

1 H-NMR (CDCh, 4 0 0MHz) : 1. 4 6- 1. 5 8 (m, 2H) , 1. 
64- 1. 7 4 (m, 4H) , 1. 7 6- 1. 8 6 (m, 2H) , 2. 6 5 (tt, 
J = 3. 7Hz, 8. 1Hz, 1H), 2. 76 (tt, J = 6. 8Hz, 7. 
3Hz, 2H), 2. 86 (tt, J = 6. 8Hz, 7. 1Hz, 2H), 3. 
6 0- 3. 7 0 (m, 1H) , 4. 2 8-4. 4 2 (m, 1H) , 6. 69 (d, 
J = 7. 6Hz, 1H) , 7. 10-7. 26 (m, 6H) , 7. 37 (t, J 
= 7. 9Hz, 1H) , 7. 46 (d, J = 6. 1Hz, 1H) , 8. 38 (d, 
J = 6. 1Hz, 1H) , 9. 07 (s, 1H) . 
nnfrffim (ESI-MS, m/z) : 3 4 6 (M + +l) 
^ffififfi]264 :N1- (1H-5-4 >gyTU;i/) - N4-^V7°Pt:;V-l, 4— > 

4- (1H-5--T >W l ))\/T$;) -l-ispV^VSy 
(57mg) s 2-ft7i>iW^> (64mg) (1ml) £ 

mmvs ifitnw^^^i (io5mg) %'pv-3-om%.tzo Rj&m&to& 
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X^mmiss T>?-fo (21mg) s (14 mg) £*#fco 

MM^m (ESI -MS, m/z) : 27 3 (M + +l) 

0>>#) 

IiMi(ESI-MS, m/z) :2 7 3 (M + +1) 

CT#|J265:N1- (lH-5-^>*VU^) -N 4 -J V^;V- 1 , 4—>^ 

4- ( lH-5->f>^^U;VT^y) - l-$/£P^f-9V> (^^3) 
(57mg) s ^V^;i/T^> (37mg) (1ml) CgSU ^ 

«H^7X^<b*e/* (io5mg) %>p\s-3-oMz.tzo ^mm^^u^ism 
^ 0.5% h i) 7 Mvwm7kim/7* h- h v)ix~mmt%>Miciz& dimku 

yy^fo (8mg) , (6mg) £#fco 

(T>:H*:) 

ffSMrii (ESI-MS, m/z) : 2 8 7 (M + + 1) 

(ESI-MS, m/z) : 2 8 7 (M + +l) 
3lffififfi]266 :N1 -i»^-N4- f 1H- 5 ->f > *V U 2k) Z_L» 4-->^P^ 

4- (1H-5-- f >* r S>U;VT$y) - l-S'^P'vfr'UVV (*F^ffc3) 
(57mg) > x*-;i/7$> (23mg) (1ml) tiibs 

BWWmibfttm (105mg) ^'J>b^oin^feo fiJfcfi^fcfcM-ClSWHBU* 

0.5% h U 7;P*D»»*««/r-b h- h y ^-CWB-rSHPLCfc «t DMHU r 
(lOmg) s *s s yft (10 fflg) %mfro 

MMfttirU (ESI -MS, m/z) : 2 5 9 (M + + 1) 

nmfttirm (ESI-MS, m/z) : 2 5 9 (M + +l) 
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HjBfl9267 : N 1 - (lH-5-^>WJ;i/) -N4-^>f ^-l. 4-->7P 

4- (ih-5— f >W)fry$;) - i-*stv^*v;y (4»ia#3) 

(57mg) s ?X)\sTK s s (44mg) fc^y-yt/ (1ml) fc*»U Sfi*C 
HIKfek^-fc*^* (105mg) *'P\s~3-olM7Lfco &fm^&MMXimWk 

0.5% h U 7;V#n«^J8ift/7 > -fe h- h U JVCEM'* SHPLCfc «fc DHSBIU 7 
(lOmg) s ^>>ft (10 mg) £t#fco 

MMfrffim (ESI —MS, m/z) : 30 1 (M + +l) 

UM-^mm (ESI -MS, m/z) : 30 1 (M + +l) 

jgfliEff!]268 : N 1 - ( 1H- 5 zA >^ ^ )V) -N4-^> ^-l, 4-->7P 

4- (1H-5—Y >^'j;i/T^7) - l-istu^ScVJy (*S#3) 
(57mg) s N-7i-Wl/>^7^> (68mg) &**7-;i/ (1ml) 
fc«Sf#U tfit'Hittii^^i (105mg) %>P\s~3-DMXtco Rl8m&to 

#&nfe»**N o.5n 'j7MPii«/7t h- h u;i/t?jshi-*bplc 

KiiDJUSttU 7>?fc (51m g) s (45 mg) fcftfco 

nm.ftmm (esi-ms, m/z) : 350 (m + +d 

n&fttixM (ESI-MS, m/z) : 3 5 0 (M + +l) 

mmmm : ihs-^ u;i/)-N-ri-(4-^^;i/^>^;i/)-3 -t^^u 2iklXl> 

3-b FD^>t:^';^> (lg) (2. 7 6g) 

N-^^fMMT^ F (1 0ml) fcfcJBU ^^1-70^-4-^^ 
(1. 6 5g) ftMTMTFbfe. SJte***M"C18«FlHUi»bfc 
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Z<D*mfct\>V*3-frT$l' (2.01g) *m7kVM-)lZ)l**V-( K (10. 

2mi) izmmv, t;i/3">#hmts MunBmimn - hu*^;i^>m 
(2.78g) itiNTLtzo mm&Mz^u-cimrmwhtz'&s mmim&mi-h 

V £A7jciM(7.55ml) ^iflXs ^DD^;i/A^MtBtfeo WM^^JcH^ 
b U^AT-^U MET?i«lbT4'f^^^;V-K-el.52g#fco 
^©^F^TBOmgJhS-r^y^V^y U> (473mg) £s f^-^r h 

l3p<^y-;K3.8ml)i:7K^b^e7^^h';^A (77.6mg) £jf>nx.Jf#bfco 1 
8B#H^ (4 0ml) ^iJP^T^bfe^s 'J>*©7j<§j)ax. 

'H-NMR (CDCla, 400 MHz) :0. 91 (dd, J = 2. 0, 6. 6H 
z, 6H), 1. 22-1. 28 (m, 2H) , 1. 48-1. 61 (m, 4 
H), 1. 73-1. 78 (m, 2H) , 2. 29-2. 41 (m, 4H) , 2. 
47-2. 59 (m, 1H), 2. 66-2. 75 (m, 1H), 3. 74-3. 
84 (m, 1H) , 6. 77 (d, J = 7. 6Hz, 1H) , 7. 5 (d, J = 
6. 6Hz, 1H) , 7. 27 (s, 1 H) , 7. 44 (t, J = 7. 8Hz, 
1H), 7. 57 (d, J = 5. 9Hz, 1H), 8. 45 (d, J = 6. 1H 
z, 1H) . 

IIMi(ESI-MS, m/z) :312(M + +1) 

Hffifl]270 : N-dH-5-^ >W U;iO-N-fl-(4-;*^;i/^>^;i/)-3-t^ D i?)V]T 

|fiMbfe4'P^(760mg)i:5-T^y^>^V-;i/ (43 7mg) £ s ^^-^ 
At h7^f V^D**^ K(3.8ml)t^b^T-^bfco 18^P^ S Z<DK 
Jfom&fc*$;-MZM)t7mfc*$Mj-lVt& (77.6mg) £jJD;t8i#b 
fco 18B#!H&s SMMxf;H 0ml $jD^t#^Ufe^ '>M©7.k£;!jD 
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SHU £Srti£$>&8. Omgs WO. 5 3%tflfeo 
>H-NMR (CDCh, 400 MHz) :0. 88 (d, J = 6. 6Hz, 6H) , 
1 . 14-1. 20 (m,2H) , 1 . 4 5 - 1. 5 9 (m, 1H) , 1 . 72-1. 8 
3 (m, 2H) , 2 . 2 7-2. 3 5 (m, 4H) , 2 . 4 5-2. 5 5 (m, 1H) , 2 . 
7 2-2. 8 2 (in, 1H) , 3. 5 4-3. 6 6 (m, 1H) , 6. 8 2-6. 8 
5 (m, 2H) , 7. 2 8-7. 3 0 (m, 1H) , 7. 87 (s, 1H) . 
(ESI-MS, m/z) :30 1(M + +1) 

mmmzn n-(ih-5-y >^vu;i/)-N-ri-(4-^^;t/^>^;p)-4-b:^'; 22klz 

4-t^U ^ym^-T^m^} (7 6 8mg) £<fcimi$* D £ A (1.38 
g) £toN, N-^fMMTU* (10ml) fcgJWU ^£^1 ~^ 
D*-4-*^;w*>*> (6 0 3mg) *MTf»Tbfco SJ&^WftiMT 

£CD#I!S# (7 6 6mg) ^f-^-<>A^ V7"0^> K(3.8ml)iC&8? 
U 5-T$S<(>y s J-fr (44 5mg) £Jn*.s ^Ml?»*fbfeo 1 8H$M& 
C©Si<r«^^P<^^-^(3.8iDl)^7jc^^^^hU^A (79mg) SJlDx. 
f»bfeo 18®P^ £Jfcttfc»ttx*-;i/ (4 0ml) *in^.T#«bfc^ '}> 

-(CfcDKHiU »^^2 0 0mgs W13. 3%T*#fco 
'H-NMR (CDCh, 400 MHz) :0. 89 (d, J = 6. 6 Hz, 6H) , 
1 . 15-1. 2 6 (m, 2H) , 1 . 4 9- 1 . 5 9 (m, 5H) , 2. 07 
-2. 23 (m, 1H) , 2. 3 5-2. 3 9 (m, 2 H) , 2. 90-3. 0 
0 (m, 2H) , 3. 2 9-3. 3 8 (m, 1 H) , 6. 8 0-6. 8 2 (m, 
2H) , 7. 2 6 (s, 1H) , 7. 8 8 (s, 1H) . 
K4#tfftil (ESI-MS, m/z) : 301 (M + +l) , 2 9 9 (M + -l) 

mmmziz : MutZzd >?vu;i/HHi-(4,4,4-h u 7;M-p7?-;i/)-3-b:^u 
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3-hh*D^>^^>'> (lg) &£Z?mmtiV$& (2.76g) ZT*h-h 
U;v (1 0ml) tmMU tt^l-^D^HU- h >J 7^d^> (1. 
9 1 g) 4SIt»Tl/fc. KJfefi^*l*MT!18«flHHI#bfca)-fex -te7>f h 

CCD^IHfti: h y:n^;i/T^> (1.78g) ^^tK^^^^^*^^^ h* (7.5 

5mi) cihiu T)\s3>mmnrf, m^-m^mn- Yv**fr7$ymt 

(2.45g) *Jn*fc« £j£SMfttt'?18iraiJUtLfcft<> h 
y*AzM&ft(7.55ml) £#P;lx ^DP*M^iHlfco liltlt^llSSt 

dCD4»HB<*: (8 0 0mg) i: 5 -TS. y-T >*V-;i/ (4 0 3mg) £ N 
-■)ATf7^V7D^^F (3. 2g) {l^#b^mT?«#bfco 18ftlBfek 
dCSiS^fci^Mo^^y-^^zK^b^^^^hUe/A (7 1mg) £jjp£ 
m#bfeo 18fifffl^s (4 0ml) £j!)n£T«lbfc&> 'J> 

-fccfct>*»»U iiib^l2 5mg N JR*3. 8 3%m. 
'H-NMR (CDCh, 4 0 0MHz) : 1. 5 6- 1. 5 8 (m, 1 H) , 1. 
70-1. 78 (m, 5H), 2. 09-2. 21 (m, 2H), 2. 37-2. 
42 (m, 5H) , 2. 7 0-2. 8 0 (m, 1H) , 3. 5 4-3. 6 4 (m, 
1H) , 6. 8 1- 6. 8 5 (m, 2H) , 7. 2 9-7. 3 2 (m, 1H) , 
7. 8 8 (s, 1 H) . 

M&frffim (ESI-MS, m/z) :327 (M + +l) ,3 2 5 (M + -l) 
H»]273 : N-(5-W VjFV U ;t/)-lHl-(4,4,4- b U 7;i/^D ^;i/)-3-b'^y 

fH$!fcUfc4»BI# (8 0 0mg) i:5-7^'fV^;»J> (4 3 3mg) £x 
^^-^Afh7^V7D^>F (3. 2g) fc*»UMt?8t#U*:o 1 8B# 

C0Sii&^^ / J>mcD^^y-;i/i:7Km<b^e7^^h y t>k (7 1mg) 
^jt)Px.m#bfco 18«fH^ KlfcifcfcMfct*-;!/ (4 0ml) £J}P£T#$?Lfc 
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97-f-fcJ:b«l«U MMb^to*2 6 3mgs iR*l. 5 6%l!#feo 
*H — NMR (CDCh, 4 0 0MHz) : 1. 6 0- 1. 8 3 (m, 8H) , 2. 
42-2. 52 (m, 2H), 3. 75-3. 84 (m, 1H) , 4. 85-5. 
00 (m, 1H), 6. 76-6. 78 (d, J = 7. 6Hz, 1H) , 7. 2 
8 (d, J = 8. 0 Hz, 1H), 7. 45 (t, J = 7. 8Hz, 1H) , 7. 
52 (d, J = 6. 1Hz, 1H) , 8. 46 (d, J = 6. 1Hz, 1H). 
MMfrffim (ESI -MS, m/z) : 3 3 8 (M + +l) , 3 3 6 (M + -l) 

mmmm : n-qh-5-^ >#v u;i/)-N-( w y^>?-;i/-3-tf^u 22klZA> 

3-tFD^^'J^> (lg) ^WJ")A (2.76g) fc^-feb-h 
U;i/ (1 Oml) fc&HU fCAl-^DD-3-^f;V^> (1. 0 7 

£©#iS#fc rUxf-Jl/TS:/ (1.78g) Sto^^^^^*^^ F (7.5 
5ml) fc*»U r;i/^>#ffl^Ts SifHIftillJt' hV**»7$>WHt 
(2.45g) feJDitfco SJ»«^«fta»"Cl8«BIJI»UfcttH «S^»7j<^± h 

ClCD^lHM*: (7 7 5mg) t 5 - T K J 4 > (4 8 2mg) £ s 

-VkrYvj v7DWb' (3. 8g) ciii§ia-e»bfe. ism 

C©M^M^'i>M©^^y-;i/^7j<^b^^*^h U£A (8 5mg) *iP^. 
*l#Lfco lO^IHIfts SJte»fc»«xf-;i/ (4 0ml) *j»*T*Rbfc*s 'J> 

'H-NMR (CDCh, 4 0 0MHz) : 0. 8 9- 0. 9 1 (m, 6H) , 1 . 
35-1. 41 (m, 3H), 1. 54-1. 76 (m, 6H), 2. 32-2. 
3 7 (m, 3H) , 2. 4 5- 2. 5 0 (m, 1 H) , 3. 5 5-3. 6 3 (m, 
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1H) 6. 8 2 - 6. 9 7 (m, 2H) , 7. 2 8-7. 3 2 (m, 1H) , 7. 
8 7-7. 8 8 (m, 1 H) . 

lIMt (ESI-MS, m/z) :2 7 8 (M + +1) 

UrSfibfe+BM*: (7 7 5mg) 5 -7$ 7 >f V=¥7 V > (5 23mg) ^ 
^-^Axh^Vr/Ptf^K (3. 8g) fc«IPbMT*#l/fco 18B# 
IS&n c©S^^^^fi©^^^-^^7j<:^b^^^^h U^A (8 5mg) 
*JP*«#bfeo 18KfK^s (4 0ml) ^^D^T#^bfe 

1 H — NMR (CDCla, 4 0 0MHz) : 0. 94 (dd, J = 4. 6, 6. 6H 

z, 6H) , 1. 3 9- 1. 4 5 (m, 2H) , 1. 51-1. 73 (m, 6 

H) , 2. 3 6- 2. 7 0 (m, 5H) , 4. 21 (m, 1H) , 6. 94-6. 

98 (m, 1H) , 7. 2 5- 7. 2 7 (m, 1 H) , 7. 3 8- 7. 4 6 (m, 

1H) , 7. 5 2 -7. 5 8 (m, 1 H) , 8. 4 4-8. 5 0 (m, 1 H) , 

9. 13-9. 18 (m, 1H) . 

flMt (ESI-MS, m/z) :2 9 7 (M + +1) 

mMM276 :N-(5-^ V*J U;i/)-N-ri-(2,4,6- h U 7 )j>*u^>¥)l>)-3-\f^ U 

3-t fU*i/W)V> (lg) ^li'iW (2.76g) h-h 
(10ml) Kmmu 4, 6 - h U 7MD^>^D7^ 

K (2. 25g) ft3frT?«Tbfe. S*S^«ftMTl8»IHai^l/fe©^s 

C©^th'i^W^> (1.78g) £»^5M/*;i/**i7M K (7.5 

5ml) fc*J*U r;nf>Mans M-CHKftHH.' hU^^;i/T^>m 
(2.45g) *iDitfeo SJft»-&«*M^18l*IHUt»l/feftN teffiftltek*^ h 
'J£AzKigifc(7.55ml) £jJP;Ls ^PP*;i/Afiffllfe, lil^ttMT" 
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Z(D*mfa (7 6 6mg) ttP-ttk^Y^* V7o*^>F(2. 3g)fc 
J6»U 5-7^>fV^'J> (3 0 4mg) fciD^s £fl-C«#l/feo 18 
mm&. Z.<DRfc&WL£.*#S-M2. 8ml)fc;dc*4b*£&:*-rU£A (50 
mg) ZtoZMftbtzo 18ttM& RJ&mz&Wtxm (4 0ml) *jn*r* 

'H-NMR (CDCh, 4 0 0MHz) : 1. 5 2- 1. 8 0 (m, 6H) , 2. 
61-2. 71 (m, 2H) , 3. 68 (s, 2H) , 3. 7 6-3. 8 4 (m, 
1H) , 5. 0 6-5. 19 (m, 1H), 6. 6 3-6. 7 2 (m, 3H) , 
7. 24 (s, 1H) , 7. 42 (t, J = 7. 8Hz, 1H), 7. 52-7. 
53 (d, J = 6. 0 Hz, 1H), 8. 47 (d, J = 6. 0Hz, 1H). 
JMbMffH (ESI —MS, m/z.) : 3 7 2 (M + +l) ,3 7 0 (M + -l) 

3-th'P^>^'J^> (lg) fcitfftttJbUfrA (2.76g) £^-feh-h 

(l 0ml) fc«j»u ^oAi-^DD-3-^f;v^> (l. o 7 

COWfcbyiW^ (1.78g) fcafedcSM*-;!/*;!/*^* b* (7.5 
5ml) fcfcjBU T;V^>#fflmTs iSt-Htftlt • Sf-frTKy&fo 
(2.45 g) &jta£fco RjM^ft*SfiT?18l«ffl*»l/fc*N tt»JJfflfeJc*tf-r 
U^A7jc^(7.55ml) &j&D*.x #PP#;i>A-effliHbfco WttJl^til*flKtt^ 

( 723mg) £5-7'$.;<(>yy-J)' (450mg) 3-$-?? 
Arh^-fvrD^h' (3. 6g) CiiblSt«bfeo 1 8^ £ 
<D&Jfotefc£&M®* PS— b >J>>A (80mg) SiD^jJIJ^ 
bfeo 18Ws S**fc»fift^f-;V (4 0ml) ^jD^T^IRbfems 
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x^mmu 6 2mg N jr^5. 6 6%mo 

J H-NMR (CDCla, 400 MHz) :0. 86-0. 92 (m, 6H) , 1. 
0 4-1. 17 (m, 1H) , 1. 3 7- 1. 6 5 (m, 7H) , 2. 01-2. 
7 1 (m, 1H) , 2. 12-2. 19 (m, 1 H) , 2. 3 0-2. 4 0 (m, 
2H) , 2. 5 0- 2. 6 6 (m, 1 H) , 3. 5 5-3. 6 4 (m, 1 H) , 
6. 83 (s, 1H), 6. 84 (d, J = 5. 1Hz, 1 H) , 7. 30 (d, 
J = 9. 3Hz, 1H) , 7. 87 (s, 1H) . 

W&frtiim (ESI -MS, m/z) : 2 8 7 (M + +l) ,2 8 5 (M + -l) 

mmmz7S : N-(5--f u;i/)-N-[i-(2-^^;u^;i/)-3-b:^'; yjvlT^y 

3-t FD^>tf^l)^> (lg) ^T^ibbU^A (2.76g) ^T-feb-b 
'J/KlOml) il^filU ^oa1-^dd-3-^^;W> (1.07 

Z(D*ffifot h Uai^;i/T^> (1.78g) ^^7K^^^X;i/*^^ F (7.5 
5ml) £MJ5?U T;i/=f>#fflmTs ^T-HIHb©^- hU^^l/^^^m 

(2.45g) ^Ap^feo m^wzmu-eismmmn sterns ^m^mymtv 

U^A7jc^(7.55ml) &JDiU ^DD^;i/AT^mbfeo #W£M<®SE^ 

( 723mg) t5-T$;«( V> (4 8 7mg) 
•>Arh7^V7*D^>H (3. 6g) C^ffbififllfbfeo 1 8mfm, 

z®m^®mz&m0*#;-)]/t7m<b*t7mj-Yvt7 2> (somg) %mz.m. 
nistzo imm&s ^mmzmm^jv (4 0mi) *mzx%%iLtz'&, >pm. 

m b t D D # J -frXMffit & Vfr* 5 A 7 D V h 9=7 7 ^ — 

'H-NMR (CDCh, 400 MHz) :0. 91-0. 98 (m, 6H)^ 1. 
14-1. 26 (m, 8H), 2. 06-2. 25 (m, 2H), 2. 57-2. 
65 (m, 2H) , 3. 7 7-3. 8 5 (m, 1H) , 6. 77 (d, J = 7. 
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6Hz, 1H) , 7. 28 (d, J = 8. 0Hz 3 i H) , 7. 45 (t , J = 
7. 8Hz, 1H) , 7. 53 (d, J = 6. 1Hz, 1H) , 8. 4 6 (d, 
J = 6. 1Hz, 1H) , 9. 1 4 (s, 1H) . 

n&frffilM (ESI -MS, m/z) : 2 9 8 (M + +l) ,2 9 6 (M + -l) 

mmmm n-qh-5--< u^Hdlzi y^>^;v-4-^i) 2MZAk 

Yy^WM-imm (7 6 8mg) ££0^* U £A (1.3 8 
g) £«<N, N-^^fMM7U* (10ml) fcSSJBU 
nn-4-^Jl/^> (5 3 3mg) §iS"eiTUfeo £jfo^?$£^iSin8 

2 5g) ^^-i)Arh7-fV7D^^F (6. 25 

g) KijgjUUx 5-r^y-r yyv-jv (6 6 6mg) &un£x gi&-ei£#ufco 

18l$m& ^©^«^^^y-^(3.8ml)^7jc^b^«>^h U»>A (9 5 
mg) *in*»i*l/fco 18B#P^ fij&*fc»«x^;p (4 0ml) §JP^.T# 

7^77^-i:j:!)llU mb^2 0 0mg, W16.4%"eHfe, 
1 H — NMR (CDCh, 400 MHz) : 0. 91 (d, J = 6. 6Hz, 6H), 
1. 3 8 - 1. 6 3 (m, 5H) , 2. 10-2. 17 (m, 4H) , 2. 3 5 
-2. 39 (m, 2H) , 2. 8 9 -2. 9 5 (m, 2H) , 3. 26-3. 3 
6 (m, 1H) , 6. 7 9- 6. 8 2 (m, 2H) , 7. 29 (d, J = 8. 5 
Hz, 1H), 7. 88 (d, J=l. 0Hz, 1H). 
nmaiftm (ESI-MS, m/z) :287 (M + +l) ,2 8 5 (M + -l) 
^»J280 :N-(lH-5-^>^U;V)-N-ri-(2-^»;P^;P)-4-^^U^;blT^ 

y_ 

4-t^U K>«»Jfi-*»«l (7 6 8mg) D <> A (1. 38 

g) fcM<N, N-i?^fWA7U* (10ml) fciMU ^C-sl-^ 
DP-2-^fiV^> (5 3 3mg) ^liStlTl/feo RJfe**ft^fi-C18 
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ccDffK* (1. 0 0g) ttt-t/k^Yvl vrn#^>H (5g) 
JBU 5-7^^>^;-;K6 6 6mg) £JO;ts M7f«#?bfco 18B# 
IS& N ClOfiJfe^fc^^y-M3.8il)2:**fls*^*^hU^A (9 5mg) 
*Jn*.JM*Lfco 18WfHfts (4 0ml) tAn^T#^bfe 

JETT^H u^pp $ J — ;v*rJHMf 5 u * 5 a * p t h ^ 

77-f-tiD«l*U «^6 2 7mg, W4 3. 8%T?fcfco 
1 H — NMR (CDCh, 4 0 0MHz) : 0. 84 (m, 6H) , 1. 04-1. 
14 (m, 1H) , 1. 4 0-1. 61 (m, 4H) , 2. 01-2. 11 (m, 
6H) , 2. 8 1-2. 8 6 (m, 2H) , 3. 2 8-3. 3 3 (m, 1 H) , 
6. 80-6. 82 (m, 2H), 7. 29 (d, J = 8. 5Hz, 1H), 7. 
8 8 (s , 1 H) . 

WMfttirm (ESI -MS, m/z) : 2 8 7 (M + +l) ,2 8 5 (M + -l) 
m&M2$l : N-(lH-5-^ >W U;t/)-Ml-(2-^;i/^>^;i/)-3-fc^.'j 22kIZ 

3-tFP^>^'J^> (lg) *«ktfjK»*U»>A (2.76g) £T-feh-b 
U;i/ (1 Oml) fc&JSU ^ca1-^pd-2-^^M>^> (1.21 

g) ftSfi-ciTbfe. m>m&m£u-cimmmn\sfc<D*>, hum 

Z-(D%m<££hVz-?-)V7$> (1.78g) &mfrt?**JUZ)),**it<t K (7.5 
5ml) fc*»U 7-;i/=f>#fflMTx SitHibiMt' r U * $ 
(2.45g) ^jJD^feo HJiR?i^*^MT?18^^ti#bfe^ h 
U£A7jc$S&(7.55ml) ^PP^MtilBlfeo 

Z®*m& (1. Og) fc5-T^y^>^y-;b (5 7 5mg) £ N 
^Af h7^fV7P^>F (5. Og) fc«j»l/M*C*»Ufc. 18l$Mfcs 
c©SliS^K:'J>*©^^y-;i/fc*lR<b**>*^ h U^A (12 8mg) %to 

xmnvtzo imm&» fiAscwx^ uomi) *in*T#Rufcfts 
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'H-NME (CDCh, 400 MHz) :0. 03-0. 93 (m, 6H) , 1. 
0 4- 1. 0 8 (m, 1H) , 1. 19-1. 42 (m, 4H) , 2. 01-2. 
17 (m, 2H) , 2. 3 7-2. 6 0 (m, 3H) , 3. 5 6-3. 6 3 (m, 
1H), 6. 82-6. 84 (m, 2H) , 7. 29 (d, J = 9. 5, 1H) , 
7.8 7 (s, 1H) . 

IIMKESI-MS, m/z) :30 1(M + +1) 

mmmZSZ ; N-(lH-5-^ >*V U;i/)-N-ri-(2.4,6- h U 7)\sJtW<yy)]/)-Z-^ 

3-b YU^>^VP> (130mg) ^ctt>*^*Ue7A (659mg) h- 
h'j;u (5ml) CtiU ^£^2 , 4, 6-h'J7MD^>^P^ F 
(290mg) §IS«Tlh SJi&^tl^^ST*18^^bfe©^ -fe^>f 

Z(Dtpmfa£ hVx.?-)iy$> (275mg) M-frXfr**^^ Y (1.7 

3mi) tc^u T;i/3>#fflM^ iSt-HMii- bu^^;i/T^>m 

(379mg) ^iPxfec M^^§^T*18^F^m#bfem> ttflUM*** h 
U^ATK^rt^JP^s ^DD*;i/At!ili}lfeo W^M£^7K^^h V^AX" 

dCD^^ (290mg) fcf-^-^Ax Y^-i VfXiifs^y K( 1. 45g)fc$§ 

jbu 5-7^;^y^;-;Mi2img) fcflp^ ^T^#bfeo 18!$ 
m&s z®Ejfo&mz*t>;~)it7km4t*t7mj-h u^a (2img) ^p^. 

*l#bfco 18P#im Mii&^^||^x^;i/^ijp^T#IRbfe^ ^*©zK^^P^ 
TlSiJlU Cft£MJET$tiibfco *#£>ftfc$iM&s MffiTT*i§il£b£DP 
A/^ * J -)lX*mfflt 3 ^> U £ tffrti 7A^D7h^77^-fc<);f) ft i£ 
U i»ftj1§rt>£ 5 8 m gs 1R¥ 1 2 . 5 XX-ntzo 

'H-NMR (CDCh, 4 0 0MHz) : 1. 5 7- 1. 7 4 (m, 5 H) , 2. 
45 (m, 3H) , 2. 74-2. 7 7 (m, 1H) , 3. 5 9 -3. 6 5 (m, 
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3H) , 6. 6 1-6. 6 9 (m, 2H) , 6. 8 0- 6. 8 3 (m, 2H) , 
7. 2 7 -7. 3 0 (m, 1 H) , 7. 8 6 (s, 1H) . 
»W(ESI-MS, m/z) :36 1(M + +1) 
S1M283 : M-QH-5-4 > WJ ;v)-N-ri-(2,4,6 - MJ 7;^P^>^;i/)-4-K^ 

4 — tr^U (1 9 8mg) ^ckt^M^U^A (659mg) £ 

T-feh-hU^ (5ml) fcfcJBU ^£^2, 4, 6-bU^;^D^>^;vy 
nY^f K (290ig) ^ififiTUfeo Mii5m^tl^^-ei8l^^l:#bfc©*„ 

CCDWhh'Jx^^ (275mg) £«^p< ^)\/7,)^^-i h* (1.7 
3ml) fcfcJBU T;i/rf>#fflm^ M*C=IWb1«*t- hy^^ra- >m 
(379mg) &an>Lfco S^l^^^rUT-18B#F^^bfe^ IS^^zK^ b 

u^atK^^p^n ^npweittibfco w#tJi£^2M3St^ h u »>A-e 

CCD^Hfr (2 9 2mg) fc^-^A^h^ V7D^>M1. 45g) 
fc&jSIU 5 -7^ >>>f >*V— ;i/ (128mg) ^D^s gfit'I^lfeo 1 

8i^nft> z<D&fo®mz.**;-fr£&%fc*bmj-Y y »a (23mg) & 

StS&U itM<b£-$l£2 1 5mgs 1R^4 6. 2%T?^feo 
'H-NMR (CDCla, 4 0 0MHz) : 1. 4 3- 1. 6 2 (m, 2 H) , 2. 
07-2. 11 (m, 2H), 2. 24-2. 30 (m, 2H), 2. 91-2. 
94 (m, 2H) , 3. 21-3. 29 (m, 1H) , 6. 6 5 -6. 7 2 (m, 
2H) , 6. 77-6. 81 (m, 2H) , 7. 2 8 -7. 3 0 (m, 1 H) , 
7. 8 6 (s, 1 H) . 

JM#*f* (ESI -MS, m/z) :361 (M + + 1) 

mnmm : n-qh-s-^ yyvv ;i/)-N-(i-^* jy-4-t^y PMzi > 

1 _^^; ]/ _4-^^i; p> (3 0 Omg) ^f^-'J'Ar h^'fVT'D^ 
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i/h*(l. 5g)(:»U 5-7^^>^;-/l/ (2 8 2mg) £in*N 
-CftftUfeo 18M COSJfS^t^^^-^^TkJSWb^^^-hU^A 
(5 0mg) *Jnit«»bfe 0 imm&s «*fcl»t*-;i/*iD*T#Rbfc 

5 7-f-KJ:D»«U »^2 0 2mgs JR*4 1. 4%tHfeo 
'H-NMR (CDCh, 4 0 0MHz) : 1. 4 7- 1. 5 7 (m, 2H) , 2. 
10-2. 18 (m, 4H), 2. 30 (s, 3H), 2. 83-2. 86 (m, 
2H) , 3. 2 8-3. 3 3 (m, 1H) , 6. 8 0 -6. 8 2 (m, 2H) , 
7. 28-7. 31 (m, 1H) , 7. 88 (s, 1 H) . 
!M##Hit (ESI-MS, m/z) :2 3 0 (M + +1) 

mmmws :n-(ih-5-^>*vu;)/)-n- (i-7P^H-K^ 'jy;i/) 

3-t KD^^>tr^U^> (l.OOg) U£ A (2.76g) h 

= h U;i/ (10ml) CSiU ^3a3-7d^7d^> ( 1 . 23g) £g 

CO^K^h'JxW^ (1.78g) £Mc^pWl/*;i/***M K (7.5 
5ml) fc*f¥U T;vrf>Hffl^Ts S*-CEiMb«te» ■ r IM^i^ 
(2.45g) ftifljtfco fiJW^*MTl8IM«*bfc«N «Wft«**±b 
UfrA^&ift&jDiU *DD*;i,A-C8lffibfeo ^Jl^Mc^^ HJ <7AT« 

£0*IBItt£5-r$y>f ^^V-^ (2 0 0mg) £s f-^-^Ar h ^-r 
V7n^>F (1. Og) fc«f]BbgfiT?»#bfco 18» ^OM^i 

^'j>a©p<^y-;pt7K^b^e7^hue7A doomg) &flp;tji#bfco 

18«fS^ KJfcttfcftRx^ (4 0ml) &jD*.T#»5bfe&N di>*©**iP 

d a/^ * 7 -;veJHi8f s ^> U * 5 a 7 d h 7*7 7 -fc <*. D ffi 
1U MWb#»£l 0 Omgs KI3. 8 

'H-NMR (CDCh, 4 0 0MHz) : 0. 90 (t, J = 7. 6Hz, 3H) , 
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1. 5 1-2. 0 7 (m, 4H) , 2. 0 7-2. 2 1 (in, 4H), 2. 3 6 
-2. 40 (m, 2H), 2. 96-2. 99 (m, 2H) , 3. 29-3. 3 
6 (m, 1H) , 6. 7 5-6. 81 (m, 2H) , 7. 25 (d, J = 1 2. 
0Hz, 1H) , 7. 8 8 (s, 1H) . 
nmttffim (ESI -MS, m/z) : 2 5 9 (M + +l) 

mmmzse n-(ih-5-^ y£± u;i/)-N-(i-rn vnr±¥mi 2ik±ZA> 

P>ffiB»fi--*jftI» (l. 5 3g) (2. 7 6 

g) £McN, N-^^^»A7U'{:iiU ^^l-yn^rn;t> 
(1. 2 9g) S^tiTl/fec ^^&3fiT18l$ffl*#bfe»N 

4Mtk «EETWftb*Wttft#fc. 

COiflBK*: ( 1 . 03g) £^*~£A;rh^V:7D#*^h* (5. 5 g) 

izmmu >w-)i (97img) simiu mm-cmthtzo 1 

8fifS^s C!CDH^«^^^y-;Vh7jc^b^e7^±h U^A (2 7 6mg) 
*ftl*«#bfco 18*Mfcs M*fclMHx^ (4 0ml) *jto*T#Rbfc 

^7>f-{3j:D*IMbs MM3*tt*l. 3gs JR*5 0. 3%T?#fc. 
'H-NMR (CDCls, 400MHz) :0. 91 (t, J=7. 3Hz, 3H), 
1. 48-1. 59 (m, 4H), 2. 10-2. 18 (m, 4H), 2. 33 
-2. 37 (m, 2H) , 2. 9 2-2. 9 5 (m, 2H) , 3. 30-3. 3 
6 (m, 1H) , 6. 7 8- 6. 8 2 (m, 2H) , 7. 2 7-7. 2 9 (d, 
J = 8. 8Hz, 1H), 7. 88 (d, J = l. 0Hz, 1H). 
WMfttitM (ES I -MS, m/z) :2 5 9 (M + +1) 

fmmsi : N-n-(^ g m f-;i/)-4-t^u $j;h-n-(ih-5->^v u;i/) 

(1. 14g) ^3<t7jf^*Ue7A (1. 3 8 

g) *«t*r-fe hxhu;wc*tpu (7*n^^i/) ^^Drp;o 
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C^^M^-^Ar^'fVT'D^^F (4. 3g) IzmMbs 5- 

Tx^y^J-)^ (6oomg) *m%.s muz*m.&Ltco i8mm&, z<d 
m^mfctts-frtymib^mj-hvtk (nomg) ^mmnvtzo 
lsnm^s (4 0mi) ^mxr^m^tz^ >pm(D&*M 

z.xmmwtL, zn%m±Tmm\sfzo n zntzmmz, METT-iMb^p 

d -frjv A/* # J -;i/T-SII1- £ U # ^ A £ n v h £^ 7 <fc D fi 
1U mm4b<&V»*3 3 8mgs l»16. 9 %T*t#fco 
'H-NMR (CDCh, 4 0 0MHz) : 0. 11-0. 13 (m, 2H) , 0. 
49-0. 57 (m, 2H), 0. 86-0. 93 (m, 1H) , 1. 50-1. 
5 9 (m, 2H) , 2. 11-2. 2 2 (m, 4H) , 2. 2 9-2. 3 1 (m, 
2H), 3. 04-3. 07 (m, 2H), 3. 29-3. 35 (m, 1H), 
6. 7 9 -6. 8 2 (m, 2H) , 7. 28-7. 31 (m, 1 H) , 7. 88 
(s, 1H) . 

%m.ftmU (ESI-MS, m/z) :27 1(M + +1) 

^1600288 : N-ri-(2-7;i/^P^f-;i/)-4-bf^.U ^;i/]-N-(lH-5-^ >W V )l)T 

x y 

4-t'^'J Yy : *mM.-7kmyi} (1. 5 3 g) 'J <?A (2. 76 

g) ^Mcr-tr h U;i/fc:^»U ^^^l-^n^-2-7;i/^-Dai^> 
(1. 2 7g) ^fitiTbfeo ^ii&^^^l?18^^#bfe^ @t^x 

(2 5 7mg) ^^^Arh^'fVT'P^F (1. 2g) 
fciSJBU 5-T^7>f >£V-;i/ (188mg) £fln;Ls lST?I#bfeo 1 
81$^ ciCDSJJ&Mt-^^^-;i/i:7j<m'fb^'>^^h U^A (33mg) £ 
SD^m^bfeo 18^P^ MlSitttxfjl/ (4 0ml) ^P^.T#^b^ 

'Ps.(D7k*to7LTmmmtu zn%m&TW,MLtco mt>titzMWL&, met 
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'H-NMR (CDCh, 4 0 0MHz) : 1. 5 0- 1. 5 9 (m, 2H) , 2. 
10-2. 14 (m, 2H) , 2. 2.6-2. 3 2 (m, 2H) , 2. 7 1 (t, 
J = 4. 9Hz, 1H) , 2. 79 (t, J = 4. 9Hz, 1H) , 2. 96- 
2. 99 (m, 2H) , 3. 3 0-3. 3 7 (m, 1H) , 4, 53 (t, J = 
4. 9Hz, 1H), 4. 65 (t, J = 4. 9Hz, 1H) 6. 79-6. 8 
2 (m, 2H) , 7. 30 (d, J = 8. 3Hz, 1 H) , 7. 89 (s, 1 
H) . 

n&frtirm (ESI -MS, m/z) :2 6 3 (M + +1) 

mmM289 : N-n-(3-7;i/^-P7°Plf;i/)-4-b:^U ^;i/l-N-(lH-5->T >*vu;v) 

4-t°^U K>^^-7fc^ (7 6 8mg) £<fct>l«# U £ A (1.38 

(7 0 5mg) IM-eilTbfeo SJ^^^^T-18^ii#bfems ««x 

CCD^ft (5 1 Omg) ^-^Arh7^V7 , D^i/F (2. 6 g) 
fc&jSPU 5-T^y^ >£V-;V (4 6 4mg) £#P£s bfeo 1 

8B3P^ Z<DJ&J&mWilZ*#;-frb7kMib*$Mj-h U£A (6 6mg) * 
iP^.ti#bfco Ejfc»fc#Kxf-;]/ (4 0ml) ^P^T#IRbfe^ 

^fi07X£j!)P;tTra?#fcU iti^iJITillfeo l^nfellit MjET 

T?a^b^DD^;vA/p<^y-;i/r*jii^l-5^U7J^737A^DTh^7 7 

^~tcj;t)M^U ^iM§7 10mgs IR¥5 1. 4%ft#feo 
'H-NMR (CDCh, 4 0 0MHz) : 1. 4 6- 1. 5 5 (m, 2H) , 1. 
8 6- 1. 9 8 (m, 2H) , 2. 10-2. 20 (m, 4H) , 2. 51 (t, 
J = 7. 1Hz, 2H), 2. 90-2. 92 (m, 2H), 3. 29-3. 3 
6 (m, 1H) , 4. 46 (t 3 J = 6. 1Hz, 1H) , 4. 57 (t, J = 
6. 1Hz, 1H), 6. 79-6. 82 (m, 2H), 7. 29 (d, J = 8. 
5 Hz, 1H) , 7. 8 9 (m, 1 H) . 
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M&frtirfe (ESI -MS, m/z) : 27 7 (M + +l) 

mmM2% : N-QH-5-^ >*V'J;i/HHl-(3,3.3- h U 7^tP7 , D^l/)-4-^ 

4-fc^D K>m^-7K» (7 6 8mg) & XXffiimti V $ & (1.3 8 

g) b-M;v£«u ^£^1 -^n^-3, 3, 3-hU7;i/ 

tnrn/^ (8 84mg) IgStiTbfeo S^M^^^18^ji#b 

CCDtfP^ (4 3 0mg) ^-^ATh7^fV7D*»F (2. 6 g) 
fc$MU 5 -TX J ^yV s )-)V (2 3 4mg) £#n£s iSt'I#bfeo 1 
8mW&» Z.®&Jfc®mz*$;-)]sb7mib*$mi-hV'5& (8 3. 6m 

g) zmzMnvfeo i8mm&, m^mzmm^jv (4 0mi) zmx^w. 

^77^f-tJ;DIiU »^16 0mg^ JBtfUO. 2%ft#fco 
'H-NMR (CDCla, 4 0 0MHz) : 1. 44-1. 51 (m, 2H) , 2. 
05-2. 17 (m, 4H), 2. 24-2. 36 (m, 2H), 2. 59-2. 
62 (m, 2H) , 2. 8 2-2. 8 4 (m, 2H) , 3. 27 (m, 1 H) , 
6. 72 (d, J = 8. 8Hz, 1H), 6. 79 (s, 1H), 7. 17 (d, 
J = 8. 8Hz, 1H) , 7. 9 2 (s, 1H) , 
M##ffil (ES I -MS, m/z) : 3 13 (M + +l) 

mmmzn ; N-ri-(4,4-^^f-;v^>^-;i/)-4-b:^u ^;H-n-(ih-5-^ u 

4-^U K>*tt*-7k«I«l (7 6 8mg) & £t>l^£ U £ A (1.3 8 

g) £«t^-HJ;p£?mu ^ci^i -yn^e-4, 4, 4-hU7;i/ 

*v7try (9 5 5mg) lifitlTbfeo SJS^^^MT-18^^M#bfe 
£©4^ (6 8 4mg) ^-')Afh7'fV7*D^>F (3. 4g) 
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fcttBU >^V-;i/ (348mg) £Jp;t N M"C«»bfco 1 

8«p|ffl^ C©^^{3p{^y-;i/^^b*^^^h U «>A (124mg) 
*in*.«#bfe. 18I9MU R6*fcl»x*/I, (4 0ml) ^JP^T#^bfe 
^ <J>a0zk§7jn*T!K8&«fcU CLft£MflET$Mbfco ^fcftfcSWfcBu M 

77-f-fciD»8U ^tM{b£U£5 2 2mg N JK*3 8. 
'H-NMR (CDCh, 4 0 0MHz) : 1. 4 5- 1. 5 2 (m, 2H) , 1. 
71-1. 78 (m, 2H) , 2. 08-2. 16 (m, 6H) , 2. 38-2. 
4 1 (m, 2 H) , 2 . 8 5-2. 8 8 (m, 2 H) , 3 . 2 8-3. 3 3 (m, 
1H), 6. 76 (d, J = 8. 8Hz, 1H) , 6. 81 (s, 1 H) , 7. 
23 (d,J = 8. 5Hz, 1H) 3 7. 91 (s, 1H). 
Wmfrtirm (ESI-MS, m/z) :2 7 3 (M + +1) 
ggj%1292 : N-n-(3-7;i/^-P7°P^;i/)-3-b°^U y;i/1-N-(lH-5->f 

3-hFD^>^iJi;> (7 1 8mg) *J;Vjft»*U«>A (1. 9 6g) 
^T^b-hVMzmmhs %Z^l-7n^-3--7Jl#u7u/i> (1. 0 
g) IfflfHTlfe. fi*a^»&M-C18»|H»#bfc©'fe N -te^ hM31 

u©tf^h'Jxf;b7^ (1.78g) &IRf;*$>.X^l/;*;i/**iM K (7.5 
5ml) SijfiF»U t;P=T>^H»Tn SSTHIMbiMt • r 'J* *\H/r $ 
(2.45g) fciD^fco MM^rtl^^^l8^TO#bfe^ ISffiUiffizk*^ h 
U^ATkM^j&D^s ^PD*;i/AT?ttiHbfeo tli»j<«thij 
MRU WBbT*IB!#&*fc. 

u(D^frJ:5-7^^>^;-/l/ (1 50mg) £ N r 9-f 
vrD*»F (7 5 0mg) fcifJBbgfiTJtttbfe. 18l^ffl^s 
^OfiO^^y-^^TK^b^^m^-hU >>A (lOOmg) £iP;ljf#bfco 
18«Pffl«s SiS*fc»ttx^ (4 0ml) *JD*.T*Rbfcfts 4>fi©7jc£/jp 

^twtu cnftMEETiBibfeo #&nfcii*tt N iffTt'in^ 

n A/^ * y — ^TfJgM-r 5 i/ U * 5 A 7 d v h 7^ 7 -r -tc j; & *| 
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1U ^b^^6 2mgs 113, 16°/offc 
'H-NMR (CDCls, 4 0 0MHz) : 1. 59 (m, 2H) , 1. 75-1. 
77 (m, 2H) , 1. 8 3- 1. 9 6 (m, 2H) , 2. 3 7-2. 5 4 (m, 
4H) , 2. 75 (m, 2H) , 3. 61 (m, 1 H) , 4. 46 (t, J = 5. 
9Hz> 1H), 4. 58 (t, J = 6. lHz s 1H) 6. 82-6. 85 
(m, 2H) , 7. 29-7. 31 (m, 1 H) , 7. 88 (s, 1H) . 
MMfttifm (ESI -MS, m/z) :2 7 7 (M + +1) 
mMM2M : N-[l-(2-£ PP-4-7Wn^>^l/)-3-^^ U ^;i/]-N-(lH-5-f > 

3-t KD^>fc^U^> (lg) £<fct>*#«2jy £A (2.76g) 

u;i/ (10ml) ?CA2-^PD-4-7;i/^D<>i;;i/yDY^ 

f (2. 23g) SI^iTlfeo ^^tJ^^T-18^M#bfe©*»s 

z(D*m&t v (i.78g) k (7.5 

5ml) fc$g#U r;nJ>#HMT\ ^ST!HlMb»t • h U ^ ^l/T ^ 

vt7&7kmi&%i}U7L, ^DD^i/Atitiii/feo ^mm^wkmrni- h v$h? 

dO^Uft (3 1 7mg) i:5-7^^>^;-;i/ (1 3 9mg) £ s 
-">Arh7^vrD^>h' (1. 6g) fc^b^t»^#bfeo 18B3H^ 

c:©siir««^/j>a©^^y--;i/^7j<^b^e7m^hue7A doomg) 
mwvtzo immts EjmKvm*** (4 0mi) MnfcTwebfe** 

"H-NMR (CDCls, 4 0 0MHz) : 1. 5 6- 1. 7 4 (m, 5 H) , 2. 
42-2. 49 (m, 2H), 2. 73-2. 76 (m, 1H), 3. 56 (s, 
2H) , 3. 5 9- 3. 6 2 (m, 1H) , 6. 7 9 - 6. 8 3 (m, 1 H) , 
6. 94 (dt, J = 2. 7, 8. 3Hz, 1H), 7. 12 (dd, J = 2. 
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7, 8. 5Hz , 2H) , 7. 2 7-7. 3 0 (m, *1H) , 7. 3 9-7. 4 

2 (m, 1H) , 7. 86 (d, J = l. 0Hz, 1H) . 

K*##Hi (ESI-MS, m/z) :3 5 9 (M + +1) 

glM294j 2-(3,4-^7;^P^>^;i/)-2-r3-(lH-5-^ Vg^^ikZl 

3, 4-y7MD7x-;i/fi(3. 42g) fcjftgbby^A (2.76 g) & 
Tiz h-hU;b (1 0ml) fciiU *Z.<^St?fc**)l (2. 8 2g) £^ 

*U +B*ft»fc. 

£©*fS{*: (2. 02g) *EHttfclft*fc$&JilU ^£fc:N-:7*n^7^>> 
-f ^ K (2. 88g) £An*fco 18«pHa«EbfeOt.x -fe^ rttffl£«J;lJ c »|fc 

£©4»mfc (1. 60g) fcjftgfcfrUfrA (1. 73g) ST-bh^hU;i/ 
(1 0ml) fc&JSPU ^£^3 -t h*D^>^iJi;> (6 3 lmg) £in& 
fee £jfe&^£MM^18l$|fgfli#bfc0£s -fe5>f htta^«tlJf«liU 

COfflSft (2. 02g) ^7jc^^^;i/^;i/^^it^ Kfc$g»bfe©£s T 
;i/rf>#ffl^TN h'Jxf;i/T^> (5 5 2mg) fcH&fbflfcH • hU^^VT 
(7 5 8mg) &Sn;tfc 0 £J&££tt&£&?18l$|IBtt#bfe%s fi&ffl 

£©<fH^ (7 6 3mg) 5 >*V-;i/ (2 8 7mg) & N 
=*/>yr5-f yrn#^F (3. 8 7g) CiUflTlttU, 18IM 
^ ^©SiiS^^^SO^^y-^iiTK^b^^^^h U^A (10 lmg) 
»^^#bfce 18«?ffl^ fiJS«fc»«x^-;i/ (4 0ml) £JnjtT#fRbfc 

7 7>f-fc«fcDJflMKU &»fb£&£3 4 5mg s ifc*0. 4 3%mfeo 
l H-NMR (CDCh, 4 0 0MHz) : 1. 5 9 - 1. 6 3 (m, 2H) , 1. 
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76-1. 78 (m, 2H), 2. 31-2. 49 (m, 4H), 3. 69 (d, 
J = 6. 4Hz, 2H), 6. 76-6. 84 (m, 2H) , 7. 07-7. 1 
3 (m, 2H) , 7. 2 8-7. 3 7 (m, 1H) , 7. 86 (s, 1H) . 
nmfrffim (ESI-MS, m/z) : 3 9 9 (M + - 1) 
g||il295 :N-(lH-5-f>^U;i/)-N-{l-[(2S)-2-^f-;i/^;Vl-3-b'^U^ 

Mrs > 

3-t Ko^K^U^> (lg) *iWJ>)A (2.76g) h-b 
U;i/ (1 0ml) tiiU ( S) - (+) - l-/D : E-2-^f;i/7 

(1. 5 lg) OT-feh-HJ;i^& (15. 1ml) ^St-iTlfc 0 £ 

fto 

zo^r^t b u^^;i/T^> (i.78g) K (7.5 

5ml) fc*fl¥U 7/V3>iffl^ M-C=«fls»St- hUp<^;i/T^>m 
(2.45g) ^jJD^feo M^m^^^ST-18I^P^^bfe^s «ttljK«**:*-r 
';«>A7X^(7.55ml) *mz-s ^DD*Jl/AT'Mbfco W$IJf : £ft$7.kE^tI?:7- 
Z<D*?mt5-T*;-[>W-)l (939mg) ^ -t? At b^J V7 
D*^>h* (4.7g) C^liStl^lfeo 18B#H^ ZCDELJ&mmiZ** 
(0.94ml) t7m^^mi-bV^7A (134mg) ZMfLffiftLfzo 
Wm^s K«»t»|J^ (4 0ml) *im*.-C#RbfcgU '>a©zK*Jn 

»U £S<b«&tl&2 5 3mg, l$8. 8%T'f#fco 
'H-NMR (CDCh, 400 MHz) :0. 89 (dd, J = 7. 3, 13. 9 
Hz, 3H), 0. 89 (d, J = 5. 8Hz, 3H), 1. 06-1. 15 
(m, 1H) , 1. 3 7- 1. 7 9 (m, 6H) , 2. 0 1-2. 0 8 (m, 2 
H) 2. 12-2. 19 (m, 2H) , 2. 5 2 -2. 6 9 (m, 1 H) , 3. 
56-3. 62 (m, 1H) 6. 83 (s,.lH), 6. 84 (dd, J = 2. 
2, 6. 6Hz, 1H), 7. 29 (d, J = 9. 5Hz, 1H), 7. 87 
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(s, 1H) . 

n&fttiiB (ES I -MS, m/z) :2 7 8 (M + +1) 

mmmz%i^- (i-^>^;i/-3-^;i/-4-e^u^;v) -n- (ih-5-^ 

l-^>^;i/ 3-^3\rt/ 4-^'JF> (152.7mg) b5-T$;<l>yj 
(100 mg) ,M (0.02ml) (10 ml) fcfclSU WfM 

(5S») Sin^fe^s Sfi7f#7>-K'jy>IS# (0.06ml) ^Tbfeo 
S^»ftSfiT?18R?IBHl#fUfco fi/fcfcTfc* tt«lft«**^hy»>A*«« 
(lml) £/jp;U »Kx^;HcTH6tfibfco »Kx^;vJlfct N *StffiS«lAffi 

95.3m gs umwo-emtzo 

1 H — NMR (CDCh, 4 0 0MHz) : 1. 4 5- 1. 6 0 (m, 2H) , 2. 
0 7-2. 15 (m, 2H) , 2. 18-2. 32 (m, 2H) , 2. 82-2. 
92 (m, 2H) , 3. 3 0-3. 4 0 (m, 1H) , 3. 63 (s, 2H) , 6. 
79-6. 84 (m, 2H), 7. 31 (d, J = 9. 8Hz, 1H) , 7. 4 
9 (d, J = 7. 8Hz, 1H) , 7. 68 (d, J = 7. 1Hz, 1H) , 7. 
88 (s, 1H), 8. 12 (d, J = 6. 9Hz, 1H), 8. 23 (s, 1 
H) . 

IMKESI-MS, m/z) : 3 2 0 (M + +l) 

Hifcffi]297:N-r 1- ( 4 -7 Mu^yV)],) - 3 -£^l> S?;H-M- ( 5--T V 

*y u;v) . 

3-b KD*>>fcWJ^> (200mg) ^Jitfltttt* U (327.8mg) 
XfMHT^ F (10ml) fc&MSU ^d'V 4-7MD^>^D7 
>f K (312.2mg) ©T-fc h - h U;i/$$ (10ml) SISTiTbfeo SJ»S^ 

£<D*F^ftA£ h U^5 L ;i/T^> (0.55ml) ^;i/*;i/**i}->f K 

(10ml) fcSJBU r;i/^>#ffl^Ts SS*c=»fc?«lt • h'j^;i/T*> 
m (550.3mg) %])\\Ztzo ^S^&MT?18l$IHI»#b;fetk 
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(lomi) fciniu ^DD*;i/A-cttiBtfe. Mffimzm* 

CCD4>^Bi:5-T^y-fV^y U> (210.5mg) A>f V/O*" 

-f rit»bfc©5«&U **ffi&Dbfe«s lix«ti{Bbfe 0 ffftx^- 

'H-NMR (CDCh, 4 0 0MHz) : 1. 7 0- 1. 8 2 ( 1 H, m) , 1. 
85-2. 00 (lH.m), 2. 00-2. 10 ( 1H, m) , 2. 97 (2 
H, q, J = 1 1. 7Hz), 3. 39 (1H, d, J=12. 2Hz), 3. 
65 (1H, d, J = l 1. 7Hz), 4. 15-4. 30 (1H, m), 4. 
25-4. 42 (2H, m), 7. 02-7. 17 (3H, m), 7. 36 (1 
H, d, J = 8. 1Hz), 7. 59-7. 65 (2H, m), 7. 75 (1H, 
t, J = 8. 1Hz), 8. 37 (1H, d, J = 6. 8Hz), 8. 66 (1 
H, d, J=6. 8Hz), 9. 49 (1H, s) . 
WMftffim (ESI -MS, m/z) :3 3 5 (M + +1) 
l£ilff]298 : N- ( 1 H — 5 — > ffV U )l) — N- (1-T4- Ul!12J^EA± 
)l>) ^>^l/)"3-^'J^M Tl> 

3-tFP^>^'J^> (200mg) ^tfJfc&jbU^A (327.8mg) 

k (10ml) tefcjRu *£^n 4-hU7MD^f;i/^> 

WD7-f K (421.4m g) h- h y;b$§$£ (10ml) ftgfif»Tbfe. 

d©4'^Ai:hi;x5 L ;i/r^> (0.55ml) S*fek^^f-^^*=¥^-f h* 
(10ml) izmmVs T;i/rf>#HmTN £ST=»fl5tt*i- HJ^;i/7S> 
150: (550.3mg) ftftiitfc. KJ6fi^«lftMT?18RIBHt#bfe«x JftRUfta* 
^^hU^AzK^® (10ml) £;&D;t> ^DP*MTfiiBUfe. #t$Jf£»: 
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i®«Bi:5-7^'f>^;-;i/ (210. 5mg) t^->>A^V7P# 

g^bfeo f#^tifea^^*^A^D t [>>U*^;k ^pd*;1/ 

A-^*y-;i/| ctHis im<b£rtJ (l 5 4mg)^fe 0 

'H-NMR (CDsOD, 4 0 0MHz) : 1. 7 5- 2. 0 0 (2H, m) , 2 . 0 
0-2. 23 (2H, m) , 3. 00-3. 20 (lH,m), 3. 20-3. 
4 5 (2H, m) , 3. 50-3. 60 (1H, m), 4. 09 (1H, s), 
4. 47 (1H, s), 7. 42 (1H, d, J = 8. 5Hz), 7. 61 (3 
H, d, J = 8. 1Hz), 7. 66-7. 75 ( 1 H, m) , 7. 74 (2H, 
d, J = 7. 1Hz) , 8. 1 9 (1H, s) . 
IIMKESI-MS, m/z) :3 7 4 (M + +1) 

mmmzMiit- (5--ry*y ujk) -n-ii-u- (f'j7MP^f-M< 

3-bFD^>^i^> (200mg) *J;VR»*Ul>A (327.8mg) *P 
^fWA?^ H (10ml) IzmMU 4-hU7;i/5j-n^^;i/^> 
^;i/^p^>f K (421.4m g) ©y-fe h- h U^/»* (10ml) liStlTlfeo 

zcDtprnfoAthv^f-jiy^y (o.55mi) zteTkytrfrxfrtty-j \* 

(10ml) fcfcJBU TVH^MfcTs MT?EIMb«mt« bU^^KP^ 
H# (550. 3mg) ftjflitfco SJ®S^«*SfiT?18«Fm!i»bfeftx ttffllKK* 
jR^-hU^A*** (10ml) ^D^AT'ilfSlfeo W^iTR 

i©WBi:5-7^>fV^y> (210.5mg) W-^A^V7D# 
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A - p<^y-;i/] ttm Hillb1» ( 1 6 3mg)£f#fco 

1 H — NMR (CDCla, 4 0 0MHz) : 1. 4 3- 1. 5 6 (m, 2H) , 1. 

6 0- 1. 7 3 (m, 2H) , 2 . 2 3-2. 40 (m, 3H) , 2 . 61-2. 

80 (m, 1H) , 3. 3 3-3. 4 7 (m, 2H) , 3. 4 8-3. 5 8 (m, 

1H) , 3. 72 (s, 3H) , 6. 74 (s, 1H) , 6. 78 (d, J = 8. 8 

Hz, 2H) , 7. 16 (d, J = 8. 5Hz, 2H) , 7. 21 (d, J = 8. 

5Hz, 1H) , 7. 7 9 (s, 1 H) . 

H*#|fHi (ES I -MS, m/z) :3 8 5 (M + +1) 

H»]300 :N-ri- (3, 4-^7;M-P^>^;i/) -3-e^U^;i/) -N- (1 

H-5->f ts> 

3-b p*0*->l^D^> (200mg) #£1$$^.* 'J £ A (327. 8mg) &J> 
^f;i/*;vA7^h* (10ml) fciiu -^c:^ 3s 4 -^7;i/;frn^>^;v 
7*dy^ K (448.4mg) <DT* h- t V )\s®WL (1ml) ^I^ITbfeo £ 

£©#fI3#A2: h 'JxW^> (0.55ml) ^tR^^;!/*;!/**^ k 

(iomi) fcmmu 7)]s3>mm%,T, mux-m^mn- hv*m7z> 

flfffl: (550. 3mg) ftiDAfc. Sii&S^^^-emP^M#bfe^ IS^^tK 
^^-hU^ATk^ (10ml) £;Ud*x ^nD^;i/A-eJ4i±ibfeo «JP£&tJ<; 

C©^P^B^5-T5.y^>^-;i/ (210.5mg) il^^-^ A-f V/O** 
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A - ^ # S—)V] fctlMHk ( 1 8 lig)*fffc. 

'H-NMR (CDCL, 4 0 0MHz) : 1. 3 0- 1. 4 0 ( 1H, m) , 1. 
59-1. 69 ( 1 H, m) , 1. 74-1. 80 (1H, m) , 1. 91-1. 
94 (1H, m) , 2. 00 (1H, m), 2. 18 (1H, t, J = 7. OH 
z) , 2. 63 (1H, m) , 2. 93 (1H, d, J=10. 0Hz), 3. 
30-3. 32 (1H, m), 3. 48 (1H, q, J = 8. 0Hz) , 6. 8 
5 (1H, d, J=l. 5Hz), 6. 92 (1H, dd, J = 2. 2, 8. 8 
Hz), 7. 07-7. 10 (1H, m) , 7. 14 (1H, dd, J = 8. 1, 
10. 2Hz), 7. 26 (1H, ddd, J = 2. 0, 8. 1, 11. 5H 
z), 7. 31 (1H, d, J = 8. 8Hz), 7. 77 (1H, d, J=l. 
0Hz) . 

M&fttiim (ESI —MS, m/z) : 3 4 2 (M + +l) 

H»J301 : N-[ 1 - (3, 4-^y)l^TV^y^)l) -3 - fc'^D ^;)/]-N- (5 

3-fch*D^ri/t:^U^> (200mg) fcJilfifttt* U £ A (327.8mg) ^lV 
^)\zits)^hTX^ (10ml) fc$8»U ZZ^, 3, 4 -^7;i/^D^>^;i/ 
^P^-f K (448.4mg) 07th-h'j;^ (10ml) ^MfiTbfee £ 

jfc£^*M'ei8ii3m*#bfc©'&s -fe^ hiia^^irweu 4^&a& 

Z:(D*fflfcA£hVx-?)\'T$.> (0.55ml) %m&V*?')W)'**V'( K 
(10ml) fc»#U T;l/zf>#HmTs gfiTfHMsttlt- rU**-;i/7^> 
£ft (550.3mg) ^in^feo ^«£**S»T?18l$IHit#bfc8U fSID&K* 
m±YVbk&&ffi. (10ml) SJniU ^DP^;VAT-ttffib7io #MJI&$fft< 

£0#^ftBi:5-T^'f >J > (210. 5mg) fc^x^A^f 
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A >>-;!/] tt» &)Bft£tt ( 1 5 6mg)§#feo 

'H-NMR (CDCh, 4 0 0MHz) : 1. 4 3- 1. 5 6 (m, 2H) , 1. 

6 0- 1. 7 3 (m, 2H) , 2 . 2 3-2. 4 0 (m, 3H) , 2 . 61-2. 

8 0 (m, 1H) , 3. 3 3-3. 4 7 (m, 2H) , 3. 4 8-3. 5 8 (m, 

1H) , 3. 72 (s, 3H) , 6. 74 (s, 1H) , 6. 78 (d, J = 8. 8 

Hz, 2H) , 7. 16 (d, J = 8. 5Hz, 2H), 7. 21 (d, J = 8. 

5Hz, 1H) , 7. 7 9 (s, 1H) . 

f?*#HHi (ES I -MS, m/z) :3 5 3 (M + +1) 

Hjfe^J302:N-{l-[4-7;i/^P-3- (h'J7;VtP^f;i/) s<>i»)/]-3- 

K^iJ$?M -N- (lH-5-^>y^U;i/) TS> 

3-b KDdpS/t:^yy> (200mg) fcilfiM* U £ A (327.8mg) 
XfWATU* (10 ml) ^d^X 3 - h »J 7;V 

^-D^^l/^V^l/^D^-r K (556. 7mg) ©T-feh-hU;^^ (10 ml) 

Z.<DQ*mfcAth*)x-*fr7$> (0.55ml) ftfcfzkSM^l'Xfl'^'iM K 
(10ml) fc**U T;i/^>#HM^ SfiTHKftflEW- bU^;i/T^> 
m (550.3 mg) §JPx.feo SJ»»^*ftMTfl8WIHHi»l/fc«N 

7lc^^- h u«>/x2k** (lmi) fcjnfcs ^oD*ji/Afiaibfeo W^J1£$R 

£©4»IS#Bi: 5-T^y-f (210.5 mg) £.9-#=.t?M V/D 

K^in^x lST3 0M#ifeo ^cdsu ^^^-;ut*<pu 
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1 H-NMR (CDsOD, 400 MHz) : 1. 80-1. 90 ( 1 H, m) , 1. 9 
0-2. 05 (1H, m) , 2. 05-2. 11 (2H, m) , 3. 00-3. 
10 (1H, m) , 3. 10-3. 35 (1H, m) , 3. 35-3. 50 (1 
H, m) , 3. 6 0-3. 7 0 (1H, m) , 4. 10-4. 20 (1H, m) , 
4. 51 <2H, q, J=13. 2Hz), 7. 43 (1H, t, J = 9. 3H 
z) , 7. 49 (1H, d, J = 9. 0Hz), 7. 70 (2H, d, J = 9. 
0Hz), 7. 93-7. 98 (1 H, m) , 8. 02 (1H, d, J=6. 3 
Hz) , 8. 3 3 (1H, d, J = 0. 7Hz) . 
li«(ESI-MS, m/z) :3 9 2 (M + +1) 
«fiffi]303 : N-f 1 - (3, 4 W0^>2M "3 ~ K^' J 22klzJl i 1H- 

3-kKD^^U^> (2 0 0mg) %£.Tffim% V *? A ( 3 2 7 . 8m 
g) §Wf»A7^ K (1ml) i:iits ^C^s 3 N 

K (423. 4m g) r- r U;M&*fc (1ml) £^?I"e?&Tb 

CO^PIfrAhh'Jx^l/r^ (0.55ml) ^X^^IM h* 

(10ml) fc»#u T;v^r>#ffl^Ts iStHift® • hU^f-;vT^> 

MKfE (550.3mg) JtlBZtzo aM^*£«18lffl»#bfcfts ttfllWt* 
*^-hU»>A*** (10ml) fciHJfcs ^DD*jl/AtitBlfc« 

d©^^Bfc5-r^y-f (210.5mg) fc^*-«i7 A-f V^P* 

*i>*^-hU«>A&JPita»K:T3iera»»bfe. SlB»T«x WMH? 
4 h)t&bfe0*ttttU 3k*&bDbfc*N »»x^fcT»iHbfc. 

g^bfeo # £ftfcBS££^A£D v h^77-f- [^u*^;w £DP*;i/ 

A - **J-)V\ MHb£4fe ( 1 3 3ng)*ftfc. 

'H-NMR (CDCls, 4 0 0MHz) : 1. 7 0-2. 2 0 (4H, m) , 3. 
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00-3. 20 ( 1 H, m) , .3. 40-3. 55 (1H, m), 3. 40-3. 
55 (lh, m) , 3. 65 (1H, bs), 4. 15 (1H, bs) , 4. 4 
3 (2H, q, J=l 0. 5Hz) , 7. 51 (1H, d, J = 9. 27Hz), 
7. 57 (1H, s) , 7. 71 (1H, d, J = 9. 0Hz), 7. 85 (1 
H, s) , 8. 33 (1H, d, J = 0. 7Hz) . 
m*ffi(ESI-MS, m/z) :3 7 5 (M + +l) 
^»]304 : N-r 1 - -3 -bf^U S?;i/]--N- ( 1H— 5 — f 

3-b KP*S/fcWJS» (200 mg) fcAtWBK* U (327.8 mg) § 
©T-fe h- h U;M£?# (10ml) fc s 4-^DP^>^n7>fF (318.3m 
g) SSi-C«TU KJM^MtMI-eiaWBHWbfcOfeN -fe^-f MtaH3 

CO^ftAfc; h 'Jx^V7^> (0.50ml) fcftfcK^^;*;!'**^ b* 
(10ml) fc:$§«?U T;i/rf>Sffl^Tx mMX'EMfcm.M- bV**fr7$> 

m& (550.3 mg) -zmztzo mm^^u^iBmmmniutc^ mm^m. 
xmi-hvt&Tkmm (i omi) *jn*. N *DD#;uA*cffl£Hbfeo w*$Ji£ 

C0*rafcBfc5-T$>>>f >*V-;V (236.9 mg). fc^^^Mvro 

fcTlMttft* MMb£4H (1.7 iig)fcfcfc. 
'H-NMR (CDCls, 4 0'0MHz) : 1. 3 0- 1. 4 5 ( 1 H, m) , 1. 
59-1. 70 (1H, m) , 1. 75-1. 83 (1H, m) , 1. 94-1. 
97 ( 1 H, m) , 2. 00-2. 10 (1H, m) , 2. 2 4 (1H, t, J 
= 9. 3Hz), 2. 71 (1H, d, J=10. 7Hz), 3. 00 (1H, 
d, J = 9. 3Hz), 3. 48-3. 52 (1H, m), 3. 56 (2H, q, 
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J = 9. 3 Hz) , 6. 84 (1H, d, J = 2. 0Hz) , 6. 91 (1H, 

dd, J = 2. 0, 9. OHz), 7. 31 (1H, d, J=l. 7Hz), 7. 

7 7 (1H, d, J=l. 0Hz) . 

IIMfi(ESI-MS,m/z) :3 4 0 (M + +1) 

g|jfeffil305 : N-dH-5-f >^\/U;i/)-N-[l-(7x^;i/X;i/^-;i/)-3-tf^U 22k] 

3-bKD^>^'J^> (200. mg) *iVhiji^7§> (0. 33 m 

1) h- h u;i/«» (2 0ml) fcs ^>€>x;i/*^;i^P^ K 

(3 8 2. 8mg) SSfitliTU ^£^*£&Cl8l$|iBa#bfc. JRJfc 

^O^Ailh'jxW^ (0.55ml) £&$7jc$^^;i/*;i/**-iM H 

(lomi) iz®MLs Tjv^ymmm.y, m-chimm* • hu^^r^v 

UK*: (550.3 mg) SJnfcfc. ^a^4bftM7*18^nmb^ gffljftlft 
TK^^-hU^ATK^ (10ml) £Jn;t N ^DD^M-CtttBlfeo mmM* 

m&m&i- h y ^at«u webT+iH#B*iifc. 

£©#P^Bfc5-T^^>^./--;i/ (236.9 mg) tf^ri)MvrD 
4h*«>*^hy^A*JDitSfifcT3«FBia#b&o KJfcllT&s fiJte«-&«S-b 

^ MKBbfc©"fe«nru *s^JDbfc«N iPii^ctaimfc. 

- fcTJMBfflU ^Mih^ (14 6. 7 mg)£t#fco 

1 H-NMR (CDCh, 400 MHz) : 1. 49-1. 56 ( 1 H, m) , 1. 
69-1. 75 ( 1 H, m) , 1. 83-1. 90 (2H, m), 2. 70 (1 
H, dd, J = 7. 3, 11. 2Hz) , 2. 89 (1H, dd, J = 3. 7, 
8. 3 Hz) , 3. 23 (1H, dd, J = 6. 6, 10. 7Hz), 3. 54 
(1H, dd, J = 3. 7, 11. 5Hz), 3. 62 (1H, m), 6. 84 
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(1H, dd, J = 2. 2, 8. 8Hz), 6. 89 (1H, d, J = 2. 2H 
z) , 7. 35 (1H, d, J = 8. 8Hz) , 7. 53 (2H, t , J = 7. 
1Hz) , 7. 61 UH, t, J = 7. 3Hz) , 7. 76 (2H, d, J = 
7. 1Hz) , 7. 9 1 (1H, s) . 
nmmm (ESI -MS, m/z) :3 5 8 (M + +1) 
^»J306 :N-(lH-5-^>^7U;v)-N-{l-r(4-^^;i/7x-;i>)^;^-;i/1-3-tf 

3-hFn^>^iJi;> (200 mg) &<kl>*h U^;i/T^ > (0.33m 
1) ZcDT^h-hV^mW. (2 0ml) fc> p- h;i/x>*;i/*-;i,^D^ 

f (423. 3mg) ^^r-^Tbs mm^^uxismmmnvtz. K 
mmrWi, zimm^z*? -r hmrnvtzo-zmmu &*&m\stz&, mm* 

*&fcTt&m%is ®mzm.%£u *mteA*mz<, 

£(D^mfoAb h Ux^;i/T^> (0. 5 5ml) ^^7jc^^^;i/X;i/*^-^ 
-O* (10ml) t:i§«¥U mUX'EMltmm- hVtf-frT 

^>mfa (550.3 mg) mnz-tzo ^mm^^uxismmmnLtzm, t&m 

j^^X^^-hU^ATk^ (10ml) Ztoz., ^DD^MtilUlfe, 
ZVtipmfaBbS-y^SjyyV-)]/ (236.9 mg) fc^^n^A-f V7°P 

b^inxs ^3 0^tfeo ^e©^s ;**y->n^fru tK^ 

?4 hm^L tz(Dibmmh, Tkzmuvtz^ mm^^rm&vtzo mm* 
- ^ izxmmms Mmit&Vd (212 w)*mz 0 

'H-NMR (CDCh, 4 0 0MHz) : 1. 4 0-1. 44 (1H, m) , 1. 
60-1. 70 (2H, m) , 2. 36 (3H, s) , 2. 61 (1H, dd, 
J = 7. 1, 11. 5Hz), 2. 80 (1H, t, J = 8. 5Hz), 3. 1 
2 (1H, dd, J = 7. 1, 8. 5Hz), 3. 43 (1H, d, J=ll. 
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5Hz), 3. 5 4 (1H, m) , 6. 75 (1H, dd, J = 2. 0, 8. 5 
Hz), 6. 78 (1H, s) , 7. 24 (2H, d, J = 8. 5 Hz) , 7. 
25 ( X H, d, J = 8. 3 Hz) , 7. 56 (2H, d, J = 8. 3 Hz) , 
7. 8 3 (1H, s) . 

HmftMrHL (ESI -MS, m/z) :3 7 0 (M + +1) 

1H^!307 : N-{l-r(4-^PP7x^;i/)x;i/^n;i/-3-b!^'J yM-N-(lH-5->f > 

3-tFP^>^'J^> (200 mg) *J;VhUx^;i/T$> (0. 3 3m 
1) *(DT*. h- h »;;u^ft (2 0ml) ^ 4-yMt2^y-H>^)Vt^J]y 
Zv^J K (4 2 3. 3mg) ££»"C»TU &JfoS^tJ£^T'18B#^S# 

^OWA^hiJxW^ (0. 5 5ml) fcftfck^ 
4 h* (10ml) fc*JBU 7;i/=f>»0H?lTs ^fi-CHK-fcflSSt • hlM^T 
(550.3 mg) ^JP^feo ^«^%£fiT!18B§HI«#bfe«N figfP 
&K*JK^py (10ml) %m%-s ^n*;i/Atltiilfeo 

£.<D*MfaB£5-7K;'[ yfJ-fr (236.9 mg) W-!>MvrD 
#**M K&iOiU §lT*3 0^i#lfe o «©^s pt^y-;i/^frU tKM 

;i/ A - J — ;V] fcTlWR&s «IBft^* (2 16. 2 mg)£*#fco 
•H-NMR (CDCls, 4 0 0MHz) : 1. 40-1. 51 (1H, m) , 1 . 6 
2-1. 7 5 (1H, m), 1. 89-1. 90 (2H, m), 1. 90-2. 05 
(1H, m), 2. 6 4 (1H, t, J = l 1. 0Hz), 2. 8 4 (1H, t, 
J = 8. 5Hz), 3. 18-3. 25 (1H, m), 3. 52 (1H, d, J 
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= 11. 0Hz), 6. 79 (1H, d, J = 8. 8 Hz) , 6. 83 (1H, 
s) , 7. 15-7. 2 5 (2H, m), 7. 30 (1H, d, J = 8. 8H 
z) , 7. 7 0 -7. 8 0 (2H, m) , 7. 89 (1H, s) . 
W&ftffiW. (ESI -MS, m/z) : 3 74 (M + +l) 

mmmm n-qh-5-^ >w u ;v)-n-(h [ti hLLZ2k±H2< ^)7x^jv]^ 

;i/fr-;M-3-e^ »J 22k)Z I > 

3-t FP*$/fcyoj$» (200 mg) h 'JxW^ > (0.3 3 m 

l) ^cd^-iz }> y;i/$g$fc (20ml) 4 - h ij7;i/tn^vf>^;^ 

^D7^fH (5 3 2mg) Si^ITU £jfcS#»%£fiT!18ll#Hit# 

£0*IS<*:A h U * > (0. 5 5 m 1 ) b* 
(10ml) fc*J»U T;i/rf>#fflmTs IStHttti • YV*?)ITK> 
ffifc (550.3 mg).&jD*.fco &fom^*£fiftimfflimhtc&, 
***hU»A;dc»* (10ml) £fln*s ^DD^Mfitiilfeo W$SJf£ 

dCDtf^BilS-T^y-f >#V-;i/ (236.9 mg) tt* k4 

K*im*H i^3 0Mlifeo **y-;i/fc*fru 7^ 

fc-catfiftx SJS^b^ (18 1. 2 mg)£t#;feo 
'H-NMR (CDCh, 4 0 0MHz) : 1. 40- 1. 44 (1H, m) , 1. 
60-1. 70 (2H, m) , 2. 36 (3H, s) , 2. 61 (1 H, dd, 
J = 7. 1, 11. 5Hz), 2. 80 (1H, t , J = 8. 5Hz), 3. 1 
2 (1H, dd, J = 7. 1, 8. 5Hz) , 3. 43 (1H, d, J=l 1. 
5Hz), 3. 54 (1H, m), 6. 75 (1H, dd, J = 2. 0Hz, 8. 
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5Hz), 6. 78 ( 1H, s) , 7. 2 4 (2H, d, J = 8. 5Hz), 7. 
25 (1H, d, J = 8. 3Hz), 7. 56 (2H, d, J = 8. 3Hz), 
7. 8 3 (1H, s) . 

W^*Tfi(ESI-MS, m/z) :4 24 (M + +1) 

^$SW09 :N-(lH-5-^>^'J;i/)-N-[l-(7xii;i/X;i/^^;V)xh7^>f KP 

-iH-3-brpu;i/]r^> 

(R) - (-) -3-KDUS?y-;i/JHa« (200 mg) :fe«ktf r Ux^l/T 
^> (0. 3 3 ml) &<DT±h~hV)l>%ML (20ml) lz s s<>V>Z)V* 
-frtu^JY (0. 2ml) SSfit»TU EM£»*£»T?18I$IB«# 

cO«Ai:hiJx^7^> (0. 4 5ml) &Mzk^?^X;i/*3HJ- 

>r k (lomi) fc«»u T)\<3>mm%Ts &u?Bm<mn- mm^t 
(450. 5 mg) %mz.tco Rgsm^ttttimmm&vttm* 
mmfc®&mi- h v j>7k®m dmi) zmz., ^DD^M-cifflife« * 

d©4»^#Bi:5-T^y^>^\;-;i/ (1 9 3. 9 mg) W->)A>fV 

P*;i/A fcTflMK&N &flWb-&*& (2 2 5. 0 mg)£f#fco 

J H-NMR (CDCh, 4 0 0MHz) : 1. 7 5- 1. 8 2 ( 1H, m) , 2. 
00-2. 09 ( 1 H, m) , 3. 15-3. 27 (2H, m), 3. 30-3. 
38 (1H, m) , 3. 43 (1H, dd, J = 5 . 6, 10. 5Hz) , 3. 
85-3. 88 ( 1 H, m) , 6. 51 (1H, dd, J = 2. 0, 8. 8H 
z), 6. 56 (1H, d, J=l. 5 Hz) , 7. 19 (1H, t, J = 3. 
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9Hz) , 7. 43 (2H, t, J = 7. 6Hz), 7. 52 (1H, t, J = 
7. 3Hz), 7. 73 (2H, d, J = 7; 6 Hz) , 7. 80 (1H, s) . 
JHMMfftt (ESI -MS, m/z) :34 2 (M + +1) 
»$1310 : N-(lH-5-W >£V U JV)-N-{l-r(4-^^;i/7 x-;vU;i/frn;i/]^ b 

Ko-iH-3-fc:p';;i/}T^> 

(R) - (-) -3-trDiJ$>y-;i4m* (200 mg) ££tfh Ux^l/T' 
^> (0. 3 3 ml) hx h U;i/«« (2 0ml) £ N p- h;i/x>* 

;V*-;i/^D7>f h* (3 0 8. 5mg) SiSt'lTU £OOT£rtl£MM-£18 

CO^&Ai: hUx^;i/T^> (0. 4 5ml) 
-f h* (10ml) fc*#U ^rf>#ffl^Ts MrcHKflitt* • hU^^l/T" 
a*>fgft (4 5 0. 5 mg) &J&ftM*3ft^l8imrobfcfts 
fflffl&^Jl**ry£A**g« (1ml) ^in^> ^DD^VAtttmifeo ^ 

. Z(D$fflfcBt5-T$.;j>yV-))' (1 9 3. 9 mg) fc^-^iW V 
n^;i/A-p<^y-;v] fct*l»^ MHbM (12 5. 9 ■g)ft#& 0 

'H-NMR (CDCh, 400 MHz) : 1. 85-1. 91 (1H, m), 2. 
11-2. 21 (1H, m), 2. 46 (3H, s), 3. 27 (1H, dd, 
J = 3. 2, 10. 7Hz), 3. 31-3. 44 (2H, m), 3. 52 (1 
H, dd, J = 5. 6, 10. 5Hz), 3. 96-4. 02 (1H, m), 6. 
60 (1H, dd, J = 2. 2, 8. 8Hz), 6. 65 (1H, d, J = 2. 
0Hz), 7. 30 (1H, d, J = 10. 7Hz), 7. 32 (2H, d, J 
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= 10. 5Hz) , 7. 71 (2H, d , J = 8. 3Hz) , 7. 88 (1H, 
s) . 

MMfrtirm (ES I-MS, m/z) :3 5 5 (M + +1) 

mmmm N-f i-r(4-^ p p 7 x-;i/)^;i/fr~;Hx h t p-ih-3-£p u 

(R) - (-) -3-tDiJi?y-;i/liI (200 mg) & <fct>* h U 
* > (0. 3 3 ml) *<DT* (20ml) ^ 4-*PP^> 

€>^M-MD7^h* (34 1. 6mg) £^&T?rFU £Jfc$&£$l££ 

£©ffl#Ah h U^^;i/T$ > (0. 4 5ml) £ft$7j<^ 

K (10ml) £?§j§$u 7;i/^>tiMTs MtHitti- hUpWi/T 

(4 5 0. 5 mg) £JP;Lfco ^jiK?g^tJ^^ST'18^P^#bfc^ 

ti&mmwmj- h v t &7kmm (iomi) ^nx^ ^DD^A-eitHifco 

£®"£F^B£: 5 -T%;j >yj—)l ( 1 9 3. 9 mg) t33^-£A-fV 

p^A-^^y-;i/] fctflMfilftN &H4b-£& (14 3. 2 mg)*|§fco 
1 H — NMR (CDCh, 400 MHz) : 1. 85-1. 91 (1H, m), 2. 
11-2. 21 (1H, m) , 2. 46 (3H, s), 3. 27 (1H, dd, 
J = 3. 2, 10. 7Hz) , 3. 31-3. 4 4 (2 H, m) , 3. 52 (1 
H, dd, J = 5. 6, 10. 5Hz) , 3. 9 6-4. 0 2 ( 1 H, m) , 6. 
60 (1H, dd, J = 2. 2, 8. 8Hz), 6. 65 (1H, d, J = 2. 
0Hz), 7. 30 (1H, d, J = l 0. 7Hz), 7. 32 (2H, d, 
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J=10. 5Hz) , 7. 71 (2H, d, J = 8. 3Hz) , 7. 88 (1H, 
s) . 

R*#*HB (ESI-MS.m/z) : 3 7 8 (M + + 1) 

mmmm : N-r 1 - (2, -3-e^ u^n-N- (ih- 

5--f>£Vu;i/) 

3-bKD*^t^V$» (200 mg) fcJ:tfJ8«l* U *A (327.8 mg) * 
©T-fe h-hU;i/^ (10ml) iz, 2s 6-^Dn^>WD7-fH (42 
5.1mg) &£fi"C*TU fiJ©S^»ftM-Cl8WFlB»#bfeO*x -te^ h^t 

CICDPWftAfc h'Jx^l/7^> (0.50ml) SMcSM f-n/ZfrttW K 
(10ml) fc£#U TVHJ^H&Tn Mlf=afl5««[- r'J**-;i/T$> 
m (550.3 mg) *in*.fc. fi*iB6«l*aM"ei8ttllliWbfc*s ttffilfttt 
*5fc?-rV>>A;dc$g$ (10ml) £#n;U ^DP^l/AfilBlfeo IliS 

CCD4t^Bh5-T^y>f >^* s i-;V (236.9 mg) iCf-^-'i? A-f V7°D 

KfciniU S$re3 o#i*#bfeo ^^y-;i/K:**u 7jcfN 

Yb^^^hU»>A^p^^l3T3l^^#bfeo EJfa»7&x SMUG®** 

;i/A-^^y-;v] ct» ^Mfti^rtJ (254.5 mg)&t#fco 

1 H — NMR (CD,0D, 4 0 0 MHz) : 1. 7 0- 1. 8 2 ( 1 H, m) , 1. 8 
5-2. 00 (1H, m) , 2. 10-2. 18 (2H, m), 3. 35 (1H, 
dt, J = 2. 9, 12. 2 Hz) , 3. 44 (1H, t, J = 1 1 . 2Hz) , 
3. 59 (1H, d, J = 12. 2Hz), 3. 68 (1H, d, J=10. 0 
Hz), 4. 00-4. 10 (1H, m), 4. 69 (2H, s), 7. 36 
(1H, dd, J = l. 2, 8. 8Hz), 7. 40 (1H, d, J = 6. 6H 
z), 7. 46 (1H, d, J = 2. 0Hz), 7. 59 (1H, d, J = 9. 
0Hz) , 8. 16 (1H, d, J = 0. 7Hz) . 
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WMfrtirm (ESI -MS, m/z) :3 7 5 (M + +1) 

mmrnm : N-r 1 - (2, 5-^^pp^>^) -3-e^u^;i/i-N- (ih- 

3-b KP^^tr^U^> (200 mg) £<fcOT^:frU£A (327.8 mg) £ 
®nh-h'J;^I (10ml) fc N 2 N 5-^^DD^>^D7^fF (52 
1.8mg) ^IfitlTU SM^^^T-18^P^#bfeCD*»s -kr^ hit 

c04>P»Ai:h';^^;i/T$> (o.50mi) ^^7K^^^-;i/^;v^^-i7--r k 
(lomi) izmmLs yjuymm^T, m.ux=Mimm- hv^^-^r^y 

Iftfc (550.3 mg) ZMZtco m^VQ*mUT'18mmMftlstc'&, f&*n£» 
TkMi-VVVAymWi (1ml) £j)D;Ls * d D*;i/A"£$tBb#:o WWf£& 

COWBi:5-7^^ (236.9 mg) C^^-^A^fV7P 

remits 7k&v$&m&i&&fcxm&\s, i^hu^Att^its 
;i/A-p<^y-;n vixmw&s mmit^ (243.8 nig) 

ffS#*/Hii (E S I -MS, m/z) :3 7 5 (M + +1) 

^«i]314 : IH 1 - (2, 4-^^PP^>^;ix) -3-tf^-U^]-N- (1H- 

5-^>^/U;i/) 

3-b h*D^rS/t:^U^> (200 mg) ^cfct>^*'J^A (327.8 mg) £ 
©T-feh-hU;^M (10ml) fc N 2 N 4-^^DD^>^l/7DY>f K (52 

1.8 mg) §^stiTu mM^^Muxismmmwbtz(Dts y 

Z(D*mfoAb h 'Jxf;i/7^> (0.50ml) %m7ki?* K 
(10ml) CgiU T;i/P">#fflmTs MtEiibSSi • HJ^;i^> 
^ (550.3 mg) ZtofLtzo «?g^^^Tl8^M#bfe^ taiU^i* 
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7km±v vbk&mwi (i omi) puu^)VA^mmbtzo 

ZCD^mfoBtS-r^S-OW-fr (236.9 mg) fcl^-^A-f V7°D 
tfdr+M K£;fjn;t s gi&T!3 0#3i#bfco **y-;KC*§frU 

h^ufe©^aiiu &%mnvtz'&, ffiM^m^xmLtzo mm* 
i,z.xnmk, mmfc&yn (192.0 

'H-NMR (DMSO, 4 0 0MHz) : 1. 7 0— 1. 8 0 (1H, m) , 1. 8 
0-1. 90 (1H, m) , 2. 00-2. 20 (2H, m) , 3. 10-3. 
50 (3H, m), 3. 61 (1H, d, J=10. 5Hz), 4. 00-4. 
10 (1H, m) , 4. 51 (2H, s) , 7. 35 (1H, dd 3 J = 2. 0, 
8. 8Hz), 7. 41 (1H, dd, J = 2. 0, 8. 3Hz), 7. 51 
(1H, d, J = 2. 0Hz), 7. 63 (1H, dd, J = 4. 9, 9. OH 
z), 7. 72 (1H, d, J = 8. 3Hz), 8. 21 (1H, s). 
J«##fli (ESI -MS, m/z) :3 7 5 (M + +1) 
356608315 : N-f 1 - (2, 6-^7;i/^-P^>^;i/) -3 - bT^'J ^;i/l-N- ( 1 

H-5->f >*vu;i/) 

3-t Kn^rS/K^U^> (200 mg) fcilMWK* U £ A (327.8 mg) £ 
h-h \))],ffiti (10ml) fcs 2s 6-^7;i/t0^>^^D7^h* 
(353.5 mg) &gfiTf»TU ^iI^%M^8ftlH»#b;fc<Z>^ -te^ 

iCD^^Ai: h ijiW^ (0.50ml) ^zk^^Wl/^^^-i' h* 

(10ml) ti»u T;i/^>#HMTs M*e=SMb«t«- HJpWi/T^ > 

Ifftt (550.3 mg) ZMZtzo g*»^«*S[an!18l»IIB«*f bfcfts ISffiJfttt 
**±hU»>A*»* (10ml) £iiD*.x ^DD*;i/A*t!^tBbfeo 

£©«£lia#B£ >*V— ;i/ (236.9 mg) Ai' 77*0 
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#**H PfcJffliU ^fit3 0M#lfeo ^-©^s **;--M:SfrU 

fct«H«as *ttft&4to (237.5 ig)M^« 

1 H-NMR (CDjOD, 4 0 0MHz) : 1. 4 5- 1. 5 2 (1H, m) , 1 . 8 
0-1. 90 (1H, m) , 1. 95-2. 05 (2H, m) , 2. 80-3. 

00 (1H, m), 3. 00-3. 05 (1H, m) , 3. 38-3. 40 (1 
H, m) , 3. 5 0-3. 5 5 ( 1 H, m) , 3. 7 0-3. 7 5 (1H, m) , 
4. 40 (2H, s) , 6. 96 (1H, dd, J = 2. 0, 7. 3Hz), 6. 
97 (1H, s), 7. 07 (1H, t, J = 8. 1Hz) , 7. 35 (1H, 
dd, J = l. 0, 9. 8Hz), 7. 48-7. 5 5 (1H, m) , 7. 89 

(1H, s) . 

Hft#*Jffli (ES I -MS, m/z) :34 2 (M + +l) 

7*D/lM;i/7*P?>f K (0.19 ml) ^ 4-fcWJ h*>lzMW (300 mg) 
*<tTO^pbU»>A (539.8 mg) fcTMzh^hU;]/ (10 ml) fc&#bs ^ 
*Cl8l6IB«#bfeo fiAS^tofc-te^-f MI3ibfeO**»U +Wi*:ft#fc« 
£©4»|ig#£: 5-T5 ,M>*V— ;p (208.0 mg) fz^^-e? V7d#* 

r*«bfe®5jft»U **ttfllbfefts »^ct|tflU;o 

Mlft^ll (170.6 mg)£f#fco 

1 H-NMR (CDCh, 4 0 0MHz) : 1. 55 (2H, dq, J = 3. 7, 1 
0. 5Hz), 2. 13 (2H,d, J=12. 2Hz), 2. 26 (1H, t, 
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J = 2. 5Hz) , 2. 41 (2H, dt, J = 2. 5, 10. 5 Hz) , 2. 
89 (2H 3 d, J = 12. 2Hz), 3. 2 8-3. 35 (1H, m) , 3. 
34 (2H, d, J = 2. 4Hz) 6. 79 (1H, dd, J = 2. 0, 8. 5 
Hz), 6. 81 (1H, s), 7. 28 (1H, d, J = 8. 8Hz), 7. 
86 (1H, d, J = l. 0Hz) . 
Ii^i(ESI-MS, m/z) :2 5 4 (M + +1) 
fgffiff!l317:N- -N- ( 1H- 5 ->f >£2 U jk) 7 

^> 

n-W^DV^f h* (0.23 ml) . 4-tw; I* > 1**1*1 (300 mg) * 
«fctfJfcR*U»>A (539.8 mg) *T*Y-Y x )ft (10 ml) fc$S#U &fi*C 

d<Dtf^J:5-T^^-f >*V-;i/ (208.0mg) W-^a^ vro^ir 

l/feo t#£2'lfcBlt£:*75A£D 7f^77^- [$/u*^;k ^OD*M- 

fcT»»fts Mft^MIl (99.6 mg)£*#fco 
'H-NMR (CDCh, 400 MHz) :0. 85 (3H, t , J = 7. 3Hz), 

1. 25 (2H, q, J = 7. 3Hz), 1. 43 (4H, t, J = 8. 1H 
z) , 2. 03 (2H, d, J = 9. 3Hz), 2. 08 (2H, d, J = l 1. 
2Hz), 2. 29 (2H, t, J = 7. 3Hz), 2. 85 (2H, d, J = 
8. 6Hz), 3. 15-3. 30 ( 1 H, m) , 6. 72 (1H, dd, J = 

2. 0, 8. 3Hz), 6. 74 (1H, s), 7. 20 (1H, d, J = 8. 
3Hz) , 7. 8 1 (1H, s) . 

M&frtiiiM (ESI -MS, m/z) : 2 7 2 (M + +l) 

ffffiff]318;N- (5-^V»;'J;i/) -N— ( 1 -7p gfc_4 -E^'J 22k) Z 

j> 

n-7 , Dt;i/7P'7>f K (0.2 ml) s 4 - tf ^ U K>1tK» (300 mg) 
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E^tflfcKfcy^i* (539.8 mg) (10 ml) t^U M 

Cl©^p^h5-T^y^V^ry U> (208. Omg) A-f V7'D*^it 

trim MMb*tt (101.3 

1 H — NMR (CDCl 3j 400 MHz) :0. 85 (3H, t 3 J = 7. 3Hz) , 
1. 47 (2H, q, J = 7. 6Hz), 1. 57 (2H, dq, J = 4. 2, 
10. 7Hz), 1. 92 (1H, s), 2. 05-2. 18 (4H, m) , 2. 
28 (2H, t, J = 7. 8Hz), 2. 87 (2H, d, J = 1 2. 2Hz) , 
3. 38-3. 50 (1H, m), 4. 19 (1H, d, J = 5. 4Hz), 6. 
71 (1H, d, J = 7. 6 Hz) , 7. 22 (1H, d, J = 8. 1Hz), 
7. 37 (1H, t , J = 7. 8Hz), 7. 46 (1H, d, J = 6. 1H 
z), 8. 39 (1H, d, J = 5. 9Hz), 9. 07 (1H, s). 
WMfrtirlM (ESI -MS, m/z) :2 6 9 (M + +1) 

1^M319jJ: d-^v^"4-^'jy;i/) -N- (5-4v*s Vft) r 
^> 

l-r/D^E 2-^;i/7°D^> (0.23 mg) s K>lzfc*U4& (30 

0 mg) fcilWftlljbyfrA (539.8 mg) £y-feh-hl);V (10 ml) t« 

C©^*Jl5-7^-iV^;'J> (208.0mg) t^-^A^vrom 

^^hU^A^iia^^fiK:T3^ji#bfeo BLfonr&s Rfom&Va**?* h 
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**>>-;i/] fctlMKfts Mffrtrib (150.3 mg)£*# fee 
l H — NMR (CDCh, 4 0 0MHz) : 0. 84 (6H, d, J = 6. 6Hz) , 
1. 56 (2H, dq, J = 3. 2, 10. 5Hz) , 1. 68-1. 77 (1 
H, m) , 2. 06 (4H, d, J = 7. 3Hz) , 2. 09 (2H, d, J = 
10. 7 Hz) , 2. 7 9 (2H, d, J = ll. 9Hz), 3. 38-3. 4 
5(1H, m),6. 70(1H, d, J = 7. 6Hz), 7. 2 1 (1H, d, 
J = 8. 1Hz), 7. 37 (1H, t, J = 7. 8Hz), 7. 45 (1H, 
d, J = 5. 9Hz), 8. 38 (1H, d, J = 5. 9Hz), 9. 07 (1 

H, s) . 

liMI (ESI -MS, m/z) : 2 8 3 (M + +l) 

H»J320 :N-ri- j2^±Jk^±M V»y 

1 -^D J E-2-^;i/^> (0.3 e1) s 4-t^U K> lzfcfntl (300 m 
g) *«tV*»*U»>A (539.8 mg) £T-te HJ;i/ (10 ml) CiiU 

C©if^^5-r^^-f V*>>U> (208mg) fc^ty ~t> b>4 VT'D^+i^ 

tcr»»«s (203.8 w)%ntzo 

1 H — NMR (CDCh, 400 MHz) :0. 86 (6H, t, J = 7. 3Hz) , 

I. 2-1. 4 (5H, m), 1. 60 (2H, q, J=13. 2Hz), 2. 
10 (3H, t, J = l 1. 7Hz), 2. 15 (3H, d, J = 7. 1Hz), 
2. 82 (2H, d, J = l 1. 7Hz), 3. 18-3. 22 (1H, m) , 
4. 22 (1H, bs), 6. 70 (1H, d, J = 7. 6Hz), 7. 21 
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(1H, d, J = 8. 3Hz) , 7. 37 (1H, t, J = 7. 8Hz), 7. 
4 5 (1H, d, J = 5. 9Hz), 8. 38 (1H, d, J = 5. 9Hz), 
9. 0 7 (1H, s) . 

nmfrtftm (esi-ms, m/z) : 3 1 1 (m + +d 

mmmm N-r 1 - (j^^R^JkA±M -4-t^u^;i/i-N- (5-4 v 

*y u;i/) > 

(7P^^;i/) ^D7D^> (0.21 ml) N K>l7j<» (300 

mg) fcitfMfcfrUfrA (539.8 mg) £?Mz p- r »J;i/ (10ml) Ki^ffP 

COJf^S-r^^fW U> (208 mg) C^-^AYV/P^ 

fcTJMHSU HMfcl^tJ (183.5 mg)£t#fco 
1 H — NMR (CDCh, 400 MHz) : 0. 01 (2H, q, J = 5. 1Hz) , 
0. 41 (1H, q, J = 2. 4Hz) , 0. 41 (1H, dd, J = l. 2, 
8. 1Hz) 0. 72-0. 82 (1H, m) , 1. 59 (2H, dq, J = 3. 
7, 10. 2Hz), 2. 06 (2H, dd, J = 2. 4, 10. 9Hz), 2. 
16 (2H, d, J = 1 1. 5Hz) , 2. 21 (2H, d, J = 6. 6Hz) , 
2. 97 (2H, d, J = l 1. 9Hz), 3. 35-3. 41 (1H, m), 
4. 13 (1H, bs). 6. 60 (1H, d, J = 7. 3Hz), 7. 11 
(1H, s), 7. 14 (1H, d, J = 8. 3Hz), 7. 29 (1H, t, 
J = 7. 8Hz) , 7. 39 (1H, d, J = 5. 9Hz), 8. 31 (1H, 
d, J = 5. 9Hz) 8. 9 9 (1H, s) . 
ItMKESI-MS, m/z) :28 1(M + +1) 
mMMm :N-r 1 - (3-7;VtP7D^) -4 -fc^'j y;H-N- (5--TV 
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\-7v^-Z-yMu7urty (86mg) N 4-fc^U K>l7jc«3 (30 
Qmg) *iVK»*U»>A (539. 8mg) £T-fe h-rU^ (1 Oml) fc^ffl 

£©^ft£5-T^y-f 7*^ »J> (225. 3mg) t^^A^V/P^ 

-^<^y-;i/] ctm ttflHMfe (210.9 

'H-NMR (CDCL, 4 0 0MHz) : 1. 56 (2H, dq, J = 4. 2, 9. 
8Hz), 1. 82 (1H, dq, J=l. 5, 7. 1Hz), 1. 88 (1H, 
dq, J = l. 5, 7, 1Hz), 2. 10 (2H, d, J=l 1. 2Hz), 
2. 45 (2H, t, J = 7. 6Hz), 2. 48-2. 55 (1H, m), 2. 
85 (2H, d, J = 11. 7Hz), 3. 43 (1H, s), 4. 22 (1H, 
s), 4. 39 (1H, t, J = 6. 1Hz), 4. 50 (1H, t, J = 5. 
9Hz), 6. 69 (1H, d, J = 7. 56Hz), 7. 21 (1H, d, J 
= 8. 1Hz) , 7. 36 (1H, t, J = 8. 1Hz) , 7. 46 (1H, d, 
J = 5. 9Hz), 8. 37 (1H, d, J = 6. 1Hz), 9. 1 (1H, 
s) . 

Il^KESI-MS, m/z) :2 8 7 (M + +1) 
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Ife?iMRhoJr7-^lt 0-1 13 18 7*©HwfcftoTs 

s/ R h o if ftkttMK fcWWS-h7^7i7-Bl: ©»£•§ 

'jViWWttnffiToJR-C^^l/^nfcATP (r 32 P-ATP) (rib 
osomal S6 kinase substrate, S6 231-23 

C? $t o 

> ^ U _ 3 > # £ > * J; D U >^<b $ ft fe^K©* % ft£ b fc o 

&mfc&®}<D&mmmmm±s »*K*«**s*fcJMi^>^*wibT 

>^bft©#Pf»£$«>s 5 0%#p#J1-S2:£©$ag£i Csofiifc 

bfco 

T*aft*CCR2*tta3fl3*fcfc (U9 3 7/C 

CR2) £s **fc^fc*HlDbfcO. lXBSA*«TRPMI 1 6 4 0«f* 
ClSl(5xl0 ! /ml)s 20W>^-b^tfe, 2 4ft:7l/-r 

^mcp- i u#> k (iam) s j&xmmit&to&mtoiLitmwL (o. i%b 

SAt^&RPMI 1 6 4 0Jgi DMS0 1%) £5 0 0uliD*s >T^^r 
■fe /l/*©*±Jifc±ffi©IM£3fitt 2 0 0 u 1 &$2ffl U 1 ttHU 3 7 °Cs 5 % 
^i^Tt*^tfe, t£Fttft£«rSV CDA-500) 
fc*CT^^5fi^bfe»^^*e7> hU J^TO^iD^PW^^HJbfeo 
fttl&S* (%) = (l-Wft^*^bfc»^©»*ft/*fc«fls^«** 

ira©»^©afc£*) x i o o 
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2 0 (3/*M) 


46.7 ± 19.4 


2 0(3 OjolU) 


95.4 ± 3.4 


2 1 • HC1 (3aM) 


83.5 ± 3.3 


2 1 • HC1 (3 0#M) 


99.1 ± 0.4 


2 2 (3/zM) 


34.8 ± 12.4 


2 2(3 0#M) 


92.9 ± 1.3 


8 0 (3#M) 


26.0 ± 4.7 


8 0(3 OjuM) 


65.1 ± 17.3 


8 3 (3//M) 


16.1 ± 9.6 


8 3(3 OjllM) 


92.5 ± 3.3 


9 0 (3 0//M) 
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96.7 ± 1.0 
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1 2 8 ( 3 julM) 
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1 2 8 (3 0//M) 
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1 4 6 (3/zM) 


45.6 ± 9.5 


1 4 6 (3 0//M) 


93.9 ± 1.7 


1 4 6 • HC 1 (3/zM) 


74.5 ± 1.7 


1 4 6 • HC 1 (3 O/zM) 


97.9 ± 1.0 


2 2 1 (0. 3//M) 


90.8+11.0 


2 2 1 (0. 0 3/zM) 


27.5±33.6 


2 9 8 (0. 3/zM) 


15.7+9.9 
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2 5 9 
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2 8 1 
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2 8 2 
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Uu » u in i X • X 
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1 1 • X .. J. X • X 
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(T>^) (l^M) 
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O R 1 
& O 1 
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2 6 2 


0») (1#M) 
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(1/zM) 


82.917.0 
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§H?SffJ300 



%.tpm&m (mg/kg/day) ±mmmM 

794.21113.2 

30mg/kg ^□lB2[g%-5g¥ 437.1 + 95.9 
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30ig/kg^lB2[l]^n^#s ^»246§25mg/ml^7j<J9;4bfeo tni^#2M^© 

1 gfrgfl* (mg/kg/day) ±«»»ig 

MJIRW 840.4 ±82.2 
^09300 30mg/kg mnium&^m 602.2±47.3 
%Kfll246 25mg/l tfok&#P 220.2±17.7 

MlffiB&IB^y r (SBU Q$ft-;^'JA- (HO ) ©aM411Sf»~l 

AtK^I-M^^s ^n\Z>7*&fflV>TSHR©S rttgS«!lWfcifi!#bfeo SHE 
OlR^JilE^iSifil^lfilE^J^S (BP-98A N V7bn>(*)) 4b 

jfiiffiiKT* (%) = «b^^#*uifiiE-^b^ti^#^Jfli£E) /ft«M»-frt!fJfli 
ffi x 1 0 0 

JEfST^ (%) &SHR3~4E©¥^£1f^l^£^-ro 
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ttBMb^fc ifom&rm (%) 

mrnrnm is.o±3.5 

«#|127 20.4±3.0 

mMMZl 37.0±2.5 

mmmm 35.o±4.7 

M&0U298 18.9±3.1 * 

mumrn 24.i±3.8 * 

»50!l227 22.2±7.4 

HJ&0IJ243 0>» 20.4±5.2 

nMWmG 0>» 37.2±11.7 

IHB0D247 (*>» 43.3±1.2 

^|JiE0iJ289 30.8±5.7 

|%5g0!l248 (7>?) 18.8±8.0 

mMMM3 0>» 26.4±5.0 

f|jte0iJ287 24.4±6.8 

^§$1286 23.6±8.6 



17.2±2.9 

!*lSfe0)J24O 21.1±6.5 

M261 (7>3-) 47.3±3.6 

mmWffll 0>» 46.4±4.8 

mnM260 19.6±10.5 

^5&#|J322 41.4±7.4 

mnmm 22.7±5.i 

rnmmzAG (t>^~) 5i.4±o.9 

^SSM273 30.4±7.3 
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i. a (i) o^^*fctt*©3i»±»«*nft**u<tt*JiWi4ii. 

Het-X-Z (I) 
. Hetlt /J>&<k*lffl©»JR : P*^ i rS5'-7JI©*3W4©ISWl*fc 

Xlt, & (i) ~ (ix) frfcfc*»fr&»K3iiS£fe*U 

(i) -NH-C ( = 0) -NH-Q1- 

Q lfc* 

(±IBT;^i/>43«tt5T;i/^-i/>ii:s Ci-4r;i/*;i/£fefck:7x-;i' (ci©7 
) 

(ii) -NH-C ( = 0) -Q2- 
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Q2& 

^iTo ) 

(iii) -NH-C ( = 0) -Q 3 -Q4 -Q 5 - 
(±13^ 
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-0-s -NH-s 3:*:{±-S (=0) m- (m&0~2©li$r£g| 
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(z(DTJi*fr$W±^v7>Ml L lz&VWm$hX^X%£^) ^ d- 

bW&znx^xbM s %tz\±^>PM*t/! l z£y)mWk$ftx^x ! b£ 
*mto ) 

(iv) — N (-R 1 ) -Q6-Q7- 

Q6(^ m&s 3sfctt5-7ii©«wafctt^i8woft*3«***fctt«*a 

- (CHO nl-CR 2a R 2b - (CH 2 ) n2- 
n 1 &£Zfn 2 fc**ft*ft 0-3 U 

n2#2£fcB:3*C&£»'&0- (CH 2 ) n2-lt &$<D- CH 2 - CH 2 - 
C H = C H - i; fctt- C = C - £^ bT ivt & <fc < s 

- (C = 0) — N (-R 2C ) (-R 2d ) (R 2c £<fct>'R 2d fc^ BHSfcttg* 
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bM&znx^xb £vO s i/^oroww ^feii^>^;v (:©7i-;^ 

^ttl*fcJ±2CDCi-4r;i/3^r^fcJ:D*Jft$nTV^*J:vO s £fc 

- (CH 2 ) p-NR 3 - (ptt0-2OSHR**U R 3 ttjtofcJB^fx Ci-aT 
d-4T;v^;i/ (i07MMi/NDy>IftJ; Dllt$Uf*iwtfc«fc 

fi&SftWTfcJ;^) > c i- 4 T;i/^;i/*;i/^;i/ (c:©:r;v^;i/gB#&>>\P>7* 

-NH- (CEh) ql-CR 4a R 4b - (CH«) q 2- (q 1 £J;tfq 2 tt* 

n j eno-2®if«&*u R 4a *5J;^R 4b »s zn^tis frmm^ Cx-atji 
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- (C = 0) -0-CR 4a R 4 *-CH 2 - (R 4a ££X?R 4h l±wmXfem$tltz 

-NH- (CH 2 ) i-NH- (i\Zl~4<Dmm*m?) s £fctt 
-S ( = 0) j- (jtt(K Is £fc&2£glT) 

^Hfo ) 

(v) -NH-Q8-Q9-Q 10- 
^ife2~5©T;i/^-l/> 

Q9fciu -0-, -NH- £fc&-S (=0) r- (r&0~2©Hm&il 
Q 1 0 Its 

x-;Ki N z^p^m 7j<^ - has, r^y^s Ci-4r;i/^;i/ (zcdt 
)i*)\sffifrte/\v>f>m^fc£y)Wt&£ftx^xb&^) s Ci- 4 r;vn^ri/^;i/ 
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(vi) -O-Q 1 l-Ql 2- 

i - 4 T ;v 13 J: & Sf&£ fix v> T & J: < s 

- (CHO s-CHR 5 - (sttO~2eolf#&&U R 5 fctzMRISi^x Cj-4 

^>M^fc«fc&fi&3ftTi/ , >T%«fc^) n Ci-4T;i/^r;i/*;i/^-;v*#^ (£© 

T)],*)\/umz^vv>m?k&*)nWkZfix^x ! b&^) s 

- (CHO t-NR 6 - ( tfcfr0~ 2 U R'BakJWilK C.- 4 7 

%«tv>) s C l -4r;i/3df^>*;i/^-;i/ (c©T;i/^r;^^iApy>ii^^j:!5 
ji^jiffifr&^vVymTfc&vmmzftx^xbM s ^fett^^i/:** 

-NH- (CHO u-CHR 7 - (uttO*fcttlO«*ft^U R 7 &7j<fSJI 

hP^ r^y^ Ci-4^;i/^;i/ (ci©T;i/^;i/»Apy>ii^<k!5^^n 
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frteJwfym^te&ioW&Ztix^XbM ^ Ci-4T)\s*)ii]J)/tf=-fr** 

wwk$tix^x<b&^) 

&%?o ) 

(vii) -Q13-Q14- 

x-4T)]s*)UZ&t)WWk-i<tiX^Xb£.<, 
Q 1 4 (is 

- (CHO v-CHR 8 - (v&0~2©^$c£^U RMizK^M^ Ci- 4 

7^;S^ Ci- 4 t;v=¥;v (z®y)i*)\sW\uv>m?fc£t)WWk£tix^xb 
z-i/iz&bWWkgnx^xb 

- (CHO w-NR 9 - (w&0~2©^$C£HU R'ttTkjRJK^ Ci-47" 

^) s Ci- 4 t;i/=i^^ (zvyfr^frfflftit^uvyMtt&bWWkZnx^x 
fcivO s Ci-4t;v=j=¥^^;i/^-;v (c©t;i/^;i/^»^d^>^{c 
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-NH- (CHi) x-CHR 10 - (xttO*fcttl<D«R**U R I0 tt** 
£3t "To ) 

(viii) -C ( = 0) -Q15- (CHO y- 

(ix) -C ( = 0) -NR'-Q 1 6- (CH 2 ) z- 

It 

13-1 5*©=3ittO^*fctt^t^Oft*3»A»*fett**5!li^ 
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x*« (i) (xt*s Q 1 froZ#2-:nl^>#;i/ 
(iv) (x$*s R'^JcStJ^fcltU Q 6^TfBxt 




;k 4-^e;i/*U-;K 4-t:i)y-;w 2-^dd-3-^ 

3-dr/y-;K £fe&2, l, 3-^>^f-r^T^-;i/-4-^;i^^^"rc: 

t&ft^o } 

2. H e t &0itWm ! &(D®.mm£>&&s xt (Ha) % xt (lib) N £fe&xt 

die) *mts m&m i^mm<Di\j^o 




3 . H e 1 1fi&+Xm&(0*MmjS&#s k y k u ^ ^ * v 
3-hUTV>f;K 1,2, 4-h»;^>f;w eu*^;K kp'J^m £fc 



4 . H e t **m-r-3aH40 : »*3»aai;* f N ^ (ma) s 5* (Illb) s 5$ (HI 
c) N a (nid) s 5$ (Hie) s a (Hlf) s 5$ (Illg) > 5* (Hlh) s S dm) s 
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("la) 




("lb) 



O 



(lllc) 




("Id) 




(Hie) 




(Illf) 




(«ig) 




(Illh) 




(Illi) 




A2 (l"j) 



5. A2$##Tf3frk&3$fr£jliR£ft^ «5fcJi4^fB«^b^o 




6. Het^t-»^^N 1, 3-^tf**>-2, 

h*D-iH-5--rv>f >ku;k ih-5->t>*vu;k 6-^oo-i, 

ih-5-^>*VU;k ih-K7Vd[3, 4-d]t:>; ^^>-4--t;k 
l h- 5 b uryy;w ^'J-;w ^v^yu-;K wj-;k * 
^-^U-;k 7^5^-;k r^i/^-M ^^^«;^-;k *>i/-fS*VU 

7. x«»s * (i) U«K Qitt^ tt*fti-3©T;i/*i/>x £fc 

) s l«| 1 CBKDjbMl. 

8. X^s £ (ii) U*K Q2ttlHs *fc 
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9. Xtfs £ (iii) (*+s Q3fc |K*»l*fctt2©T;^U>N 
(iM2om-l^>^U Q4ft, -O-s -NH- *fctt-S ( = 
0) m- (mtt0-2©«»**-r) *«U Q5fc «^ jR*»l*fctt2 

;i/-fimu>tt N Ci-4r;i/^;i/$fet±aift*n , rv> , t*«t^7xii;i/*^o ) * 

1 0. X** & (iv) (S*n R^^JB^SfcttCi-iT;^^*^^ 
;i/**U Q6&> 5~7K©^Jft*J»5Safc ^fefctUB©^]!^* 

^W"T £ 5-7 J|0fifflttft£££&&U C©Mm^^«kt>'m^^(i 
i^Jim^D§^£ftT^T&«fc<s Q7&, *gr^ - (CH 2 ) nl-CR 2 
*R 2b - (CHi) n2- (nlttO*ftttlOi»ftjiU n2tt0lf»t)s R 

^U7i^$^t) s - (CHa) p-NR 3 - (pttOSfe^lOlt^ 

-f) > 3-fefcfc-NH- (CH 2 ) ql-CR 4a R 4b - (CH») q2 - (qlttO 

1 1. X#\ m (w) (5$<K R'Wil^lfeliC.-^TW*;^- 

5-7H©iSIDllORai5ft***U dCDUt*3aA**J:rm*ai5»H: 
»*JSR : ?t:J:t)*Jft*nTV^*»J:<N Q7&> - (CH.) nl-CR 2 
a R 2b - (CH«) n2- (5fc*K nl#<ktfn2i±*ft*ftO~3©3iSfc££U 

£;i/tf^>;wis c i- *t ft? jw *st;&s - (c = o) -n (- 

R 2c ) (-R 2d ) (R 2c £«ktfR 2d &s |EU-S;fc&M&oT^T$<fc<s ?mm 



WO 01/56988 



336 



PCT/JPOl/00721 



mhT^Xb£^7 *-)l>*mt) s - (CHO p-NR 3 - (pttOgfctt 

x^/l/***) s -NH- (CHO ql-CR 4a R 4b - (CHO q2- (ql 
£J:tfq2l«ft*ftO~2©8iffc4&U R 4a t±zk*® : ?&&U R 4b ttzlc* 

JI3\ c i-*7»*)i&i£&n&$ftx^xb £^7 s - (C = 

0) -0-CR 4a R 4b -CH 2 - (R 4 nfctolW?fc*U R 4b tt*3W*?x Wft 

^nrv>T*«kv>Ci- ( r;i/*;K £fe&g$£nT^T&<^7x^;i/£iti-) % 

-NH- (CHO i-NH- (ittl~4©»ftfc*'r) * *fctt-S ( = 0) 

j - (jtto, is *fctt2ft*-r) ***\ i«aicBtoft^«. 

12. £ (iv) fc*V^ R'iftWIWPfcau Q6^ iSWKil) 
*ift$i^ , rv^•C i fe<fcV^5'-7j^©fiaflI^3ll3f^**U Q7^s - (CHi) P 
-NR 3 - (pttOifcttlOlRtkU R'fcfcdcJWK^ Ci-47M^*fctt 
M&£ftT^T&£^:7x:=:;i/£itfK Sfctt-NH- (CHO ql~CR 4 
a R 4D — (CHO q 2- (q lfcfcO&fcttl-CfcDs q2{±0t*Ds R 4a &7k 
JMWCfctK R 4b tt*3WR^ Ci^T/b^ifcttW^n-CV^T^^V^x 

13. £ (iv) fc*^Tn R'j&ycfcJR^fcau Q6fr\ ftHlftJ:!) 
U Q7*»s - (CHO nl-CR 2a R 2b - (CHO n2- (nlttO*fefc* 

14. X (iv) R'ifcdcJWrffc&U QGifis 5~7M©ggftl 
jfttfRASs * fc tt 1 fl©***? ft*** * 5-7 ||©«H)iaS9Ra&ft & Us 
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- (CH») nl-CR 2B R 2b - (CHa) n2- (n 1 * .fctfn 2 15 • 
ftttH«5o , rv^*J:<0-'3©lHR*«U R'^zkM^fcau R ,b ifidc 

15. £ (iv) fc:feV^> R'ifidcJWPftau Q6fr\ 5-7M©ISfn 

dO^^^i^^^i^M^^J: &Ml*n-OvC* J: <, Q 7 
tfs - (CEL) nl-CR 2a R 2b - (CH ? ) n2- (n 1 £«fct>*n 2 #0 
D> R 2a ^>J<^^^^U R 2b ^ttm^ntV>T*)«tVNCi- 6 T;i/^;K 

*i/»ms Ci-4t;v3^>>*;^-;k ^>r;ls - (c = 0) -N (-R 20 ) 

(-R 2d ) (R 2o ^<trjR 2d (il»^l-e^^nfe^hlRl#T-fe2.) s £fc 

16. £ (iv) K^Tn R l #7j<M^£^U Q6#s 5~7M©f&ftl 

co|«aiKMJ:r«Wa5*»tt«*ll^ J: Dg&Sft-Ovtfc <fc <n Q7 
# s - (CH 2 ) nl-CR 2ft R 2b - (CHO n2- (nl^0-3OlM 
U n2dS0T*$>Ds R 2a ^J:7jR 2b ^AD^>^^^-r) 1 
1 fciB«0-fb^o 

17. & (iv) fcSlr^ R 1 *»**JK : P**U Q6#x 5-7M©t§lP 
IKXiR^N lffl©a*iR^*^*t"S 5~7 *©t^**a^**U 

# s — NH- (CHi) ql-CR 4a R 4b - (CHO q2- (ql*iWq2tt_ 
^tiO~2©I|[^U R 4a «7X^M^^^U R 4b &7jcffiJiH\ C1-4T 
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Xf 1 0 ~ 1 7 (Wl'ftfr— EfcfB*8©fc*&$lo 

-a -o- Tr* -O 

-^_V. -A^J*- V-/~* 

N~* — N >— — A — Nf N— 

W >^ >^ W 

O o 

IZM-N (-R 1 ) w. ) 



19. m (iv) fcfcivc* R ! #*Jl«?*aU Q6WB***U Q7 

2 0. X#s £ (v) Q8Hu ft*ftl-3©r^*l/>s *fctt 

K3R«c2*fcH:30T;i/^r=l/>&*U Q9teu -0- s -NH- 
S ( = 0) r- (rli0-2O§Mit) QlOtts 

2 1. X#s £ (vi) (5£*s Ql lttx tt^ H*«^PK«tD«lft*nT 
ivt <fc^ 5 ~ 7 MOiaffijR*^** fctt 1 IBOfflKB^S^ti 5 ~ 7 M 
©»»MS3»5S*«&U US-^s - (CHO s-CHR 5 - (s&0 
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j:VN7x-;i/^*r) s - (CHO t-NR 6 - (tl±0£fcttl©giBic££U 
*fctt-NH- (CHO u-CHR 7 - (uttO*fettl©S*MU R'fcfcdc 

2 2 . X*p\ £ (vii) (jfcffs Q13il ^ BM?&£!> 
TV>T <b «U> 5 ~ 7 M©SMSS^*£fc& 1 ffl©aS*JS^*^Wr * 5-7 
Jl0mttftft5tttft&U Q14lt - (CHO v-CHR 8 - (vtt 

fc«fcM7x:i;i/&&-f) , - (CH 2 ) w-NR 9 - (wliO Sfett 1 ©»«&£ 

"T) x *fett-NH- (CHa) x-CHR 10 - (xttO£fci±l©5ift*£SU 
R 10 l±;J<*JSC-?s Ci-4T;i/^;i/*fettaife*nTV>T*J:v>7x-;i/*^*r) * 

2 3. X^ s £ (viii) Q 1 5fcJu ttJRJK^fcJiDiWft^nTV^T 

% X ^ 2 ffloMUS^&^-T S 5-7 A<DfifflttX3&£&$ Us y fck 1 *. it 

2 4. » (ix) Ql 6J±> «*TC*D«*3ftTVvt* 

j; v> 5 - 7 i rnvmrntttt?* 5-7 

2 5. Z#s 

3-7 M©fiaft*fe«±^ia?ncD^3gs^s 
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9~io M<D~m^^mo^mn^s 

2 6. Z*p\ 7kMH\ /\oy>I^ 7x-;W ^^D^DbVK ^>7P 

7 7-;k £^u^;k ^-7^;k ^7#i/-;w 

-;k -f>KU;K -f^V'iM *-x-;k i, 3 -*ws>#*y-;K 7 

*xwt*«fc^) s Ci-4T;vn^i/*;i/^;p (£©T;v*;i^#fci:AP^>JI 

2 7. He t#8&:£E2fc:IB*©5S (Ha) s 5* (lib) s (He) © 

(Ilia) s 5$ (Illb) s 5S (Ilk) s 5* Olid) s 5$ (nie) s & (nif) N 5$ (ill 

g) N ^ (nm) s £ dm) s *fcttS (nij) <0-att0***5«fc*u 

Xtfs *#H7fcB«<D* (i) s sif;CT 8 fclBfl©^ (ii) s ***9fc» 
M<D£ (iii) > If^Jll 0-1 9 (D^tftfr-1Mfc%m<D£ (iv) s 2 0 

fcta«©» (v) s tt#JS2 1 fcSB«©£ (vi) N »^g2 2 tigBtt©* (vii) N 
»#Jg2 3fcEtt©ai (viii) s *fel±»*a2 4fclB«©* 0*3 *£U 
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7^-;k brus>;w t:^yy;K i-7*u—)K -Or-JW -f> 

h*«;;K ^^'JiK ^x-;k i, 3-^wy**y-;w 7;i/^-u-;w 

^.fcDg&^ftwtfccfcM) > Ci-4T;i/^;i/*;^~;^^ % > (c:©t;i/^ 

28. Hettfs 4-trU^;K 1, 3-^**^-2, 
H-5-- f V-f >HUM 1H-5-4 >*VU;K 6-7PD-1, 3-^^- 
^>-2, 3-^b FD-1H-5-4 V-f >h*';;K l-r-bf/l/-lH-5 
— f>^yy;K iH-tr^yn[3, 4-d]^U^^>-4--f;K 1H-5 

-^>yhyryy;K £fc«:5--4 y*y y^-cas* at #E 2 7 tiattofls 

2 9. TiBa>£&SS¥fr£>»£ft^ fll^Qf 1 £IBfi0<b£#3 : 

(20) N- [1- (4-yP^7i^) x^;V] -N' - (1, 3-^* 

y-2, f y>f >K'J;i/) 

(21) n- (i-^>^;v-3-t:^y^;n-N (iH-5— o^yy 

;i/) t^x 

(2 2) N- [1- (4-7*a^>^;i>) -4-K^iJS?;i/] -N- (1H- 

(8 0) N- (2, 6-^DD^>^V) -N' - (4-try^;W «i7VT N 
(8 3) N- (2-^PD-6-7;i/tn^>^l/) -N' - (1, 

y-2, 3-s>t h*D-iH-6-4y4>h*y;v) 
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(9 0) N- (2, G-i?7)V*v«>i?)V) -N 5 - (1, 3-^rfr*V-2, 
3-^bKD-lH-5-^V^f>F'J;i/) t>V7 

(9 5) N- (2, 6-^7;M-n^>^;i/) -N 5 - ( 1 H- 5 U 

(102) N- (2-^DD-6-7Jl/tP^>^) -N' - (1H-5--T 

(126) N- ( l -^>i?;v-4-tr^u^;i/) -N- (lH-5-^>?V 

(12 7) N- (1 -^>S?;V-4-K^U^;i/) — N- ( 1H-5-' I >W 

(128) N- (1H-5-- f>*VU/lO — N— T^X 
(146) N- (l-^»rh7M Fn - 1 H-fcTD y;v) -N- (1H 

(16 4) N- [1- (4-7;i/^D^>^;i/) -3-^>JW -N- (1 
H-5-- f >*Vy;i>) 7$>s 

(2 2 1) 2- [3- (lH-5->f >WVfrT$S) 

(2 2 7) Nl- (2-7MnxfjV) - 2- [3- (lH-5->f>*V 

(2 4 0) N- (lH-5--f >*Vy») -N- [1- {2-**fr-l-7 

(2 4 3) Nl- (lH-5-^>^;'J;V) -N4-7-DkVl/-K 4—>* 

(2 4 6) Nl- (2-7MDJ^l/) -N4- ( 1 H- 5 ->f >**V U;i/) 
-1, 4-^P^t>^^> 

(2 4 7) N 1 -S/^P7nM4- ( 1 H - 5 ->f >^'JiV) -1, 4 
(2 4 8) Nl- (1H-5 — f yyWM) -1, 4-5/^n^**>^T5 
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(2 5 9) N 1 - (lH-5-^>^;'J;i/) -N4-7x-jl/xf;i/-l, 4 

(2 6 0) Nl- U;i/) -N4-rnWl/-l, 4— >7P^* 

(2 6 1) Nl - (2-7WDx^) -N4- ( 5 -- f U;V) -1, 
4 _ >J7 p ^ > ^ T 5 > 

(2 6 2) Nl-^^n7D^l/-N4- ( 5 — f 73V >J;i/) -1, 4—>7 

(2 7 3) N- (5— fV*7U;i0 -N— [1- (4, 4, 4-HJ7;i/*D 
^;i/) - 3 -fc°^U r ^ > 

(2 8 1) N— (lH-5->f >PVVJU) -N- [1- ( 2 

(2 8 2) N- (1H-5-4 >^V*U;V) — N— [1- (2, 4, 6-hD7 

(2 8 6) N- (1H-5— <>^V'J;i/) -N- ( 1 - 7P 4 - fc!^ 'J 

(2 8 7) N— [l- (^^D7°Dt:;vp<^;v) -4-tr^U^;i/] -N- (l 
h-5->^v»;;p) 

(2 8 9) n- [l- (3-7;i/tD7DH;i/) -4-tr^';^;i/] -N- (l 

H-5-^>^VU;i/) 

(2 9 0) N- (lH-5->f>^7U;V) -N- [1- (3, 3, 3 - h U 7 

;i/;tP7'Pif;i/) -4-i;^yy^] 

(2 9 3) N— [1- (2-7DD-4-7;i/^-D^>^;i/) -3-tT^U^ 

-N- (ih-5— r>*vu;i/) 

(2 9 4) 2- (3, 4-^7;V^D^>^;i/) -2- [3- (1H- 

(2 9 8) N- (lH-5-^>*VJ;i/) -N- {1- [4- (hU7;i/^D 
(300) N- [1- (3, 4—77;i/:tD^>^;i/) - 3 - fcWJ $W -N 
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(3 i 8) n- (5-^ y;i0 -N- (i-7*Dt:;v-4-b-«u^;i/) 

(3 2 0) N- [1- (2-x^;v^;i/) -4-K^US?;V] -N- (5-4 

u;i/) 

(3 2 2) N- [l- (3-7;i/^-D7*ot:;v) -4-b:^Ui?;u] -N- (5 

3 0 . ai^ 1-29 0^f ! n* i -^^l3«©<h^l*feii^©^±i ! iF^ 



3 1. 3 (la) ©fc^t^tt*©S^±flF«3ft*8% b < tt« 
Aft. 

Het-X-Z (la) 

h ® -m&cDmi t tz &*ffia<DV&ma& & ^ u z.<Dmm£M#& vat* 

Xiis £ (i) - (ix) *6ftS»^6»^n**ft*U 
(i) -NH-C ( = 0) -NH-Q1- 

Q lid: 
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) 

(ii) -NH-C ( = 0) -Q2- 
Q2& 

j^s$t2~5©T;Wr-i/> 

)i*)v&j\v?>m?fc&*)n&£nx^xb&^) s Cx-*t)\su**/ {^<dt 
)]/*))sfflft\±j\tiv>mtt&t)WWk£tix^xbM s Ci-4^3#s/*;p 

) 

(iii) -NH-C ( = 0) -Q3-Q4-Q5- 

(±IBS;' : t ] s 

Q3l± s 
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Q4Bu -O-s — N H — N ^fctt-S ( = 0) m- (m£O~20SS#&i 
Q5lt 



;\Dy>i^ 7jc^^ -hn^ N t^Ss Ci-4T;i/^;i/ (cot 
)\s*)mft^v?>Mtt&t)M.Wk2ftx^XbM s Ci- 4 r;i/n^$/*;i/ 

*mto ) 

(iv) -N (-R 1 ) -Q6-Q7- 
Q7lt 



was 



- (CHO nl-CR 2a R 2b - (CH 2 ) n2- 
n l:fc<ktfn2 8*ft*;ftO~3©3S»&*U 
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n2tf 2££&3T-fc£^©- (CH>) n2-(l &%<D- CH2- CH 2 - 
R 2a £<J;U?R 2b fcJ:s H-*fcttJ3fcoW:C*«fc<x 

c ! - 4 r;vr3 ^ 1/ £ 

- (c=o) -n (-r 2c ) (-R 2d ) (R 2o ^<tOT 2d {^ mstcizmft 

DMl£nwt&J;W s ^d7°p£;w £fc&^>^;i/ (c©7x-;vgp 
fcfc 

^t$£v>) s c !-4T;i/^;i/>b;v^-;i/ (u©7;i/«M^ny>l?fci 

- (CH2) p-NR 3 - (p&O~20ilifr£ltU R 3 (i7KmM^s C.- 4 7 

^,^) s Ci-4T;i/rj^^> (£©7;v^;^#ttAD^>Ji^tc J: Qm&Zftx^x 
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-NH- (CH 2 ) ql-CR 4a R 4b - (CHO q2- ( q 1 £<kt>"q 2 

n?tio~2(Dm$&%%.hs n 4a %&TfR 4h i±s zn^n, zks&jsc^ Ci- 4 t;i/ 
)i*)i$frw\v7>m : ?iz.&t)mwk£tix^x$)&^) s £tz\*'<>i?)\'#* 

- (C = 0) -0-CR 4a R 4b -CH 2 - (R 4a *<fct>*R 4b (i|fffBT^a^nfe 

-NH- (CHO i-NH- (U±l~4(Dmm*m?) s ttcl* 
-S ( = 0) j- (j&Os lx tfe{i:2^-r) 
^^•To ) 

(v) -NH-Q8-Q9-Q 1 0- 

£31 U 

Q9!t -0-, -NH-s £fcfci-S ( = 0) r- ( r » 0 ~ 2 <Dil£fc£^ 

t) £31 U 
QlOd 
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xzjHl ;\d^>I^ tKMs -hn^ r^7g N C>-*7)V*))/ 
ft**. ) 

(vi) -O-Q 1 1-Q1 2- 

- (CHO s-CHR 5 - (st±0~2©S£»££U R " fet**]!^ Ci-4 

-cfc«fcv>) s Ci-4T;i/3^->*;i/^-;v (£©T;i/^;i/^#&^n^>M^£<fc 

- (CHi) t-NR 6 - (tfc*0~2©S&&££U R'&ymm?, C1-4T 
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)l*)l®m*^v'f>m*fc&t)UWk£tiX^X ! h&^) s £tzl±'<>i?)\'** 
isl,z&*)Um£tiX^Xt)&^) *$kt) s 
-NH- (CH 2 ) u-CHR 7 - (uttOSfclilOlt^U R 7 &7kf|jiC 

m^zx bmWkZnx^xbM > Ci-47;v*;v#;i/#-;v 

t^tto ) 

(vii) -Q13-Q14- 

(±13^;^ 

- (CHO v-CHR 8 - (v(iO-2©^^U R 8 &7.MtJ!I^ Ci-4 
7Jl/^V$fett7x_jl/ (c©7irjKl MDyvJi^ 7K^> - hD^s 
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- (CH 2 ) w-NR 9 - (wl±0~2©g»£^U R 9 &2kfiiie\ C1-4T 

$«kiO s c»-4T;i/3^$/*;i/^-;i/ (;:07W^liAD^>I : ffcJ;') 

-NH- (CH 2 ) x-CHR 10 - (xliOSfeKlOl^iU R 10 &7.Kiit 

gi^ftwt&cfcvO ^ c i-4:p;io*^yb;i/#-;i/ (z(DT)]/*)iffifrU^v>f 
*m.to ) 

(viii) -C ( = 0) -Ql 5- (CH2) y- 

(ix) -C ( = 0) -NR'-Q 16- (CHO z- 
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mn&mtWMm^s 7mm, ttzitCi-4Tj^Mzxy)m^nx^xi>x<s 

z«:O-40i^it) 

3-7 homo* tz&*ffi®<D%m&®m%m&&&tzt±mmm3,m. 
9 ~ 1 2m<D-m&®&m£rzi±^&m®fcmmftm tz\±m.mm^, t tz 

13-15 mo=m^(Dmmttz\t^mi(D^mM^trzimMm^s 

is (z®7*-)),®fri±j\u7>m?lz&?>WWk$tix^X ! b&^) iz&bWWk 

mm, momm-m®, mwrn^ mmm, &&&& &&&&& 
Bs woman*** mm&s m<z>A& m&m^ ±. m&m&s mmm&mm. 
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3 3 . ||$#3 1 fcB«©5* ( I a) 0fc£«*fctt*03^±tf**n* 
A/Cfc*x Rho^- BfcJ;Di»^*n*«A©«**tt. 

3 4. Rho ^t-Bfci U«^*i5«AO«*«SKlO«iOfcft©> 
tt$£3 lfcE«<D5S (la) ©fc^*fett*©**±im£ft3«*>U<tt 
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This international search report has not been established in respect of certain claims under Article 17(2)(a) for the following reasons: 



1. Claims Nos.: 33 

because they relate to subject matter not required to be searched by this Authority, namely: 

The invention as set forth in claim 33 pertains to methods for treatment of 
the human body by therapy. 



2. |3 Claims Nos.: 1-32,34 

because they relate to parts of the international application that do not comply with the prescribed requirements to such an 
extent that no meaningful international search can be carried out, specifically: 

See extra sheet. 



3. Q Claims Nos.: 

because they are dependent claims and are not drafted in accordance with the second and third sentences of Rule 6.4(a). 

Box II Observations where unity of invention is lacking (Continuation of item 2 of first sheet) 

This International Searching Authority found multiple inventions in this international application, as follows: 

Since Het , X and Z are each variable in the compounds relating to the inventions 
as set forth in claims 1 to 32 and 34, these compounds have no chemical structure 
in common but involve, in addition to those as cited in the following column C, 
an extremely large number of publicly known compounds such as pyrrole and pyridine . 
Therefore, these compounds have no important chemical structure in common. Such 
being the case, the inventions as set forth in the above claims are not considered 
as relating to a single invention or a group of inventions so linked as to form 
a single general inventive concept. 



1 . As all required additional search fees were timely paid by the applicant, this international search report covers all searchable 



claims. 
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As all searchable claims could be searched without effort justifying an additional fee, this Authority did not invite payment 
of any additional fee. 
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As only some of the required additional search fees were timely paid by the applicant, this international search report covers 
only those claims for which fees were paid, specifically claims Nos.: 



4- □ 



No required additional search fees were timely paid by the applicant. Consequently, this international 
search report is restricted to the invention first mentioned in the claims; it is covered by claims Nos.: 
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Since Het, X and Z are each variable in the compounds relating to the inventions 
as set forth in claims 1 to 32 and 34, these compounds have no chemical structure 
in common but involve, in addition to those as cited in the above column C, an 
extremely large number of publicly known compounds such as pyrrole and pyridine. 
Therefore, these compounds have no important chemical structure in common. Such 
being the case, the inventions as set forth in the above claims are not considered 
as relating to a single invention or a group of inventions so linked as to form 
a single general inventive concept. 

In the description, only a part of the compounds having specific choices 
are cited among the compounds corresponding to the structural formula described 
in the claims . 

Further, it is obvious that there are a number of documents denying the novelty 
and inventive step of the inventions as set forth in these claims. Therefore, 
it is impossible in practice to search documents of the prior arts all over the 
scope . 

Thus, claims 1 to 32 and 34 fail to satisfy the specified requirements to such 
an extent as any enabling meaningful international search report. 

In this international search report, documents of prior art have been examined 
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